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CHS* 13 hw<i> 
Hfcll 



(1) 

h h t- y v-'/ps, ama£*-r * <r t i & s 7 y jvm, 

S^/[b] f-xx/l^ »ft»fr*rt-* 

^yvtw/y/wa, ajna£*-f£.rfci;&s<y 
vf-Tvy/i** araaiiirtiiktfcity h 
[i, 2-a] tusv-;^ wmzm&zti* 
t>&*-tvv=jut* wm*ttz>z.b\>hz>^w 

S s X^--/^ S-NR3 CO-, S-NR' - % S 
-NR5 S0 2 -,a-S0 2 NR 6 -,^-CONR 

1 a-c (=chrs ) ifcji, a-cR 9 = 

CRio- (5^ R 3 , R* . R 5 . R 6 , RVR 

i \±. *xbl=f* *s?a, tmaasmi^tizth 
t>iTA*twtw*i,* r 8 (4>-Tya. tiivx*is 

tf-zi/aSrSttU R 9 &tm io li. -eix-m&iL 

9 Xt>'R l9 *>'-^^oT^1-|.S^Sift-tl». ) £ 
S»L;G2 jia«a*^rt-6if:fc*&7i^;^ 

asia £ #* * try ^vwa. agaa^ -t * 

y^w/y^a. amasri-rixifct^^f-x^ 
a. mmzn-tz zbhh&ws a-c 

HRH-CHR12-. ifcti£-CR 13 =CRi«- (C 
Ri5 = C Ri6) y - (ZZX\ R u tR 1! li-i 
fcfcoT#fi!ttS3l*Sl*U R 13 . R 14 . R 15 . &tf 

R'wn^i&iLT**®^ nny^js^ am 

afc^Sifci&S TATA'S, H$a£3ttl><ri: 
fc**ry-;US. R 13 1 R 14 47tW:R 15 £ R 16 #— M 
fc£-3"C#jfct£££®*U yttO*»63£aB&** 
) £K»L ; m2ltf nfcL «i-WU*4fc. o 
i^titi^lA^flMcL ; Qli^M^f^ta. a$a 



£W-r££fct£>S7;U3*S^;W-'^a, -CON 

h- (5-rh7yy;w) a. wm&z&i-zibhfo 
*5— fh^vy/ns. ama$r^-ri.;t t$>i» i , 
2. 3-h'JTvy^a. ama^-r-s-fctS)i» 
2 , 4 yf-rvy 5 — f ur-ywa. a 
«asr#t*ikfc*S4-^y-2-f-3i-^yf-r 
yy x'y- 5 — r yr-^a. asaiiwtsi 1 1* 

bl>foh3- (5-**y) - [1, 2. 4] tf=W 

tv y s J-tv&. wm&ttth zbi>hh2- (3, 

- [1 . 2, 4] 3j"=Sf^*TVy-^ 

a. fc<>&6 5- (3-^y) - 

[1.2. 4] **W7YV s J-frm. tizttssm 

mt$>zbi>h&3- (5-^y) -4y#w 
y^;u*ras*i*ifi*w*-r6. > ] 

imm2 ] a ( i ) ^or 1 
g 1 4fc« 2 (caa«<^k^ijatf ^fetfMg. 
[M«a3 1 * ( i ) *^)R 2 immzirtizb 
i>h&T)V*)V&t.tz\m&mtt't&zbi>hhi'? 

[»3RJH4 ] * ( 1 ) A^MSa**-*-* i i: t> 

& s 7 x x^at-S) s ii*3S i * v i l 4 ct)v i m 

im$m5 ] a ( i ) ^Ats§ti^i* { 7x-^ 
a-e&o, 2-x^x;^TVD;wafc- (go. - 

(G^ )„ -QT'fl$ft£a£rt^?@EaT;&£ft:fcJS 
1 ^^L4W^^ l flfcriatt^-^fliav-eii^^ 

[Sft»S6 ] * ( 1 ) *?)Q# 5 -r h 9 VU A*T 

$>§»*« i *o 1 5 w^*^ i «tffia^Ht-&«a 

i &v ^ l 6 w vf*i> i ^^fetg^-fc-^ftsy-eti'o^) 

] ( 1 ) *<0maiXn^ 1 D . G' 
#-NR 3 CO-T*0. G2 ^l*fc{±2J3LJbOfflji 
a^#tSitt*-57xx;pa-c*>Sli!f*«l=3rV^t 

imim9 3 5t ( 1 ) 4>OG2 # ! 4^(42 JjLhOl 
BHI*«i-Sif:fc*47xx;uar*0, G> bQb 

i i o ] fi^ja i^i9<7)\ Yfjn.a» i istcie 

[fS^Jlll] m« 1MB 
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jay vx.ym^tim&^imm/xit'f'mm. 

[it*fli4] w*Jii^v^t9cov^-m^i^c!e 
mw/xumm. 

[0001] 
[0002] 

W^Un^hijiytLTs), 

A 2 (TXA 2 ) , jflL/J«tt-fbHf (PAF) , tX* 

tlX^Z (Proc. Natl. Acad. Sci. U 
S A. 80:1712-1716, 1983). 
^7°f-Ko-( 3MJxy ( LTs ) ttT9^F>«Oft 

-f 3HJxyc 4 (LTC 4 ) , c^Cnl- >jxyD 4 (LT 
D 4 ) , StfcK 3h'JxyE 4 (LTE 4 ) #»£>ix 
(Science, 220:568-575, 1 
983) . 

[0003] ZflhuA 3 h 'Jxy^Oggft ( U-kT 

4Mt (S8ttffi&£) *^^<f8S$iiTUS (Chi 
mi a 46 : 3 04-3 1 1. 199 2, J. M 
ed.Chem. 1996, 39 (14) 2629-2 
6 5 4 ) . ifc, O-f 3 h Uxy5«*iSlfilB^4 
JfV-8- (4- (4-7xX4-7>*y) <yy>f;U 
757) -2- (fh7/-^-5-^;l/) -4H-1 
-OV't'^y • ^S^vf W-h (7°7»U%Xh : 
Drugs of the Future 1988, 
13, 317-320) C^VvCO&mj£fS#$&$*l 
^>-?&9 [B^3fc«9>». 164 (4) :225-24 
7. 1 993;ftg8^i, 12* (2) : 116 (22 
2)-118(224), 1994: Off EX. 
9 (S-l) : 7 1-107. 199 3&£'] . Ztlh 



«-o-CJ>l»)iEffifflSaT'(i, S*SWt:«« (!SRfc 
«tl I g EStfWSBBaaiB^F c U*??-lzm&l 

-toe*, tx?Sy, LTC 4 3W$#/Mt^x 

[0005] £<9Ht^RJ6£Wffl"$"43IBWi: LT, if 
yf-fW^ot^^-h (DSCG) [The 
Merck Index, H9IS 2585 (197 
6) ]&tf9-.Xf-/P-3- (lH-fb7V-/H5 

— f;u) -4H-ty h [l, 2-a] try ss/y-4 
-*y-#y>AJg K$D7Xh -^u^a) (#$ 

BB54-3 6 2 94) ^jWO^flTV^S. «7W^¥- 

*UU ftbx?$ytfEffl£^£^irrwMr-m 
Cco^S:^=5rV«ttfii7W^-^fc{3^$ 

<r>mmxhh. fflmrvivz-Mm'tx? s y# 

i^fc£#®£lrLTfcD, a«fi«&*7WWf-tt 

Eg?, 2 6* (7) 137 (2143)-139 (21 
4 5), 1 994; SftEK. 2 6* ( 7 ) 251 (2 
257)-255 (2261), 1994; &tf , P r 
ogress in Medicine, 1 3* ( 1 
0), 137 (2247)-147 (2257), 19 

93] . u>t&#4>, zixbmmasmiMicm 
mx% i> h mfcttifeffiBMtezam < v » 

[0006] 

[fM8*«»*uj: o t-rmm] jmti/K-p 

)v*-m*m^x7V)\,*-m&<?mb*?&mmo%> 

mix o t, , aa^)«;7w^¥-ffffl*Hiefc:!f6flw-* 

iz^mxh hzt inmztis . ttz. zcox? <,zim 
mmtti-m-nmiz&s-i-zztizxix. m 
mmimmsfritifevMmmzmizx &m<n 
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<OHH«r Bare* S^HettA***. 
[ 0 0 0 7 ] k D*>lt. ttfcttfciSR RV/Xl£?Wffi 
XWW!li3*iTii*D4 n h yxyfcJM-iiSStflUIJ 
k^ tx^S^tf^^x-J-OWBWHWBi: 
fcflHHfofltefcfcffiflW-* £ k fltf, <fc D J£$e 

ffl k £ 0H93*> , 7 I^rt^-HHe£<^f&Saif /XJdrf- 

*. 

[0008] 

5#i*xf-x;i^-rV-;HBi** t a>f rj h 'Jxyfltffi; 
ftfflkllB^ifflBaa^tX:? $ y»ffiqiSJffl8k SrGHir 

•(i-S £ k I. i k $• JA Lfc . #fMBULhf IV>%\ 

[0009] HR* ( 1 ) : 

Ht2] 



X >- C = C " A -(G 1 )m-(G 2 )n-Q 
(1) 

B.mmztt&z k i s> h^^ur^ivm, ttz 

iiR 1 kR 2 tf-mzKiX&fS.-t hmZWil ; AJi 
KgiaS£*r$-*£kfc*S7xXrt^ {asai**-** 
gJfcSS^W. £k 7 y 
KieSSr^SifcfcfcS^xx;^ ffiU«£ 

t{.f)W[b]fi-^, E$3££^r1-|> £ k 
i> £ & <ymt/ U aHftg£#*-4£ki& 
^yvf-rvj^a. sm&ttt&zbhhit'v 

H [ 1 , 2 - a ] t° y $ £ k 

H-?n*x;k££SfleL ; G' tilM^ #/l/tfx 

xf-x/I^L 1-NR 3 CO-. S-NR 4 
i-NR 6 S0 2 -,a-S0 2 NR6 g-CON 
R 7 m-C (=CHR 8 ) ttzli. m-CR* 
=CR'«- (££T\ 5frK R 3 . R 4 . R 5 . R 6 . 



bi>bhT)v*)v&zmtL. r 8 Ji^r/a. *>v-# 

^itfx^SfcSUfcU R 9 XWli, ^<t-WHl4 

kfc&sru-A'S, tiz\A 

R 9 &VR l «*H»fc«ro'C»jat1-SS*fii*1-*. ) 
*»*L ; G2 liS8S££#t l>£kiJ>l>7xx;w 

£kfcfe*K'J$> f x/i<as. a 

-CHRii-CHR"-. ^^iiS-CRi3=CR 14 - 
(CR" = CR»«) y- (££T\ R u tR 12 {4 
-»t=SroT»jjW-4a*Sl*L, R 13 . R 14 . R 15 . 

st/R^Ji-eti-ftiiiiLT**^. Aoyyji^, 

Zbtj$>Z>TV-)i>m. R 13 fcR 14 ££{iR 15 fcR ,6 # 

-^iz^xmrn-miimL. y{io*>^3<osaa 

it t£>£ T;U3df^;^x;wSs -CO 

nh- ( 5-xh^vD^) wmttt&zki* 

i, 2, mwmtt-t&zbbb 
h 2 , 4 - v -fry \)i?y-5-4\) f^n, 
araai^^rt4«ifct>*44-^y-2-f-^y'f- 
7VU 5 - ' r u T-;u«. i k 

Zbi>fcZ>3- (5-^y) - [1. 2, 4] 

>;ry u ^*x;p« N sum Sr#-r ^ ; k 2 - 

(3, 5-i/**V) - LI, 2, 4]tt-? s J7YV 

-)V&. wm&tt-thzbi>foh5- (3-^y) 

- [ 1 , 2 . 4 ] sUMfswy i/*x;m, ^ fcfiam 

<. ) x-mti&it&mmztiba&zmm-zbv 
x-hh. 

[0010] IMimnm U«SCJ:ntf, A 
( 1 ) tfc^R 1 ^^KfRJ^^Tfe -g. JblB-f k^aS.tA'-e^ ^ 

<we ; ^ ( 1 ) *^r 2 «^itj;i tftsr 

;^P3Sifctt«ft3Si#t4 i b t ^ d7;W 
ytSTftiJJEft^ft&^'eitfe^S ; * ( 1 ) 
*^aS:^-rsCk t*S7xx/|^t*SiJEfl:^ 
®%PZiit : ><7)i& ; ( 1 ) #OATS;;*;?i£a#7x 

-fvmx-b d , 2 -xf^/H-ry - ( g 1 ). 

— (G 2 ) n -Q-ca§^a»k!&J^^ES*e$>s±fE 
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(1) 4><9m&tfn*U-C£>'9. G» #-NR* CO- 
T'S) 0. G2 *«HH4fctt2«fiUi^lKjai**tSi 

k t**7x:^^r*4JdEfc'6Wi*wu>** ; 

Mtffc, * ( 1 ) +^G2 #lffl4fctt2flKU:«>j«ft 
S£W-f£>.Ii:k£>l>7xX/i^-e$> , 9, G» kQktf 

[0011] *»»!H«S!lO»«fcJ:<Uf . JJBfc^ftX 

k lt , ±afl:^ftxtt-e<i<5><^!a**»**k lt* 

4fc. ±IEttl^X(4*ft^££»5t#k 

LT*#t4n>f 3 h 'JxyAWtSit, #4 t< 

v/ximam ■, m&&v4 3 b 'Jxy^ 

RV/JUXfim ; MOT:. BBS** 1 *:** 

s y<z>fflm§Hzism'& r u)u*?-®mx't> h ±ia 

[ 0 0 1 2 ] 4£. *»Htf>ftfc:#4 UMBWfcfc J: 

3>o>f 3b'jxy&tA:X:?5yaW£1-&&&. #4 
t < {in^f a h 'J iWtx^ 5 >1f96frtt 7 

u4 a h yxymx^ 5 ytf>8£jS#fciBB*47 
WWMBS&T* l>±fetege&tf/X«i«*W 

tio-f n h yxy&l>'/X(2: tx? 5 y#W?--r!> TV 

;i^-tM«jfiaai^/Oti±fHd5« , c* o x . jjb 
±ier w^HS^iKo^ai^/xji^R^FJ^ssji^ 

[00 13] 

ktt. Witf, iK*ftljK> l 2?)iI£ftt£L<te#ft 

i/o*4. 4^, rwyywrFi t^omtm. m: 

aifa^SRS^v^-fiifc-SfttRAkLrfflv^*. 

rr/wa^^wasj ttxit. mm. mmt^i 
£k 



[0014] R 1 rvr* \t*ix?tm±LX7mm 

& WM&i1i~?Z>Zbi>$>l>/?n7iV*tim. 4fc 

liRikR 2 tf-mtz%^xm&£fmzmm-tz>. r 

^L<tt4MS*tttf)7;Wf/W6, J: 9#4 L<f4#t5R 
ft l 5 *>fi»Ri t < ti#ftim?>7;i^;i/S 
v**£ JMfcWfctt, Witf, * x 

k'lrfflv^ £ k £ . ±E7^A«Cli^-4M 

mttxit. mm. Aoyyif, ?x-;n, x 

^y^y^/i»36»4,a{fitsi«xii2ffl|ja±. 04 
t < « 1 BwtHftS*^tf4 - k I. . ad^ 7 

[0015] R 1 RVR Z iffiti/9*T>V*Mbt L 
•Ctt, ff4L<tiR3KR3*>^5«^o7/I^^ 

at^-ri»am»k Lx\i, mus. *vayyw&$ 

*WfhZ.bifiVt*. R 1 kR 2 k*M^t=3r-?T^ 
BK-TSiik tTti. 5^V^L8lli, 0tL<ii6X{4 

imzmf&zbtfX'Z. mm. ssfv+^yy 

^yvymttttisfn^rfymszm^&zb 
1fiX%%. R 1 RIA'R 2 ^ffl^^rk tT(4. R 1 ft 
Tkmm-vh*) . R 2 * j a^SSriTtl»c:ki*l.7^ 
/PSXteffi&gtr^rt IkiW^n TiV^Mb 
X'hh^bWt L\\ 

[0016] Aj4a«s*qrrs«ikfcfc5 7xx;p 

■fhzbi>hh7V)V&, mmm^-thLbhhht 
x.->vm. wmmtt-thzbhfo^yyyy-tv 

M. WMM£Gi-Z>Zbi>$ ) &<yY Cb] f-xx^ 

a^»S:*-ri»c:ktj)i»<>'V^7V';;ps. sms 

*#t*iki*&eUK [1, 2-a] k''J5v'x;P 

mz^-th zbi>hz>2H-?u* -Am&WMt i . 

1 k t) fcS 7x-;«tS>5i k *«»4 U\ 
[0017] G 1 {iKSSi 1 . ^^#x;PS, x^-x/P 

1-NR 3 C0-. S-NR 4 -. g-NR 5 SO 

2 *-S0 2 NR 6 »-CONR7 «- 
(C = CHR8 4fc{4S-CR9 =CR I »-SrS* 
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■T*. LiXhndh. «-NR 3 CO-##*U>. ± 
COBfcfelrVt, R 3 . R 4 s Ft 5 . R $ RtfR 

I). ffiiHr. *f-/ua, x*;Hk me/H. -f yr 

-/US, ^/i^*^/^ ifcttr/ua^a/M^i' 
l«Xtt 2 IF* t< 
ttl»**8HG£tfl/OvciJ:v\ R 3 > R 4 , 
R5 N R6 St>'R 7 tt-efi-eiiJlcSRffll^ftiCi:^ 

[0018] R 8 (i, i'TV*. a/WMfvTWk tfi 

MfRiHzztifhm.ixfcmm?. 'wyym?* 

&7V-ll>m. ZtdtR* RW>tt-mz%*>XB& 

m^tzt tfx'% h . ±Ev? uTiv^)vmzm^ * 

R 9 aWj&^fc^o-CJBflWSaii: L 

&tdt*s?v^y? >mmzm^i z t tfx-z & . r y 

-/U£fc LT(i7i-/l^&££ffl^l>^fc#T'£. T 
fcfflv** R 9 RW^mftfti 

[00 19] liS^£#t!><ri:*>J>!>7x-/W 

-fft^kftSf-ryy/Hk w&mzGi-hzthh 

-CHRH-CHR12-, i^(ia-CRi 3 = CR' 4 - 
(CRi5=CR'6) y ±f£7x-/l/S& 

2fflW±cOSma*«L"CV^Tt ftC. ±IS7 



&r$ya. aaKfc^^fcfcftsr/i^A^ s 

£i:i&67/Mfx/Pa, *Ka, Kaa£*rfS£fc 
iS^T/un^/Pa. fcaiT/P 
*/Hfc*:fi7y-/H-*a, mOf*«^iii:<>*4 
7/Wf /Ui JtliT U -/l/X/W?-/!/*. ffifta£*rf 3> 
■r fc i ft !» rtu^tut fcttr y -;ut.^7 * x/ua, * 

yWJ^S^iU*, ifcli«A*MirfS£i:fc*47/l':i 

mz%^xmm-mtLxi±. mm. mmt^ 

8t XttS/? o^** y*Srif* JKifcffi^* £ i: tfX 
[00 20] ±IBO»ttJV^T, R' 3 , R l4 s R 15 . S 

i-tZthhlTU-^m, R 13 i:R 14 t^'-i^^o 

r, ttiHR 1 * tRi* ttf-mizziXB&tmzm 

Wet*. R 13 RtfR 14 J47j<iiUIi% vxnyy*^ XJi 

ssisfc^-r a £ i: t> h h7)v*)vmx°h & z i tmt 

L<. R 15 . at/R 16 «*«JI^T'S)-S.£fc*>if^L 
V\ R 13 tR 14 i#-*&£3roT:. ^/diR l5 fcR 16 i: 

ft. y<40A^3<7)Sm^E»t. #iL<!404«i 
lT'ftft. 

[0 0 2 1 ] * ( 1 ) fctJWCmRtfnUU OSfcJil 
^S^^Stttft. m&l//X(4n^0^^{±. G 
1 SXf/XteG* Qli^jK*^ 

a. -coNH- (5-rh7Vu;u) wrntt 

£tfcjbft2, 4-^**yf-rvy^-5— f yr 

^yf-rvy^y- yr-^a. mmm^-t 
ft£ktfci.5-5}-^v-4-Th5y*y;ns. ama 
*^rrft£i:t)&ft3- (5-**y> - [i. 2, 

4 ] msWJ S^a^r^Tft Zbt>t> 
12- (3, 5-v^^y) - [1, 2, 4] 

Bttm^HMS- (3-* 

- [ 1. 2, 4 ] **wrr y ^-;ta, 
{i®ia^*-rft£ti.fti)3- (5-^y) -> fy 

3j-^-9-yy^;PaSrSi*-ri.*^ £ix^Oo*>, 5-r 

^7yy;^a*W4Lv^. 

[0 0 2 2 ] 5C ( 1 ) ^t^ftCtiV^R 1 Rt^R 3 tt 

imwcf-X'hhzttfft* lw ±-)V&X'h& 
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tm- (G')m- (G* ) n-Qk^^EaTtt^L 

-o^s £ t tffft u\ q« 5 -r h 5 yy ;WST$>5 

:t*>mLU. m#l£)i:#. G» #3S-NR« CO 
-ThiZbtfifiK* ntflObZ. G2 #7i- 
Otiiltmi^. G* #7xX/i^£^-M 
l7i ^/l^thfctt 1 ffl^figsSXIi 2 fflfiLbalBft 
36WHELT v»T fc «fc VW. 2Kt«ISij5 ! ffSt 

-;^±<0B^St LTtt, milf. 7 «X 
mttwayyfgFf- ; xf-/i/g, xotVP 

g % T*h*^f-A«. l-rn^-^a, 2-7"o 
^-;PS S x*x;w*. X\tl-Xu\Z-)Vm&T)l 
7/l^x/i^S, XttTrt^f^* ; xhdf^yp 

*is)Vm. 2-7;^nxhdfv;WS, 2, 2, 2-b 

^f^a^7;U3df^;l/a; xf-/Uf-:tS. n-7ot 
M-Xm* 71-/lttM. ^yy^ftl. 2-tb'n 
^xxfvl^g&fcW/l^/Wf-tfS. AVztiW 
7^ ^f-^aswims^ * Rfe txn htihnv^iv 
xiV7*-)\<m; M-)VTi;m. n-7f-;i/7$y» 

[0023] R 2 fcLT«^?o7^-;K -fVTof 
/k t e r t -7*f-;k JUiis?u7y-n\ZA&#m 

u\ a aquiairiGr*-* 7 x -)vmz'h ms 

[0024] #?&#7)# 4 U Wfc£Wfc LX . 5 - ( 3 

- (2 - (4-^oy^-2-f-TVU;P) x^-x 
;P) 7xx;p) -lH-f^/-^; 5- (3- (2 

- (4->fyroK^-2-f-7Vy;u) xfcyio 7 

1- lK -lH-rh^V-^; 5- (3- (2- (4 
-y;n7ntA--2- f-7V'J;U) x^--;U) 7 x.- 
)V) -lH-f-hyY-^; 5- (3- (2- (4-n 
-7nhVP-2-f-7VU^) xf-x/U) 7x-iH - 
lU-ThyY-)U; 5- (3- (2- (4-y7n7 

Xf-X/P) -2-7^a7x 
x/W) -lH-rh^y-/!/; 5- (3- (2- (4- 
y?n7f;P-2-f T/'J/l') xfz;l/) -6-7)1 
^07i^) -lH-f-b^y-zP; 5- (3 - (2 

- (4-4 V 70^-2 -f-7VUA') xf-x;l/) - 

2- 7Mn7x-;P) - 1 H-fh^V-^; 5- 
(3- (2 - ( 4-^^07*^- 2 -^-7yU;P) x 

f-x;W) -2-^f-;P7xx;u) -lH-rh7V- 
;W; 5- (3- (2-?nn-2- (4-y7o7f;P 
'-2— fTVVfV) xf-x/l,) 7i-;K -lH-rb 



5- (4- (2- (4-S/^07"f-;U-2- 
f-7yj;W) xf-x;l/) -2-f-xx;W) -lH-f h 
9V-;U; 5- (5- (2- (4-^?n7f-;U-2- 

f-7vy ;p ) xf-x/u > - 3 - e y ^» - 1 h -r h 

5- (5- (2- (4-y7n7f;P-2- 

f-rv 'J a- ) xf-x;p ) - 2 -<yy* ) - 

lH-fh 5- (5- (2- U-i^PT* 

f-;W-2-f-7yU;W) xf-XfU) -2-KyV [b] 
f-x-;W) -lH-fh^/-^; 5- (6- (2- 
(4-^^D7^-2-f-7yj;W) xf-xyU) -2 

-^y-2H-^yyf 7^-3-4^) -ih-t 

b7y-;P;atX3- (3- (2 - (4-^^o7^ 
-2-^-7y'J/P) Xf-x/U) 7x-/H -4H- 

[ 1 , 2 , 4 ] -^-9-^'7y-;w- 5 -Tj-y^b^ 
fyizmf&zttfx'^h. 

1 0 0 2 5 ] 4fc, $ 4>fc#4 UMfcaftt IX. 
( 1 ) (fcOmXtf n#lT&D, A&tA'G 2 #7 

mxhutsm. mux. n- (4 - ( lH-rh^y 

-rt'- 5-4*0 7x-i-3- (2- (4-S^nX 
^-2-f-7yy/l^) x^--;H ^yX7$ F ; N — 
(3 - ( 1 H-rh7y-^-5-^) 7x-;P-3 

- (2- (4-y7n7f/l/-2-f7/ l J;l/) xf- 

<yX75 H ; N— (2-Xh*>—4- (1H- 
rb5y-/W-5-4;u) 7x-;K -3- (2- (4 

-s/^oy^-2— f-7yy;u) x^-x^) k>xt 

$ H ; N- (2-^^-4- ( 1 H-rh^y-^- 
5-4^) 7x-;H -3- (2- (4-^^n7f-;l/ 
-2-f-7yy^) xf-x;U) <yX7SH ; N- (2 
-7;^n-4- ( 1 H-7-h5Y-JU-5-' f/P) 7 
x-;W -3 - (2- (4-y7n/f;H2-f7/ 
VtV) Xf-x^) <yX75H ; N— (3- (2- (4 
-v?07>;k-2-^-7yy^) X^-x;P) 7x- 
)V) - 3- ( \ H-t\-7V-)V-5-4)V) OXT 
5 K ; N- (3- (2- (4-^?o7f-;i/-2-^-7 
yj;U) x^x;p) -6-7Wo7xx;H -4- 
( 1H-- f b^y-A'-S— f^) <yX75K ; N- 
(3- ( 2- (4-^^o7-f;k-2-f-7yy^) x 
-6-7;l/^-D7xx;k) -2-7;^n-4 

- ( 1H-tV7V-)V-5-4 )V) KyX7$.¥ ; N 

- (3- (2- <4-v?n7f-;l/-2-f-7yy^) 
xf--;u) 7x-;H -3-^f-;u-4- (lH-rh 
5 y_ ;U _ 5 _^,^) <yXTS K: N- (3- (2- 
(4-^^p7f-;k-2-f-7yy;P) x^-x;p) 7x 

x;l/) -3-^b d fi/-4- (lH-Tb^y-;W-5 
-4;P) ^yX75b' ;N-(3-(2-(4-ter 
t-7f-;W-2-^-7yy;P) xf-x;U) 7x-;H - 
2-7^n-4- ( l H— Th^y— yp— 5—-i)V) 
KyXTS. V ; N- (3- (2- (4 -^?n7f-/U- 
2-^-7yy;U) x^--;p) 7x-;U) -2-^oa- 
4- ( lH-Th^y-^-5-^/U) ^>X75 H ; 



(8) 
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N- (3- (2- U-^oXf/l^-fTVU 
)V) xfx;P) 7i-;K -2-^^-4- ( 1 H- 
fYyV-)V-5-4)V-) OXTS.F ; N- (3- 
(2- U-^nXf/l^-fTVy/l-) xf x 
/H 7x-;K -2-*Y*i'-4- ( lH-f h9V 
-)V-5-4lV) OXTS. ¥ ; N- (3- (2- (4 

-^7o7f/i/-2-f TVH/i") xf x;h 71- 
;W) -2-*f/Pf;i— 4- (lH-rh7V-^-5 
^yXTS H ; N- (3- (2- U-a^o 
XfA^-fTV'J/l/) Xfx/U) 7xX/U) -2- 

T5/-4- ( 1 H-f h7V-/u-5-' f;p) <yx 
TSK ; N— (3- (2- (4-y;o/f;V-2-f 
TVU^) Xf x/10 7x-;H -4 - (lH-f f7 

5 -A JU) - 2 - h'_;KyX7 5 K ; N - 
(3- (2- (4-^?o7f /l/-2-f TVy/W X 
fx/10 7s-;l/) -4- ( lH-f h?V-^-5- 
-f/W) -2-MJ7/M-n.X h^r^yXTS H ; N- 

(3- (2- (4-i/?nXf/p-2-f tv'i;^) x 
fx/10 7i-;H -2-t Fn*S/-4- (IH-f 
hvV-)l-5-4)V) OXTz. K ; N- (3- (2 

- (4-^n7*f-;P-2— f-TVU/W) xfx/W) 7 

1- ;P)-2, 6-y'7^D-4- (lH-fh7/ 
-;W-5— f/W) O-XTSF ;&tfN- (3- (2- 
(4-:/7^Xf /l—2-f TV* 1 ,)/^ xfx^) 71 

x/U) -2, 6-7f/l--4- ( IH-f h7V-/l/- 
5-4 )l>) OX7 5 KSfciJHf h £ t l> . ±12 
^•^i^R 2 ^•C'^l>^^D7f-;i/a$rv^o7 0 af 
/I/*, 4 yrnKAi. t e r t -7*f-/W3^fc:ffiftU 

[0 0 2 6] Sfcfc, RafcilfcHTI&Sr-flteflli: tT. 
flilf* N- (3 - (2 - (4-y?n7f^-2-f 
TVy/W) XfX/l/) -6-7W07i-;H -2- 
?nn-4- ( 1 H-f h5V-;U-5-> l;H^X 
TSF ; N- (3- (2- ( 4-S/'?n7'f/l'-2-f 
T/'J/l/) Xfx/I/) -6-7Wo7i-;H -2- 
bh'0#v-4- ( IH-f b7V'-^-5--f;P) < 
yXTSF ; N- (3 - (2 - ( 4 -^7n7f /W- 2 
-f7/!i;i') xf_/K -6-7/Wd7x-;H - 

2- *f/l/-4- ( 1 H-fh7V'-;U-5-'f;l/X 
yXTSK; N- (3- (2 - ( 4 -:x:?o7f /P-2 
-f TVU/W) xf x/u) -6-7;^o7i-;H - 
2--XfM-*-4- ( 1 H-f r*5V-/l'-5— f 
/!/) <yX7S K ; N- (3 - (2- U-S^oXf 
^-2-fTVU^) Xfx;l/) -6-7/Wn7i- 
;p> -2-^f;P7.^7-f x;l/-4- (IH-f hf/ 
-)V-5-4lV) KyXTi. ¥ ; N— ( 3- (2- (4 
-j/707*f/l--2-f TV'J/W) xfx/l/) -6-7 

wd7i-;i^) -2-^f;wrsy-4- (iH-f 

YyV-)V-5-A)V) KyXTS. K ; N- (3- (2 

- (4-^^DXf;u-2-frvU;i/) if-;H - 



6-7;Wo7x-;K -2-T57-4- (IH-f 
VvV-)V-5-A)V) OXTS. H ; N- (3- (2 

- (4-^?o7f/W-2-fTV'J;l>-) xfx/U) - 
6-7/WD7x-/H -2-7"f/t/7*$/-4- (1 

H-f h5V-^-5-' f/i/) o-xts b* ; N- (3 

- (2- (4-v^n7f;l^-2-f 7VU^) Xfx 
/10 -6-7;^D7x^) -2 S 6-x7od-4 

- ( IH-f h5V-7l/-5-> i)V) OXrSH ; N 

- (3 - (2- (4-x?07*f^-2-f TVU/U) 
xfx/l/) 7x-;H -2-7/l/^D-6-tHo^y 
-4- ( 1 H-f h7V-/l/-5-' i)V) KyXTz. 

K ; N- (3- (2- (4-i/^o7f;U-2-f TV 
»J/l/)Xfx;U) 7x-/W -2-7/M"n-6-;*f 
;UT57-4- ( IH-f Y-7V-JV-5-4)V) K> 
XT 5 H ; N— ( 3- (2- (4-^7o7f;U-2- 
fTV'JA') Xf~;K 7x-;H -2-757-6- 
7/Hto-4- ( IH-f b9V-^-5— Ol/) <V 
XT 5 H ; N- ( 3- (2- ( 4 -S/?OT*f- ;P-2- 
f T/Vfr) xf x/l,) 7x-^) -2-7f/UTS7 
-6-7/M-0-4- ( IH-f YvV-)V-5-4 
)V) KyXTS. H ; N- (3- ( 2- (4-y7nXf 
;U-2-f TVU/U) xfx/p) 7x-/K -2-7/1/ 
^-n-6-p<f;l/X;l'7^x;W-4- (IH-f h7V 
-/U-5-4/H <yXTSK ; N- (3- (2- (4 
-^oXf^-2-fTVU;i/) if-;H 7x- 
)V) -2-7Wn-6-tHD^^f;H4 - (1 
H-f h7V-;P-5--f;i/) ^yXTS F ; N— ( 3 

- (2- (4-^aXf;U-2-fTVU;l/) xfx 
;p) 7x-A-) -2- (2-7;^dxKx) -4- 

( l H-f h 5V-;U-5— ' f;l/) ^>XT5 H ; N- 
(3 - (2 - (4-i/^o7f;t/-2-fTX'J;l/) X 
fx/l/) 7x-;K -2- (2, 2, 2-hU7;l/^- 
o) Xh^fv) -4- ( IH-f \>*7V-)V-5-4 
)V) <yX7 5 H ; N- (3- ( 2- (4-^7nXf 
;W-2-f TVU;W) xfx;u) 7x-;H -2-^f 
;p^;P7-fx;i/-4- ( 1 H-f hJY->V-5-4 
)V) KyXT 5 H ; N- (3- ( 2- (4-v-7o7f 
/P-2-fTVU;P) Xfx;P) 7x-;H -2-n- 
Xf^T5y-4- ( IH-f b9V-^-5— f/U) 
<yXT5 H ; N- ( 3- (2- ( 4 - v-7oXf 
2-fTVJ^) Xfx;P) 7x-/H -2 - (2-t 
onJfylf/H f^-4- ( 1 H-f YvV-)V-5 
-4)1) <yXT5K ; N- (3- (2- (4-s/?o 
Xf;l/-2-fTVU;W) xf x;i/) 7x-;W -2- 
Xfx;U-4- ( IH-f h7V-A'- 5-4/1-) 
XT 5 H ; N- (3- (2- ( 4 -v7o7f /U- 2- 
fTVD/M If-/H 7xX;U) -2- ( 1 -7*o*< 
-4- ( IH-f h7V-/U-5-"f/U) <yX 
TS H ;*VN- (3 - (2 - ( 4-i"7o7f tl-2 
-f TVJ/U) Xf X/U) 7x-;W - 2- (2 -To 



(9) 



IffiVl 0-19 506 3 



^-/W) -4- (lH-fb7/-^-5-^^) <y 

tVUS. t e r t -7f-/Hi*fcjWLfcfc£»fco^ 
[ 0 0 2 7 ] sU 1 ) T*Sft4*IWI*Hfc6WfcL « 

m izizmzmftfttfiPtEt 4 4 *K **i-e*w> 
ni. ^ nam-** x-hi. *%mxt&ifa 



[0028] *»Pitf>fl:£fttt, . jtro [x* 

* *. * ( i ) rmzti&it&faii. i ] t 
^-Tct x^x;w-rv-;Wl ( 2 ) tiS ( 3 ) <n 
tt&kknti y-rv vrwMz*. ^xmm-zzttfX' 

#4 U^f-AcK R 1 > R 2 « A. G> . G 2 , Q, 

m, ai/nmuiefciHis-cj)^. u^^wdx^ 

Ut3] 




[0029] [X*-& 1 ] fcjjc* 2 -xf--;H-rV 

-;M2) «^no^rffiT-SSii^|g-c$>4„ 2 -x?-x 
tH-TY-fr ( 2 ) fcfc^ft ( 3 ) t ^ftittXM 

0**£tix~f b 'J xf-;P7 5 < (ix 

N.N- V*1r)VitoVJ±T 5 H^t'WJSttittljSt 
0'CHS^O^^H^aSTT'^-y7-U>-^$ 
*4ikfcJ:9. * ( 1 ) ^htfft£M^4^fc#T' 
#4. h'j7i-;P*X7^Si;3^- 
£I<0#£T4 tdilffigrx-fi -> T i> J: < . ^'-7 A 
[2] 7*T-K fb7^ (h'j7i-;m7^ 

y) A^yw [o] 4£tit'x (hy7i-MX7 

^) J*7WJ» [2] y';o 7 ^ h'fcftfciSaL *F4L 

<{io. l-io^^sKoaaaniL-ctiv^ rig 

i:tT#4. 



.<gV(GVQ 

(3) 



sc-akgVcgVq 

(1) 

[ 0 0 3 0 ] * ( 1 ) X'wZtiMt&folZto^X. Qtf 
S^S$r*"t4^i:i$>4r;U3^^^jK-;WS(7)Ji 

4 4. 4ft. Q*W01iSSa-CS)0-C, 

vju) ^v^i/x^jvmczvfomktfwmt ix& 
4. mm. wm<y ; j^m. A-^v^Ky^vm 

tfmmt LT«f4i§££l4. £j£-T4#^M-y<0 
X*^yy>-T'3>4Txy-;^t'c7)^ttTT% h 'J 
7^aft|g4'-CO'C*^^l«coii^i<OiaS<o$EH, if 

fcfc i.->xmm^yj)vm>A-^ h^i/^y&v&i 
mtthz\ttfx-%h. $tz. mm±.iz2- (hj* 
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[0031] [X#-A2 ] fc«, jjerjekiic 

[**-A2] 



s 

(4) » m 

I 

I 

R 1 

R 2 N 



R z R : 

(10) (9) R ' 



(2) 



[0032] 2 -f-TV-ZUXXT^ ( 7 ) (4, 2 - 
yNO^-V^hy^ (5) [**iB#4M3rc*sa\ 
<0*8c(cJ: Oft-^fli ( 4 ) a»S>ggfcSigT*&. HJlRp a p 
*A#»Ti£t*£ «>*>*] k, iPJRiHi*A#'=riB*f-* 
75 PfcMtl [Xf-;P • iM^-^-h (6) ] k£ 

t4it#*Tor:H§$^»£^^oa;rFfc£JE$-e 
( 7 ) wjmnnit-mx'Tivzi-ivw < 8 ) icssw- 

WtTiVn-jVWmfrX', -2 0-5 0°Cc7)KH, » 
* L < J4 0t:-SilTfcff ^ii: I. . 771^ -)V 
ft ( 8 ) mWll^T/l'ft HfclWtt4**I«* 

aci^otwt m ( 9 ) fcisaft-cs*. -r^s-ft 

fz&XV-y ( Swe r n ) RflS?£fr0J&\ h)l>Z.y 

m*hymvi*x\ ov^fmm&vm. m 



yfiy t %mt& z t iz j; o ?? o z fc h . 

[0033] 2 -Xf--/H-7V-/U ( 2 ) JiT/Ur t 

7A>^ yme^rs H*fciiyf">A^^f-;p 
9ytizi± : JT*/xfyi- 1 o o*c — 2 o°a fit 

Kit- 5 OXl&TX'mtf&ZblzX^Xi'TY*? 

ym)fi>vt*z.*y*&s8LZ*k&. zcr>ti)W*-*yZ 
Stsmmiz 2 -^-7Y-M>W^Wrt F (9) £#2 
L < 14 - 5 0 •CWTOfiS-CHDt , 0 'C~MS£ 

jhm-* z b tz£~>x$£mmfoxfc& 2 -x^-^f- 

7Y-)V ( 2 ) £f»4 Z btfX'Z h . 

[0034] Wfek.LT „ 2 -xf-;H-7/-il- 

( 2 ) £&OJ: d IX i J: v*. 
ftv\ 2-f7 > /-yW;w^ftH (9) «fli>t 

(4*. H^<t^*&t^ h U 7 x x;P^^ 7 4 'J y 

ge^k - 2 o chmohjA^kh. e * l < <4 o «cs 

-MSTtR«$^i^l»-^:tJ; , ?. 1, 1-yVot- 
2- {2-+TYVfr) x+uy* (10) k 

jft^^S. OUT', ft^ft (10) Srrh^t Hu7^ 



(11) 
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#*L<{i-7 8~0 ,, C^KH<7)fflgTt. 1. 8-3 
S*gflW> n - 71~)V 'J f- >7 A* k* o*»r;Mf ;w U f" 

[00 35] fcfflV^*l6fc£tt (3) 



f4. TIE [X^-A3 ] fcwrtJ: (11) 
c9R 17 £Q 4 o T -&JSf 4 i k #"C# 

S (*=*— A*. A. G* . G* , Q, m. n. &tfL 



[**-A3] 



L-A-CG^-CG 2 ^ 17 



L-A-(GV(GVQ 



(ll) 

[00 36] TIB [XJf-A3A] fc{4, r^dr-A 
3] fcftdBt^ttHHiRfcLT, A&7x=Lfrm* 

^ft(lla)H, Qtf4 h^fy^yy;UXIi 
2- ( hU^^WvU^) xh*>\Xf7l<*fcflMKSi: 
UT#tft-rb9yUA^6T**'(t^ft (3b) . RV 
L#3Vmm=?"Ct>&tt&b (3c) Sr^-tS^ffiSr 



(3) 

U^-A*. R 18 {4t|<S^. Aa^r'ySf, - 
[<fc6] 



3A] 



-A 



(11a) 



,18 



Br— rr I] 




H 



(3a) r^— n 



N—N 



(3c) 



[0037] OY- hij;l#(lla) UtthJtt& 

y- HJ/Pfr < 1 1 a ) *»fer h (3a) J 

( 1 1 a) SrT^Sx^T^'KiJtJiry^x^AT 
SiktJ:0rh5V-^ (3a) fcHSik^T^ 



Br- 



1 18 



N— N 



(3b) 

>-^«^k'^4mry ; ex^AJgT«-r s c k £4 

[0 0 38] fhyV-fVW (3 a) 14. <fr7)#.y7'D 
& ££142- ( MMf-A^UAO xh^^^;uS 



(12) 
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1-1V7 P U F k 0 XJHfflflK8M&tf>«H . ff i L < 

8 or^KHoaa-cwi*-* £ £ fc <t o 

*ftfr\ M#ii^';^y^2rfflV^5A^n7b/5 
7 4 -izX^xftm-Z Z t ft . ( 3 ) <r> 

->X. (3b) 0>$&m¥&BVXK=F£3&{t 
IZtizX 9-fc£ft (3c) £f#ft Z b tfT't ft . flU 

«+-c, itsm (3b) i3^fl»-«^3^ft* 'J 
nmctz z t izx <oitem (3c) zmm-tz z t 

[0039] TIBO [Z*-&4 ] fcli. ( 1 



2)*>£>G' Sr^S^ClkCioT-fti^ (3d) 

A#7x-/l4G"C*4fl:£ft ( 1 2 a ) Qtf&H 
«k tT4-^h^^<y^;Paxti2- (h'jy^/W 

(3d) **fW*att**Lfc 
A4\ U A. Gi % G* . n. Q&t>'R. 18 {±ti)fek|Hl 
ST'fcD, mliltftl R"li*^S;WS. 7-fe^/P 

Ki»£*l-ft,rj:i;&ft7$y^ 
X{i^n;Px;l/7*-^S5r^U. R 2 M44 -y 
y*i,<y=j)vmttz\i.2- (hVt+H'i'VA') xh 

[0040] 
Ut7] 

4] 



L-A-R 20 L-A-GMgVQ 

(12) (M) 

[0041] [ft8] 

[X*-A4A] 



R 18 

L ~OL r 20 ' 
(12a) 

[0042] R* W^$^S££te7*7VI/»T'&ft 

<yX7^rt nmftXlZT* h y x y y&Vfe ( l 

2a) G» A>'S-CR9 = CR' «-?•£> ft -ffc^ 

Oe) ( r 9 RiSRtmmitmmx'hz. ) 

-fftfcfct Wi t t i gRJSXJiHo r ne r-Wad 
swo r th-Emmo nsKJSt:<J:-5T A ^yX7;pT 
t Kf&f ttX{47-fe h 7 x 7 yf^#* ( 1 2 a ) 
jKryp36*»6G» fcJBSUfcft, fcJBS^ySfcRtlto: 
■fb^yU^fcSWiL, «^Si:LT4-y 
>j^;Hy«i2- ( MMf^';*) xh^y^i/ 
aMrif*»A'*tUfJ:v\ g> #36- (C=0) -ifc 

tt*- ( C = C H R 8 ) -T'l>ft5S ( 3 e ) tfWfr^ 

hlit^m (12a) ft ( R 8 tifiietlil 

HT-fcft. ) . 



R 18 




[0043] R20^'N-y y>*i/-ti-X+/U#>W** 

a iv&xhhtt&fa (i2a) ti*jjs-f ft<yy>r >v? 

n'JHL Tfj|j<n D n £ A#«TfB5t N . O - x'y f-;P t H u 

; fc « . zm&fot miMmomkxmm 
i- (4-yhdf<y^» -iH-fh7/-;^ 
J,fb7tHn77^ fcW*Sttx-T/^$$+ 

T'n -7WJ ^^t^WCDV^lW) f-^^t - 

i o o'c^E^offiB^sre^su o^TflsaTc 

mx'tpftmmt&zk izi wtit® oe) ^smii-c* 
*. $a>(c -fb^j(3) tffithinvx-ivm*. m 

KVW i t t i gRjEI^. ttllW o r n e r -Wa 
dswo r th-EmmonsRiGISIi^fflV'>T«ia't 
ZZtlzXt). S- (C = CHR8) -S^-ftft^ft 



(13) 
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(3e) &W£t&ZktfX-*t>. 

[ 0 0 4 4 ] G> im-NR* -X'foZ>it-£M ( 3 e ) 

( R 4 umitmmx'fot. >«, R 2< >awg£*-r 

S£i:fcfc6T$y£?*>S7-y>^Mte (12a) 
£ x yoA^Ty^^Ty^Wl^T-S-NR 4 -C 

e) (R3 \m&b®mx'$>&. )«. r 2 °*ms£ 

a) £S^£%-t&£fcifc£s'7y'<y7''fA'?o 

y mmfttm&irGi «a-NR3 co-«i 

1 *>'«-NR5 S0 2 -TftSfl:^* (3e) (R» (J 

mimmx'hh* R 20 #gB&»£;m>£i:k 
**T5y*-c*sr-»;y»iw* (12a) £g8i» 

fctft 4 £ 1 1 $>& i/T/0-t£>X)U7 a o 0 
mmWtW&LXG^ cT)»-NR5 S0 2 -SrJ^figL 

i: £ i: (c J: 0 WW** £ b WX'% h . 
[0045] _hSEtf>RJ6?JflV**T-y ( 1 2 

a) TfrEift*A**reB'C'fc4J&\ Xii^hoO-fe? 

£. ifc, 3cA#iW*tt*Cu r t i u sfeGMC 

m-hztiz£'>xi>wmmx'b2>. mta, H3- 

X\ h U 5 ^fti: £>W$7 S y^*S2<9#£T 

i < imm^mtm®jkvimP)&&.x-%jBzit& £ 

fcfcj: »h Curtiu sRiBfiaiflrC*ST^TS 

-y yst** (12a) taf< i & . 

[0046] Wat<rt-4ifcfcJb4TiWfA«tfc 

or^^T-'Jvii* (t/iir-yy, 12 

ttS9l4>T, -&7 5 yCS> 4 7- 'J ygKlfr£Kifc5r 



jft^T**. ifc* HR7 5 y?** 7- y ywmw 
iM&h >J 7;M-oif#£J8wt h y 7^n7W 

tS«IttS>S7;^;^N5^ K, »*L<»±>f sJ-Kf*: 
fcRfES-fr. §£fc]Bihy7/P:*n7*f-/Mfc£fto£ 
fclCioT i>*yffi&7- y (12a) SrMig 

tizttf*imx'$>i. s^k. wwwmtt-th 

£ i *>4 7>V*)V&X\ *<rtBfflk&*W££h 4 N 
-tVu*is7-V>WmW (1 2a) (4. xha^y 
•fc* ^SKIftSr-Mcx^ /-^4>"CJaflS7^xi7AWj? 

[0047] G' a^E^fcfcHSBfiFFCfcfcfc^ 
ft (3a) (4. R 2 °#-SH£L<ii-OHT'S>4^y 
-fe"y^^--;H^ft4)t{i7xy-;H^* ( 1 2 a ) 
6. fflitf, rb7tKP77>-^i:W 
vS14x-7 i ;^M+'-C\ JhlBOl- (4-.Xh*<y 
^» -lH-fh7/-M> UStfcfia^slo* 

df^f-^^^y F fc - 1 0 0 'C~Sfflc7)KHOfflS 
T'»f 4 £ k fc i 0 » 5ffifc***fctt3 *7SJ!W^ 

VBmmWtt&ZbtfTZl. £4>5-7*n*-X 
{45->f^K-l- (4-^h^f^^^» -lH-r 
h7V-;l'S-, N, N-s/^f-;W5^A75K4if«flF 
iSftffitt»«tf'C, ^y^yf-7j--/H^^*i^(47x 

(12a) tm* v^j±tct'<mmm- 

a LTft^ft (3d) Sr^7l» £ * ? -C'# S . 
[0048] [X^-A 5 ] fctt, (13)*^ 

G 2 ^^liWotMOf) 

M,^7riLtz (Xdf-A4>. A, G 1 . 

g 2 . m, q, Rt/wmmibmrnx-b*). naix- 

S>0. R 22 {4S^a^^74£i:l)§x^-;i.S. 75 

[0049] 
[^9 3 
A 5 ] 



L-A-CG^-R 22 L-A-^Wtf-Q 



03) 

[0 0 5 0] R 2! «MtmJ:t^l»xf^ 

mx%t). mrfox'hz>^-ji<<>-eymik ( 1 

3) G 2 *s^ > M^t 1 / l J;HT'ibl»t^l 



(30 

(3) &£j£-T&£fc M^ft^rfxf 
x;i^y-fef>m»* ( 1 3 ) fct xif-;w • 7*otf*;H8 



(14) 
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m\itz* vtv yy%miz* ~>xw&?hz.btfx% 

h. h ;wx y% b'<7)?F%mtlkfcm%Mi&*, ttziiT 
h?t Yu7yytcb^^&&^- : f}V%mU*X'T)l> 

y/l^*S/h'£±Ex^-;i^y-tryl8ag#: ( 1 3 ) 
RJ6S**Ci:fcJ:0, [2 + 3] SBM«lll{fr?a4-r 
y**-T/-;H8gtt ( 3 f ) £«Srt-*£i:a«-CS 

* ( 1 3) *»4>. g 2 #try $.is->i>mx'hitt&® 

( 3 f ) (4, N- U;WO< h*is) -X h^isX^lo 

yr*? $mmftb7-v ymm& < 1 3) t*, 01 
#4 1 < (4 1 0 ox:ii>t>fflt?)B&toSffl0tii 



[0051 ] [X*- A 6 ] £14, =JB§£SHh*>»j£ 
( 1 ) <Oft^^m^>0!l*i: L/C, 

2-rotf-ry-^fw* ( 1 4 > a»j$>=«te»# 

f-TV-;HW* (la) Sr^jfrf 4**-A£iSU: 
$> 0 . R 23 (4T^3* * fcttN -X 

•r. ) 

[0052] 
[ftlO] 




[0053] mm^x^mxh^K 
mm ( 1 4 ) ( mt\i. »ad^ h >mt 

JgtUcSandmeye rRfEfc 4 ^yuAit^X 

iSttx-^/WRSiJEtf - 7 8'C~M&. if* L < {4 
- 7 8-0X;oKHoa«Tfc 1 • 8~33£l<7)n -7' 

^^i,7*n5 K^^-yx^-M^t^a-rs^^^ 

£SSKJ£K#U OWt\ ( 1 5 ) t. mta- 
7 8-3 0*Cfl5KH. 04L<{4O°C*^MS^IBO 

tlzttzX*). MIB02- (l-**yxf-;P) f-7 




V-lV (16) *«ft^-4ik*»TS6. «Wt, 2- 

( i -**yxf-;io f-ry-;i/ ( 1 6 ) £ 1 , 2 -r 

»JKU - 1 Or-SiB^ISH^ittKTfch y 7xx;u 
7**7 1 yttyYRXfhVyfrXuxfyxjiy* 
yWMMto&tiat* zco&smz-i o°c^®]&0)ffi& 
com. mi<imm^m&m&coime>m.x' 
Km^izbizx^x. @w<5oxf--;uf-ry-;u 

(lb) 

[0 0 54] [X*-A7] fc{4. -fk^J ( 1 7) 

Q*safis-*4ifcfci-5-c5« ( i ) crtitsmzsm- 

Uj&ZkUz U*-M», Ri . R 2 , A, G» . 

g 2 . m, ru RVQimmbmmx'h*) . R 2 n4*;i/ 
[^tn] 



(15) 



^IFFl 0-1 9 506 3 



[**-A7] 



YVcsc-A-<G , ) m -(G 2 ) a -R 24 



(17) 



(1) 



[0055] [X*-A7] ttoT. R 24 #>-7VS 
•C'S>l»^!ll!l ( 1 7) *^Q^f-h7VU;l^T*^b 
-^5(1) £§[j§-t!>fcl2. 1 ] fc^L£# 

mzft-?x2.j--)i>i-7Y-)i ( 2 ) tru-n^^ 

F t £ * -y 7*'J yfZitX R 24 ifii/T J^kX'h 
(17) 2rgSB£L*:f&, ( 1 7 ) £N, N- 

t : jy t oxi~~m mnm£k<r>&mnm.Tfr>)m$& 
)v*ummL. tfdt&t7y*=-VJ*%£cvmm7> 

8] 



cr>!mx!m-ttui^\ 

[00 56]5t (1) <Wti&Mi. [X*- A8](^ 
(x*-A#. R 1 . R 2 . n. &t>'Qtimiie 

tmmxh*). miii-c$>o. r 26 (2#/m^;i^ 
££(ig$«£^i>^fck&&7s/*£siu R 26 

[0057] 
Utl2] 



R^KG^-Q 

jfVcsc-A-R 25 pPVcsc-A-GMGVQ 



(18) 



(lb) 



^ytfA'tffV&^yxXxA' (21) 



1 

pr^-CSC-A-GkC^VCOR 27 



(ic) 



[0058] R^^/l^v/l^T'S) 0 . A^7i- 

;nreas$&#«sa*fc ( 1 8) &e>. gi *5-co 

NR 4 -X'h'O ( R 4 t4fflakR«'C*S. ) » Q#T 
YyVVlVmXhhikZm ( 1 b) £»J£tSfctt. 
[X^f-Al] fc^u^yryy^R&fcfiM. 

yy^$ec£,t#&!&»ft (is) *»tu 

^SDLT^^a-mtfJ:^. £<D3cJ&SSSKI** ( 1 
8) rnxf-l/^^co^fiStt/Nnyy-fkiRft^R 
$388* WUxyfc£0^ttJMl^a«g». Thy 
bh'D77^ £<Wffittx-?7W#8|IL * fctt N , 

l-Xf-;U-3- (3-^f-;UT5y7*PhVU) 



N, N' -i)A>i£-)WJ4 S^V-yK Xti 
*fi^<OH»BrC*S«^»ISrfflv^, -2 0XJH88 
tfBMSWtfBIL #2L<fi:0°C~gfi<7)SSfflO&rR;: 
R 26 ^T5y»TS)l>T$y^ (19) iK££-tM>£ 
£t«tD. tt&fa (lb) 4. 
[ 0 0 5 9 ] ifc, J3iJ££ LTs h/Hy^WStt 

^ftKft**iRaaSE+"C, ititfto (18) t«ftf-*- 

^^cOKHTRJE^-fr-C^tJ (18) coK^ny 



(16) 
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lZW®i- b V VJ*%b'n%m&&<7)lF&TX\ 7fJlIp a pSr 

mmfa ( 1 9 ) h - i o'c~^^}»^®h. m 

Kit 0'C-mi&cr>mini&%.Tiz%.mZit& ZblzX 
0. ftm>ik£M (Id) £»f&£i: 

[0 0 6 0] R2**>'im*Sr*-ri>^J:tJ>i>r5y» 

X'h 0 . A#7 x x/l^frC* 5 T- U >DHMc (18) 
frh, Gi #£-NR 3 CO-t3t(ia-NR5 S0 2 
-X'h*) (R 3 i3£t>'R 5 (4, fffBhISlll-C'S)!.. ) . 
ntfOT&l.^ 4£i4n#l<Ofc#l::t4G2 ifil ifc 

*>o, Q*tfh5yy^asr*4fl:^* ( 1 b > & 

yRW* ( 1 8) {4. 3-h'--hn£,&#i?ix^ 
tV+TY-iVbfrt*. 1 ] X'^LtzA -/rv 

JWkLT. 0Ut4\ «ftSS 1 emhj V ^ 2, 

#T'£6. 4fc, !§^&hV)£JK£jl7E3'Jfc tTffl^ 

•m.£®i&*x\ o°c^wi&nffi&n&m<omTizBLm 
tizx r>xT—v vvmw (is) zm&rtz tt> { x- 

£ h . Txy ( 1 8 ) b 5 -t h ?Y-)Vl}iV 

XvWmfo ( 1 9 ) ( n# 4£I4£,&#K 
WmW ( 1 9) ( ntfltftfte) tc7)^R«{4. fh 

N. N ->-';>< f7MvkkTS Kfc£<^*Stt«£*J(4' 
T\ l-xf-^-3- (3-^^-;PT5/7-ohVP) 
*MyMSKiii, N, N ' - s^S/? n^S/Atf 
^yMJK N, N' -*;^-;l/^S^/-/k 

xii**ifekrawirc**lld«fcfflv»r. - ice- 

}§}&9?*£?)&B . #4 I < J4 0 °C~M&T1t 3 i 1 36* 

- ^-/P7 5 y f >J tfatfWffil 4 fctt»«7 

ffrO-fkl^a ( 1 b ) £ft* i b tfX'Z h . 
[0061] B'Kfc l/C, 7-y >Si*tt < 1 8 ) 
5 -Thy V-)VJ])lXvmWmfa (19) ( n & 0 <0 

. tfd&%mm%m# ( 1 9 > ( n #i«>* 

Gi (Ol-NR 3 CO-^^$€T-ft;^ ( 1 b ) iZ 

$mt&zk#x'Zh. ttz. g 1 fr'-NR 5 so 2 - 

X'hUt-^m ( 1 b ) {4. S-fl^l^fcttZPRSttA 



8)*, hyx^r5y4^{4b o u> ; y^o*«rs 
yl^Tt^ *ft.tft4!tfarc&si\ 4Jt{4flj|R n D p 

^A#^TIt : 5rTy-^7.;U7=j-x;P • ?D'J K ( 1 9 ) 

[0 06 2] RiSj&sffiftSSirfiikt&iTS/* 
( 1 8) tUHR,aS-A^tg-CftS*\ 
4fctt^^^t^^nK«rli«iMI*ft ( 2 0 ) X' 
TlsMfcttZklzX 9, ( 1 c ) i»3frf 4i 
i: fC# l> . ;c0^ffi(4. ^^ft ( 1 c ) cOGi . 

G2 , aifQ*-*fc-&BW [g» am- 

NR 3 G^ (4S-CHR 11 -CHRi2- 

4Jti4S-CHRi 3 = CHRi4- (CR 15 = CR' S ) y 
-t-ftO. Qtt^ypjK^^WfiTJbS (R 3 , R 11 . R 
'2, R' 3 , R». R 15 . R 16 &y : y(4l!fiiei:|5]||-C'J> 
*) ] . £<07xyytt3»* (18) fcS^lgft*!fel 
(20) ti. S^f^^WSttAoyWK 
flak«**«E. h;Uxy*^<^F«ttKft***«ai, 
4 fc(ir b 5 1 H a? 7 ^5: fc'o^vSttx-f /^«9l 

*-c\ - 1 o^mum^mm^mriz. miz 
mix h y x^r 5 v % tr co^mmr $ >xim 

fctcj; Wmnit&fo ( 1 c ) Sr#Sit*<-C#S. »J 
at lt. 7x«j yis®* (is) 
yxxfyH (21) i:2rs ^yf-^y^rtWvStt 
AayyTObKS^>§«. r b 9b Hn7 9^*4f^) 
^RSttx— f;W6»*t» 4fcJ4N, N-^f-;U*;PA 
7S H^fc'c^FSttSlx^+X', N, N* -^*^n 
^yW;^M$F, N, N' -ivVXoWA S 

- 2 0X:HfflHto»£<3«ffl, »4L<(40-C~MST 
ov^t', xxr^*ilil*$HK*4£fcfcJ:-9 
( 1 c ) $-^jt-ri)^i:* i T#l». 
[ 0 0 6 3 ] st ( 1 ) •Ca$ixl>*^HBc^fIi-&ft{4. SI 
■MdT* bulab 'JxyM^ffl, St/bx^ 5 y 
^rfc'^r -f x-^-^jSSIfP*J#ffl$:»-<ir^o^ t 

if 4 L < tto>f a h y xyc^3®if Jfttf 
{4, Bf777^7^r^-, §Bai4H*f3£, 

nttm«iife. ^5i£5g3!E. "fissij&?E«sf. sm 

it^fcjestsBjSM^KiJi^WB. an»rift^(34 
x'bk. 



(17) 
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[0064] xfttyext-smzsmt Lxm^&Ht* 
mmfmik&te<r)m\ &wmizm®%ti&i&<m 
m<ryfc&to*m^x%>£\.\ * < i ) nte&ttffs-T- 

mtix-hXK. tntm&mtLx. mm. 
as, -thu^A«, ^L«i*U'>AJ^)T^y 

AWL M£tf?^*3'9AraL<t2;M'^9Am 
(tHa^^f-yl/) 7Sy*?y^Sr^fl>£k# { 

[0 0 6 5 ] * ( 1 ) (MY&W£L<\±*<F>^ 

mfmiz&^hms. ztih^wftsmfts-txh 
£2&j£#k L-c^tusBHfiEft^mH fca-^-rs £ k 

^wmwmst. mm. mt.x9$.ym. 
+vmm* mm. xiifiMiEx^n>r 

sE^t* - k fc^rttT** . epa^wttiEaea 
jsftowk u-ctt. 09*.tr» i«w. wm. turn 
m. i]7*)vm. mmm. mm. ^-yrm. xy* 

mmmwrnt txit. mm. mm^mim. jim 
m. mmft&s-mwim. &mi. tmm. mm*?? y 

[0066] mmks-izMt&mmmmmm. 
mm. m. mm. ximntmrnzitgi 
mmmmtem^z - k . § ts* fc« 
mvvm. m&®. mm. xittomflK 

moWLvmft. mm. mmm%*. mmm. mL 
m% k&fflv ^x . mmxxamm t-mmt * z 

k#T#S. x7oV-;Uk lXik$--fZ%&. Zti$> 
imrv^ybt a^f * 3 k a*r*# l) . x 



if we txmsmtt&z t mmx-hi. 
mm. a ( i ) ^£*^**i&«**-£MsiaB 

£kLT, lBi£D»£#ftkLT&0. lmg~ 
2000mg, ft£L<im0. Img~~#j500mg 

[ 0 0 6 7 ] fcts, *3ftHj|(^^^JHfcU;** l iflc# 

iai*^ro H5y^k i/ti^ffl-c**. ffjiwr. ±E 

X*^thtt£Ui.. TuY7-y7tLXm^&Zti> 

*imx-&h. 

[0068] 

M+OtlR], [NMR] [MS] COlS^ti. & 

&ftm<offimi,z*ffiztix^mft®M<w\ititimit 
*ji?t. [ i Ft] iiK b rimmx-mMLtzhcox-h 

h, [NMR] it. V H] -NMR^g*L. JSMrt 

ommmimmzTfii. ^x^mmumtLXT-h 

tz. mm5-rYyV))vm. 4- ti. 2, 3] - 
hyrvuA*. ai^s- [1, 2, 3]-h'jrv' , j 

t> <nmz^> \ ^x cr>mmm$>(?>3ttii . aaiH-T 

\-yV-)V-5-4>V. 1H-[1. 2, 3]-bUT 
y-;|^-4— RV1H- [1, 2, 3]-b'J 
7Y-JU- 5-4)V&)X'$i Ltz . 
[0069] 4-v^o^/P-2-x 

f--;pf-rv : 

(ISl)x^ 4-y^nyfyi/-2-f7/-;> 

xf-yl^ ^^if^-h9gS.y f 7'n^^^v^n 
rf-A^hyil. 9 6gS:X^y-;l/7 0m 1*. 2 

eiasifiKsiau/i. Kmmmmiti. maaz 
i&itxi-i' y 2 o o m i & nut . mimfokmi- b u •> 

mAiWim-tbu^xmm. ssiA^s- 
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W. : : ft»X*;U=8 : 1 ) IZX^ULX 

13. 7g<0Xf-^ 4-^^nyf-;P-2-f-ry- 

NMR (400MHz, CDC 1 3 ) dppm 1.4 

3 (3H, t) , 1. 88~2. 44 (6H, 

m) , 3. 78 (1H, quint), 4. 48 
(2H, q) , 7. 23 (1H, s) . 
[0070] (Ig 2) 4-^oyf-/U-2— f-TV 

1/-M3. 7g£x?7-^6 0m 1 (CjfflWU 
Tt**ft*^*-t" b U »>A 2 . 4 5 g £f&* izMt 

tz. RmzzMzm&x-atiffflmLfz. *&t. r 

m^i-uyizxttauLt:. ttitim*mt&m*. 
izxm&. m*mmthvvMzx$mLte. 
4U 4-^^D7 , f-;p~2-^-ry , -;^^y-^ 

8.39 gSr^Hfeillrt^jfc LTKKi. 
NMR (400MHz, CDCl 3 ) 5ppm 1.8 
5-2. 43 (6H, m) , 3. 63 ( 1H, 
m) , 3. 77 (1H, br) , 4. 91 (2 
H, d) . 6. 86 ( 1H, s) . 
[007 1] (IS3) A-^9uf^)V-2-^TV 

aj£) Z«fct*f 3 . 2 Z^WCt+Wh 5 
0m 1 fcifflBU $8¥T-7 SXTZi/t^riVXlV? 
S/F (J2lTDMS0i:«-r. ) 53. 1 gfcSSTLfc. 

«t*78l Ra«rs6fco. 5i«aatfptfc. 

fc 4 - i/ 9 n 7^/b- 2 - f-T V-;^ * / -)V 
2 8. 8g60ig^f-^yi OOmlJg**RBa«T» 

> 1 0 3gZMz.fc. BU8m£38A*T'fmit&. * 
100ml fcJniX—TVWS 0 0m 1 tf2[lIttajL 

>>*7J»x-&muz. mmmm^t, mtifmm 

y 'J * yMI^it* 7 A ? OV > ^7 7 ^ - (»aj 
M : n-^ify : »Rxf-yW=8 : 1 ) fcTfcSU 

4 - nyf-;U- 2 -f-T Y-MtW<7/Ufh H 1 

[0 0 7 2] b£) 4-x^Dr^-;U-2-f-TV-^ 
*9S-)V 1. l8g&^14HK^vy^l. 2 
1 g$r Wkty 5 Om 1 *k 4*RIMafiSLfc. 

A?OVh^77>f- (*aS*: n-'vdfHfy :»KX 
f-;U=8 : 1) fcmWU 4-y?n/f^-2-f 
7V-)l>iiiV><7)VT t H800mg £8aH&i#Rfti: 

NMR (400MHz. CDC 1 3 ) 5ppm 1.9 
2~2. 48 (6H, m) , 3. 76 ( 1H, m ) , 



7. 35 (1H, s) , 9. 99 (1H, s) . 
[0073] CDg4) 1. l-y'7'nt-2- (4 

HJMfc«*3. 9 7 g &&1k*1'l>> 5 0ml £tm 
U -1 Or-C'hy7xX;P7*^7>f ^6. 27g£ 

jptTt. itojta+fc 4-y^o7f^-2- fry 

-/W/l'AT^ft h* 1 g^tglMf-l^y 5m 1 

RiBjrciiTLfc. smrm Mss-mstML 

l.attftSr y it ?-7b£fflv 5 A ? n? b ^7 7 4 
- : n-^Hfy : »»x?-/l>=4 : 1 ) fct 

UKRLl, 1-^*70^-2- (4- v^a7f-;W-2 
-f-TVU ;U) xf-i^ y 1 . 9 g SftSffififtfriftibJ: LT 

NMR (4 OOMHz, CDC 1 3 ) Sppm 1.8 
9~2. 4 1 (6H, m) , 3. 68 ( 1 H, 
m) , 7. 02 (1H, s) , 7. 95 (1H, 
s) . 

[0 0 74] (XS5) 4-y^n^f;H2-xf 
X/P-f-TV-JUO^Jit 

a&) 1, 1 -y7*Dt-2- ( 4 -x?o7f7U- 2 
-f-TVy/U) Xfl/Vl. 48gJfh7tKn77 
y (OTTHFfcB^-. ) 2 0m 1 fc»»U SS^S 
T-7 0rt*fTt, n-7^;by^7A ( 1 . 5M 
c7)n-^HfW§?g) 6. lml SrSTFUfc. ?ST»7 

mmm%MX'Zt>izimmm&iK. mmt 

z$m&t&7i<.ximLtzm. mim£?r*i'VJ*x& 
mitz. ®m®E%£Lxmti&mvmz. 

7-MIl^7i?n7h/57^- (}§tiJ?S: n- 
: HfltX?^=8 : 1 ) 4-^ 
D7^-;P- 2 -Xf-^f-TV-;W 5 4 6 m g £ggffi 

[0075] bffi) y>fy7ne/k7Syi 0. lgj 
TH F 2 0 m 1 K§ML. MH^sST- 7 8°CT*¥T 
fc s n-7f-;l/yf->7A ( 1 . 7M0)n-'\*y-yW 
Wi) 5 9m 1 ^jgTL/c Rl5^$^>t0'CT0. 5 
B#SJt# L fctt. fftf-7 8X:CH«I L, 5 0 m 1 tf> h 
WfW'D^/^y (2MWn-^tyI 
«[) *rtfi-5 0X:JaTfc«t»***4>»f Ufc. ?S7^ 
7«, TO££-7 8'CT'0. 5«rlBU»PUfe. ^co^ 
»K:4 - y?n7f;H 2 -f-rv'-^^AT/l-Tt 
K 1 5 . 8 gOTH F 1 0 Om 1 ?M$rrt?g- 5 O'CW 
T^ftfe^feiarFLfc. EJ^S$r-7 8r-Cl^« 

^. RIE«* 3 0 Om 1 w*av««ttwtr^x^A 
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u~?y?37 4- mtam-. n-^y-y :a$txf-/w 

= 8:1) fcT»SU 4-is9u7+tb-2-X+- 
M-TV-frl 1 . 1 gZWft&Mitob UCftfc. 
NMR (400MHz, CDCI3 ) d ppm 1.8 
8-2. 38 (6H, m) , 3. 44 ( 1H, 
s) , 3. 67 (1H, m) , 6. 93 (1H, 
s) . 

[0 0 7 6] [**W2] 2-xf^/K>/fry 

(iai> 2- (2, <y/ 

Ky % /+7V—A'- 2 -*^A';Pft H 2. 00g^# 
*0S 1 <7)XS4 mWcJHL, n -*<*i}-y»t>&gi 
ftS*2-(2, 2-x'7otX7 i x;P) K>V^TV 
-)Vl . 7 9 g LTfcfc. 
it^[102~103r; NMR (400MHz, CD 
Cl 3 ) 5ppm 7. 44-7. 48 (1H, 
m) , 7. 50-7. 54 ( 1H, m) , 7.9 
0-7. 92 ( 1 H, m) , 8. 06 ( 1H, 

s) , 8. 06—8. 08 (1H, m) . 

[0 0 7 7] (182) 2 -if^/Ky/fr/- 

2 - ( 2 , 2 — i/'/ntlf-Zl' ) ^yVf-TV-^ 
1. 7 5g^##WlOX85c7)aSi:l5l^(^aL. 

mm : n-M^fy : S®X^= 10:1) (CT 
«SU 2-xf^Ky/f7/-^0. 6 3g£$ 

NMR (400MHz, CDC 1 3 ) Sppm 7.4 
5-7. 49 ( 1 H, m) , 7.51—7.55(1 
H, m) , 7. 86—7. 88 ( 1 H, m) , 
8. 07-8. 09 ( 1H, m) . 
[0 0 78] [###J3] 4-n-7nbl/-2-I 
fx/|^f-7V'-/P : 4 - n -TnbVP- 2 -fifrKflrr 
bHl. 3 6gi##Ml<OlS5<0bffii:HaMc«Bl 

- ( jftttft : n -^3"?y : RRx?-/l/= 10:1) 
(rCffHU 4 - n -rot;!/- 2 -if-;H-7/- 

;p 0 . 7 3 g mmmvm t ixwz . 

NMR (400MHz, CDC 1 3 ) <?ppm 0.9 
6 (3H, t) , 1. 74 (2H, m) , 3. 
44 (2H, t) , 6. 92 (1H, s) . 
[00 7 9] [##0"J4] 4-^070^-2- 
xf-x^fTV-zl" : 4-i/9u~ru\£)V-2-iti\'rt 

-i/^orohVl/-2-xf--;Pf-TV-;U0. 73g 

NMR (400MHz. CDC 1 3 ) 5 P pm 0.9 



2-0. 99 (4H, m) , 2.01-2.08(1 
H, m) . 3. 42 (1H, s) , 6. 88 
(1H, s). 

[0080] [###J5] 4-4 Vrot/P-2-x 
f-;l/f7V-;l, : 4 — f yrobvu- 2-#;W'0lor 
bF##m«0Ig5ObftfcB8fc«yiU 4-47 
7-abVU- 2 -xf-x;^TV-^$r^?lfe?*^ftfc U 
T1WS. 

NMR (400MHz, CDC 1 3 ) 5-ppm 1.3 
2 (6H, d) , 3.3 1 ( 1H, m) , 3. 
44 (1H, s) , 6. 92 (1H, s) . 
[0081] [###J6] 4-tert-7*f-;U-2 
-Xfx;l,f7/-;V : 4 - 1 e r t -7*f-/U- 2 -jfr 
/W^kft K£##01 1 <0JDB5^bftfcR*fc«SI 
U 4 - 1 e r t --f+fr- 2 -xf-x/H-TV*-^ 

NMR (4 00MHz, CDC 1 3 ) Jppm 1.3 

6 (9H, s) , 3. 43 ( 1H, s) , 6. 
94 ( 1H, s) . 

[0 082] [##P7] 4-4 VrobVP-S-* 
f-Jk- 2 -Xf-X/H- 7*7-/1' : 4 -4 yrnbVP- 5 
2 -ij)VK)Vf b K 1 <0I8 5 b 
i£4:H8fc:J8IU 4-4 yrnb;u-5-^f-;P-2 

NMR (400MHz, CDC 1 3 ) ^ppm 1.2 

7 (6H, d) , 2. 38 (3H, s) , 3. 
06 ( 1H, m) , 3. 39 ( 1H, s ) . 
[0083] [#sg-#j8] 4-v?o^yfvU-2- 

Xf-X/Uf- 77-/1' : 4 - W<>^)1>- 2 -#/P 

4-4 vroe^- 2 -xf-x/^7V-/i'*«SBej* 

VWlb LXWz. 

NMR (4 00MHz, CDC 1 3 ) Jppm 1.6 
0—2. 70 (8H, m) , 3.21 (1H, 
m) , 3. 43 (1H, s) , 6. 92 (1H, 
s) . 

[0 084] [###J9] 4-is7W\*is>V-2- 
Xf-;H-7/-;l/ : 4 - v? 2 

- is?viyi-;U- 2 -xf-x;^77'-^Sr7°';XA 

HU5 77— 78°C; NMR ( 4 0 0MH z , CDC 
1 3 ) 5ppm 1. 20—2. 1 0 ( 1 OH, 
m) , 2. 77 (1H, m) , 3. 42 (1H, 
s) . 6. 89 ( 1H, s ) ; MS (E I ) m 
/z 191 (M* ) ; 7SR#W« C H H 13 NS» 

C, 69. 06; H. 6.85; 
N, 7. 32, SlStt (%) ; C, 68. 9 1 ; 
H, 6. 83 ; N, 7. 14. 
[0085] [##0110] 4- (*f-/H-*) 
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A>- 2 -xf -/Wf-TV-ZU : 4- Uf;H-:t) *f 
A— 2 -*^A>ft F£$#0l 1 <£CPI5<7)bftt PI 

NMR (400MHz, CDC 1 3 ) Sppm 2.1 

1 (3H, s) , 3. 47 (1H, s) , 3. 
83 (2H, s) , 7. 18 (1H, s) . 
[0086] 1] 4-Xh* i s*+A'-2 
-if z;l/f 7/-;l/ : 4-* MPS'***'- 2 -a* 
a';Wt t H £##0<J 1 <0Xg 5 O b & fc RttlcXSi t . 
4 h# Sotf-Jk- 2 -xf x;Uf 7V'-^£$#*f 

NMR (400MHz, CDC 1 3 ) 5ppm 3.4 
7 (4H, s) , 4. 60 (2H, s) , 7. 
27 ( 1H, s) . 

[0 0 87] [##W12] 4-^fA-2-xfx 

;H>TV-^ : 4 -.xf 2 -#/l^;l/rt 

xf xA^7yWU£83gfetottfti: LTUfc. 
NMR (400MHz, CDC 1 3 ) dppm 2.4 
7 (3H, s) , 3. 44 ( 1H, s) , 6. 
92 ( 1H, s ) . 

[0 088] [##0U3] 4— f V7*?-;i/-2-x 
f x;Pf 7V-/1-- : 4-^f 2 -*;W^ft 

K**#ffllOlS5<0bi£i:ra«fc«iat, 4-4 V 
7*f 2 -xf x;Pf-rV-;P$-^?lfe?A*^i: LT 

NMR (400MHz, CDC 1 3 ) 5ppm 0.9 

2 (6H, d) , 2. 08 ( 1H, m) , 2. 
64 (2H, d) , 3. 44 (1H, s) , 

6. 90 (1H, s) . 

[0 089] [##«14] 4-xf/P-2-xfx 
/H-TV-A : 4 -Xfvlx- 2 -*^A>ft K£## 
Wl«XS5^bffikH«tc«yiL„ 4 -xf/W- 2 - 

NMR (400MHz, CDC 1 3 ) 5ppm 1.3 
1 (3H, t) , 2.82 (2H, q) , 3. 
44 (1H, s) , 6. 92 (1H, s) . 
[0090] [##0115] 4-n-*?f/k-2- 
Xf-x/Pf-rV-^ : 4 - n -jj-^fA— 2 
r tK*#*m<3l85<3bi£fcR«fca!JIU 4- 
n -tf?f- A- 2 -xf-x;Uf-TV-;U^^llfe?4^ 

NMR (400MHz, CDC 1 3 ) Sppm 0.8 
7 (3H, t) , 1. 26~1. 74 (12H, 
m) , 2. 77 (2H, t) , 3. 43 ( 1H, 

s) , 6. 90 (1H. s) . 
[009 1] [##fl|16] 4-v-?n7f/U-2- 
(2- (3--ho7x-;P)xf-;|,)f7/-/k 
3-' f*Fxhn<y-fc>5 1 9mg. 3>XfcgS-ffl4 



Omg, f (M)7xXA-7*7.7 4y) 

y'7A[0] 1 2 0mg(C^V7 o ofcr;l'75yi 0m 
1 ZtiUl. B**ST. M?STlii*T(C4-^^D7'f 
/W-2-xfx;|^-7V-/P34 Omg^jDtfe. KJ£ 
»*^?Sfcfcli*filflH*U:. RB«i«Ee*U 

(jgfflff: :lffljXf-;l/=8 : 

1 ) fcTflWU 4-i^n7*f A— 2- (2- (3- 
xbu7x-;l/) xfx;l/) f-TV-;l'5 0 2mgSr^ 

US 10 7— 10 9'C; I Rvmax cm" 1 152 
8; NMR (400MHz, CDC 1 3 ) Sppm 
1. 90-2. 44 (6H, m) , 3.71(1 
H, quint), 7. 02 (1H. s) , 
7. 57 ( 1H, t) , 7. 89 (1H. t) , 

8. 24 ( 1H, ddd) , 8. 44 (1H, 
t) ; MS(FAB)m/z 285 (M*+1). 
[0 09 2] 1 7 ] 3- (2- (4-v?a 

T'f-A'- 2 -f-TVU/U) Xf XA-) 7-'Jy:4-y 
707*^-2- (2 - (3-XM37xX/P) if" 
A-) f- 7Y-1V5 0 0 mg&tflfrflJJ ( 2*10%) 1 . 
4 3g£x?7-/H Oml+ s JS#T(C2^SDS!Bi 

fcT, 4 N*IMfrf h 'J -7 A*»iRS' MIX 7)\>i] U tt 

$ : ^nn*;W : xf ;l/r/P3-;P= 2 0: 1 ) £T 
»SU 3- (2- (4-^o7f^-2-fTVU 
)V) if-;M TX'J >4 1 0mg£S8Bfe«fRiftfc L 

NMR (400MHz, CDC 1 3 ) 5 PP m 1.8 
8~2. 40 (6H, m) , 3. 69 (1H, qu 
i nt) , 6. 71 (1H, ddd) , 6. 89 
( 1H, t) , 6. 93 ( 1H, s) , 7.1 

4 ( 1H, t) . 

[009 3] C##^J18] Xf/k 3- (2- (4 
-^?n7*f/k-2-f 7V'J/M xfx;k) 
Ut:XfA- 3-3-H3cAS»8. 45g. f N7=* 
7. ( hU7xX;P7*X7'f V) v^S^A [0] 1. 
7 7 g&tf4->-:?n7f7U-2-Xf-x;H- 7V-A 

5 g£i^ V7*ot;PrS V 1 0 Om 1 SS*@K 

flS?fi«ft$r^ , ;^>-V^ffl\ ( ^^7A7nvh/77 
4 - : n -A.df : BHRxf ;U= 8 : 1 ) 

"Cff§?L, xf;|/ 3- (2- (4-i"7n7f A— 2 
-f TVU^) xf-x/w) £&#B9 . 2 7 gfcSSBfe 

IRvmaxcm-i 2220; NMR ( 4 0 OMH 
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z , CDCI3 ) Jppml , 41 (3H, t), 
1. 9 1~2. 42 (6H. m) , 3. 70 ( 1 

H. quint), 4. 40 (2H, q) , 

6. 97 ( 1H, s) , 7. 46 ( 1H, t ) , 
7. 75 (1H, dt) , 8. 06 ( 1H, d 

t) , 8. 28 ( 1H, t) ; MS (FAB) m 
/z 312 (M + +1) . 
[0094] [###J19] 3-(2-(4-i/*n 
^-2-^/';^) x^-;P) : x^ 

3 - (2- {A-i/?u?i-)V-2-1-TYV)V) X 
f--^)3cJft#»9. 28g&THF100mlt;W 
U 0. 2 5N*lHbhHJ'>A7k?M2 0 0m i £fl D 

SS?3iSHBH»PU;. RJEJRSr^^HTtlN 
JgUl 0 0 m l ffiajL£l£ B a B £mtf>, *jfe 

^yfrfelBSJIiU 3 - (2- (4-y?Drf/H 
2-f-TVy^) x^-x/W) £,ft#®6. 8 5g$r$H 

139~140'C; IRvmaxcnr 1 222 
0; NMR (400MHz, CDC 1 3 ) dppm 

I. 90~2. 4 5 (6H, m) , 3.76(1 
H, quint), 6. 97 ( 1H, s) , 

7. 50 ( 1H, t) , 7. 80 ( 1H, d 
t) , 8. 14 ( 1H, dt ) , 8.38(1 
H, t) ; MS(FAB)m/z 284 (M* + 

1) ; 7c*##HIc 16 h 13 no 2 sn$mm(%) 

C.67.82; H, 4.62; N. 4. 94,81 
%M (%) C, 67. 38 ; H, 4. 63 : N, 
4. 94. 

[0 0 9 5] [###IJ2 0] xf-;l/ 1- 

K RV X+fi, 2- {4-*h*i''<>V s J)V) ~f 

: 2, 6-^f-v'y 
2 2ml C*?WWrFfc, H 'J 7;^n»K4 m 1 £Jn 

lit. KiemizTi'ter h y 3 . 25 g&Vi/rs 

Xf-/P iXf/H. 8 2g5:aPi.. 7 0~8 0 
■CTS^HSHfLfc. fcfflft. RlEi«*ili8§xf-/H 
OOmlt'ML, *riBUfcfe&£$KU:. £OlSJI 
£N, N-y*^;U*7l/A75 K 2 0m 1^)1 U M 
K*U^A2. 64g&Z/4-^h= J f^<y^> ?o 
'JH6: 19g£iD;U 7 0~8 0'CT"2B#raj«tf t 
fc. ftfflflL 0 Om 1 SrtDi., hAxyf 

*7A?n7h/77^- (JfajJS: n-^Mfy :» 
Rx*/l~2 : 1 ) fcrCfWU 1(2: 2ft% 1 : 1(7) 
il^feOX^/P 1 and 2- (4-.* h^fi/^y 
i/'/W) —fh5V-;l'-5-^^^V'-M 1. 7 
g£?iirt« LTfcfc. (Wfitttttfy y^>£ffl^ 



NMR (400MHz, CDC 1 3 ) Jppm 1.4 
4 and 1.45 (3H, each t) , 
3.79 and 3.80(3H, eachs), 

4.51 and 4. 52 (2H, each 
q) , 5. 78and 5.86(2H, each 

s), 6.86 and 6.89(2H, ea 
ch d) , 7.3 5 and 7. 38 (2H, 
each d ) . 

[0096] [##0921] 1- (4-*h*z/Ky 
: J)V) -7-yyV-}V-5-ll>l-KVW. m/2- (4 

-■Xh^v-'O'^) -f-h^y-^-5-^;^y 

»:xf-^ 1- (4-><hJf>-<y^» -Th^V 
— /P— 5 — ^r;!'^^ is]/—hb xf-;w 2- (4-* 

ynm&sfao. 7 7gtiN*H'fb^by^A*^ 

3. 5mlS^^7-;H5mlJM, IStlSf 
ISHfJf US. RJGHteHWU MEfel N«B5m 1 5: 

sax, sisx^-cttiajLfe. ttai»*issi*«*'C8fe 

fifcJW), 1ft: 2ffi*l : 1 OfiSftOfaBfcO . 4 
5$rT'JXA B B H tLTf#/i. 

NMR (400MHz, CDC 1 3 ) 5ppm 3.8 
0 and 3. 82 (3H, each s), 
5.53 and 5.79(2H, eachs), 

6.89 and 6. 92(2H, each 
d), 7. 27and 7.38(2H, each 

d) , 8. 12 and 8. 58 (1H, ea 
c h s ) . 

[0097] immU 5- (3- (2- (4-2/ 
7ny+)V-2-1-TYV)V) xfx;W) 7i-;H - 
1 H-rh^V-^: 

3-' f^H-^yXrS HI 0. 3 8g£50m 1<7)DM 
Fl:»U 0XX«TC 4. 7m ltf>:**i/«fl: 

•j y tm itz. m&mz- 1 n^stmiL mm 5 0 
Jta, sa& tr 3 - > f * H<yyx b u^9 . 2 3 g t 

35~37'C; NMR ( 4 0 0MH z , CDC 
l 3 ) 5ppm 7. 22 ( 1 H, t ) , 7.64 
(1H, dt) , 7. 95 (1H, dt) , 7. 9 
9 ( 1H, t) . 

[0098] (1^2) 3- M*H7xX;l,) -1 
TS^fc-f hy?A3 3. 3 5g£DMFl 5 0ml (cS 

s u 0 x: tfltfPTfcaftr^ s-wi5. 2 o g £ 

g03-3-H<yyxbU;^jDX. 9 0r"C3^fia 
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SffW:. film. M^*»TC, 1NJM&3 

oomi (cavv««. tfrajutiSflfc^B, *&f*. sa& 

Lit. aisat^ooj|yPA-x^y-/i^-n-'N^'9- 
f*»£iS*8AU 3- (>f*H7x-;U) -lH-rh 
5V-*9 . 3 4 gfctfttfii: 
Muft 170-1 72'C; NMR (400MHz. D 
MSO-d 6 ) Sppm7. 42 (1H, d d ) , 

7. 96 ( 1H, d) , 8. 06 ( 1H, d) , 

8. 39 (1H, s) ; MS (FAB) m/z 
27 3 (M* + l) ; 7as*«fffiC 7 H 5 IN, m 
JWI(%)C. 30. 90; H, 1. 85; N. 2 
1.59, Mm. (%) C, 30. 56 ; H, 
1.89; N, 20. 69. 

[00991 (1*13) 5- (3— f^K7i-;K 
-2- U-^h^ri/'O'v'Vl-) -2H-rh7 N /-;P 

3- (4:*F7xX/W) -lH-Th5V-^8. 98 
gRl^«K*y>A6. 91g*50mltf)DMFCi 
S6U *&8iOT r fc4-*b*a''0'> J /l' 7u'J H* 
SSTLfc. JjOSiRSrSffl-Cl 5B#S»*L 

fc. £TO£3 0 0 m 1 fltokfcft^y, tfHiUslSAfc 
/K&flL ««Lfc. #WdffiS£ B B B £7oo*/P- 
A-n-^-9-y*^S^ H B B LT5- (3->f*F7x 
-)V) -2- (4-^hJf^<y^"/l/) -2H-rh5 
V-;H 1. 4 3g^. 

NMR (400MHz, CDC1 3 ) 5ppm 3.8 
0 (3H, s) , 5. 73 (2H, s) , 6. 
90-6. 92 (2H, m) , 7. 20 (1H, 
t) , 7. 37-7. 39 (2H, m) , 7.7 
8 ( 1 H, dt ) , 8. 1 0 ( 1H, dt ) , 
8. 48(1H, t) ; MS(FAB)m/z 3 
93(M* +1); 7cS#flfttC 15 H 13 IN 4 Off) 
ff-gtt (%) C, 45. 94 ; H, 3. 34 ; 
N, 14. 29, mm(%) C, 4 5. 8 1 ; 
H, 3. 35 ; N, 14. 27. 
[0100] (IS4) 5- (3- (2- 
u7+)V-2-*hTW)V) xf-~;l/) 7i^;K -2 
- (4-X\-*i"<-y i J)V) -2H-f h7/-M>& 
l£ 

5- ( 3— f*K7x-^) -2- M-^^^O 
S^U) -2H-t h5V— *2 3. 53g. rh?** 
( MJ7xX>U7*77<f y) [0]A*7y>>A3. 4 
7g&tf3>7<b3|-iBl . 14gt£/MV7ohVUT5 
y\ 0 0ml&tfDMF5 0m 1 IrJni. SH^SlT. 
3MTC0. Si^flBUBPUfc. ClORJGSfcll. 4 3g 
<D4 - i^? o/f;l/- 2 -xf--^f-77*-/U7)D M F 
iSf»5 0ml£8rFU Sfcfc^^BSSHlffLfc. 
RJS$£ 10 0 0ml <OBRx?-;UT*f?U 1 



n-^Mfy=l : 8) fctflRU n-N^y 
i0ife&ft§*5- (3- (2- 
2-f-TV'J^) xf^/P) 7i-/K -2- (4-* 
hdfv-<yi/» -2H-xh7V-;H8. 86g<0 

H£ 87— 89°C; NMR ( 4 0 OMH z , CDC 
1 3 )5ppra 1 . 90—2. 42 (6H, m) , 
3- 66-3. 75 ( 1H, m) , 3.80(3 
H, s) , 5.74 (2H, s) , 6. 9 0— 

6. 92 (2H, m) . 6. 97 (1H. s) , 

7. 39-7. 41 (2H, m) , 7. 48(1H, 
t) . 7. 65 ( 1H, d) , 8. 1 6 ( 1 

H, d) , 8. 37 ( 1H, s ) ; MS (E 
I) m/z 427 (M + ); 7cS^«fffiC 24 H 21 N 
5 OSOH-JIffi (%) C, 67.43; H.4.9 
5 ; N, 16. 38, 8l£fi (%) C, 67. 2 

1 ; H, 5. 02 ; N, 16. 27. 
[0101] (XS5) 5- (3- (2- (4-^7 

n7f-;u- 2 -f-rv 'J ;P) x^-x;p) 7x-;H-l 

H-ff7'/-MM 

5 - (3- (2- (4-^7n7f-;l/-2-^-TV'U 
;P)X^r.;l^) 7i-/H - 2- (4-^h^f^yy 
/H-2H-fh7/-/H7. 9 6g*T-V-^8 
m 1 RVh V 7/M-OBHS4 0 m 1 Cjgflf L . m&V 1 

4B#n 6 otrc2i$ia8tfF Lfc. &um* 5 0 0m 1 

#^^ffl^^5r7nn*;l/A-x77-;U-n- 
11.01 gO£iBI*£*£Attft 

Ul£ 1 90— 1 93°C; IR^maxcm- 1 222 
0; NMR (400MHz, DMSO-d 6 ) $pp 
m 1 . 84-2. 3 5 (6H, m) , 3.64- 
3. 73 ( 1H, m) , 7. 57 (1H, s) , 

7. 73 (1H, t) , 7. 88 (1H, 
d) , 8.16 (1H, d) , 8. 29 (1H, 

s) ; MS (E I ) m/z 307 (M* ) ; fc 
*#tfrffiC I6 H 13 N 6 Scr>tmm(%) C 62. 5 

2 ; H, 4. 26 ; N, 22. 78, Mil 
(%) C, 62. 33 ; H, 4. 35 ; N, 2 
2. 62. 

[0102] [$ffiffl2] 5- (3- (2- (2-f- 
7V',W xf-x;w) 7i-;K -lH-f 
;l/: 

(181) ^tVP 3- ( lH-rh^V-A'-S- 
-01/) 7x-;knt-f«M 

3-y7/7i-;l'7-bf-b3. 10g$rH 

7-;l/-n-^-9-y*^SM B B B L. ^f-^3- ( 1H 
-rh5V-;u-5-'f;W) 7xx^r-fex-M • 7 
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MA 141 — 142'C; IRvmaxcm" 1 173 
2; NMR (400MHz, DMSO-d 6 ) dpp 
m 3. 68 (3H, s) , 3. 77 (2H, 
s) , 7. 44-7. 55 (2H, m) , 7.9 
5-8. 00 (2H, m) ; jc*fl-*f«tC 10 H„N 
4 0 2 OttJMf (%) C, 5 5. 04 ; H, 4.6 
2 ; N, 25. 68, ggftg (%) C, 55. 0 

8 ; H, 4. 64 ; N. 25. 78. 
[0103] (ZDS 2) ^f-zP 3-(2-(4-> 
h^f^^^/W) -2H-f h7/-;l^-5-' (;P) 7 

3- ( lH-f h7V-;u-5-> f;U) 7x- 
^r-fer-M. 6 7g*SWS0!lwIS3k|o|«fc:«i 
at. 3- (2- (4-^h^^y^i/) - 

2H-Th?y-)ls-5-'( )U) 7x-;PT-fer-h 
2. 0 6g$r?4«ftfct-Cf#7t. 
NMR (400MHz, CDC1 3 ) 5ppm 3.7 
0 (3H, s) , 3. 75 (2H, s) , 3. 

79 (3H, s ) , 5.73 (2H, s) , 

6. 89 (2H. d) , 7. 38 (2H, d) , 
7. 40-7. 45 (3H, m) , 8. 05 ( 1 
H, d) . 

[0104] (183) 2-(4-^h3^y^' 
)V) -5- (3- (2-**y-2- (2-f-TVJ 

xf-;P) -2H— rh5V-;l^>&jR 
2-7*ntf-7V-rt'2. 25g5THF30mlt;I 

(0. 9 5M<DTHFi§SS) 1 5m 1 fcjnifc. m&T 
lMSUcg, S^O-CH^SIL. 3 - (2 - (4 
-Xh^i'KyiSA') -2U-ThyY~)l—5-^ 
;l/)7x-mf-h2. OOgc^THF 1 0m IW 

/57 (?§#$ : SHJIX^ : n-^*?>= 1 : 
4) iZXmmt. #^*!i>fg B B B £x-x^-n-^Mf 
yfrt>W&&LX. 2- (4-^h^r>-<yv>) -5 
- (3 - (2-3H-V-2- (2-f-TVUA') x^- 
-2H-Tb7V-/H . 81g£#HfcPafcLT# 

fc. 

8 0— 8 1'C; IRi/maxcm-' 16 78; 
NMR (400MHz, CDC 1 3 ) Jppm 3. 

80 ( 3H. s ) , 4.54 (2H, s ) , 6. 8 

9 (2H. d) , 7. 38 (2H, d) , 7. 
39-7. 46 (2H, m) , 7. 70 ( 1H, 
d), 8. 04 (1H, d) ; 7C*frtff(lC 20 H 17 
N 5 0 2 SOfMMI (%) C, 6 1.37; H, 
4. 38 ; N, 17. 89, MI (%) C, 6 



1.11; H, 4. 5 1 ; N, 1 7. 82. 
[0105] (184) 2-(4-^h= J fWy 
)V) 5- (3 - (2- (2-f7/'J;l')lf-^) 7 

-2H-Th7V-/K0-£j£ 
h'j7xX^7*^.7-f y ^i/Hl. 5 6g£l, 
2-y?ooi^y 1 5m 1 ZMl. *?«J|JfTfc, h 
V7)VjruX?VX)l7*VWM*.%0 . 8 0gSriD 
I. mm.X'1 54H*#U:. h'Jx^UT 

2ml Rt/2 - ( 4 i/KyVlV) - 5 

- (3- ( 2-3h*v-2- (2-f-rvyn^) xf- 

/P) -2H— rb^/Wl/O. 7 3gSrjDi.. 2 0^ 

f-^: n-^Mfy=l : 3) fcTUKU 
^^na^A-x-r^^SM^tr. 2- (4 
-^*^>yiH - 5- (3 - (2 - (2-f-TV 
U;U) xfx;W) 7i-;P) -2H-- f h9V-JM>. 
2 1gH+« B a B i:LT#7t. 

UUS 9 5— 9 6'C; IRf/maxcm"' 22 16; 

NMR (400MHz, CDC 1 3 ) 5ppm 3. 
80 (3H, s) , 5.73 (2H, s) , 
6.91 (2H, d) , 7. 36-7. 43 (3 
H, m) , 7. 49 ( 1H, t ) , 7. 67 
( 1H. ddd) , 7. 88 (1H, d) , 
8. 18 ( 1H, ddd) , 8. 37 ( 1H, d 
d) ; 7cS^«f«C 20 H :5 N 5 OS<0fttM(%) 
C, 64. 33 ; H, 4. 05 ; N, 4. 05, 
Mm. (%) C, 64. 23 ; H, 4. 1 9 ; 
N, 18. 79. 

[0106] (185) 5- (3- (2- (2-^7 
VU/P) if^) 7i-;H -1H-- rYvV-iVff) 

2- (4-^hdf^y^U) -5- (3- (2- (2 

-f-ryy^) x^x;i/) 7i^n -2H-- fh?y 
4>*ufc8jgji&x* y-^-x-r/^fesiaa lth 

M£ 1 74-1 7 5'C; I R^max cm -1 22 1 
6; NMR (400MHz, DMSO-d 6 ) ?PP 
m 7. 7 5 ( 1 H, s ) , 7. 88 ( 1 H, 
d) , 7. 99 (1H, d) , 8. 02 (1H, 

d) , 8. 1 7 ( 1H, d) , 8.39(1 
H, s) ; 7C3t#&HlC 12 H 7 N 5 S(T)t\%m.{%) 

C, 56. 90 ; H, 2. 79 ; N, 27. 6 
5, m^m (%) C 57. 14 ; H. 2. 8 
7 ; N, 26. 84. 

[0107] [HHBI3] 5- (3- (2- (2-^ 
yy+TYVfr) Xf-x/t>) 7i-;H - 1 H-fh7 
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V-)V : 

(IS1) 2- (2- (3- (2- (4-*Mf^< 

y^W -2H-rh7y-;w-5->f;P) 7i-;W 

2-x.j--)\s<yyj-TY-}l>3 1 8mg&tf5- (3 
— ^jfH7x-;W) -2- U-^Mfv-OaMO - 
2 H - r h yY-)U7 8 4 m g SrHSfcfll 1 <7>xm4 t R 
«£7)^ «y r 'J y^KJBKtt t . n -^-frya^iSfifl: 
$•£2- (2- (3- (2- (4-^b^f^y^) 
-2H-rb5V-^-5->f;W) 7i-;H x-fx 
AO 6 8 m g£$gffi&&Attffl*£ L 

M& 1 33-1 35°C; NMR(400MHz ( C 
DC1 3 ) «ppm 3.80(3H, s), 5. 
75 (2H, s) , 6. 90-6. 93 (2H, 
m) , 7. 39-7. 43 (2H, m) , 7.4 
7 ( 1 H, t ) , 7.5 0-7. 5 6 (2H, 
m) , 7.71 (1H, d) , 7. 89 (1H, 

d) , 8. 09 ( 1H, d) , 8.20(1 
H, d) , 8. 42 (1H, s) . 
[0108] (IS 2) 5- (3- (2- (2-<y 
Vf-TVUA') xfx;lO 71-/H - 1 H-TbyY 

2- (2- (3- (2- (4-\XMp5"WA') -2 
H-f b7/-;P-5-'f/K 7x-;H xf-~;lO a; 
yy>rV-;1^4 2 3 m g SrUfflSM 1 (OXn 5 t 
fl&4-y h*i^y^7HI^JS£ffi<\ ffllSfl£?nn 

MA 208-2 10'C; NMR (400MHz, D 
MSO-d 6 ) Sppm7. 56—7. 65 (2H, 
m) , 7. 75 (1H, t) , 7. 94 (1H, 
d) . 8. 1 1 ( 1H, d) , 8.1 9-8. 
21 (2H, m) , 8. 36 (1H, s) ; MS 
(FAB)m/z 3 04 ( M* +1); 7C*^$f 
ffiC 16 H 9 N 5 S • 1/4H, 0<Olt£tt(%) C, 
62. 43 ; H, 3. 1 1 ; N, 22. 75, 81 
%m (%) C, 62. 60 ; H, 3. 00 ; N, 2 
2. 56. 

[0 109] [HJ6W4] 5-(3-(2-(4-n 
-7at°)l>-2-j-7YV)l>) xfx;H 7x-A0 - 

(Xgl) 5- (3- (2- (4-n-rnf/^2 
-f-TVU/P) x^-x/W) 7i-;W -2- (4-*h 
^^KVi/iV) -2H-rb5y-/K*)£jft 
4 - n -TotVP- 2 -xf - - yH-TV-Zkatf 5 - 

(3-^^K7x-^) - 2- (4-^h^fv^yv 
;P) -2H-rh7V-;USrfflV\ H5fc0!| 1 OXg 5 i: 
H«fc«IU 5 - (3 - (2- (4-n-Tot/W- 
2 _^ T yy ;l ,) xf-X/10 71-/^ -2- (4-^ 



UU& 57-58*C; NMR ( 4 0 OMH z , CDC 
1 3 ) Spprn 0. 98 (3H, t) , 1.77 
(2H. m) , 2. 79 (2H, t) . 3. 84 
(3H, s) , 5. 74 (2H, s) . 6.9 
1 (2H, d) , 6. 96 ( 1H, s ) , 7. 

4 1 (2H, d) , 7. 48 ( 1H, t ) , 7. 
65 (1H, dt) , 8. 16 (1H, dt) , 

8. 36 (1H, t) ; 5c3fMHflIC23H 2 ,N 6 

05 • 1/4H 2 OOffJM (%) C, 6 5.77; 
H, 5. 16; N, 16.67, fflgfi (%) 

C, C, 66. 2 1 ; H, 5. 1 5 ; N, 1 6. 3 
0. 

[0110] (XS2) 5- (3- (2- (4-n- 
7 , ntVl/-2-^-TV' , ;;U) xf-x/p-) 7i-/W -1 

5- (3- (2- (4-n-7-ntr;W-2-f-TVy 
HO xf-x/10 7i-/H -2- (4-^hdf^y^* 
;P) -2H-rh7V-;^IIMMlwxS5t|B]«M 
1U #^*l£ffi& B B B £7j<-x? /wl^SMJIU 

It* 1 54— 1 56*C; NMR (4 0 0MHz, D 
MSO-d 6 ) JppmO. 93 (3H, t) . 
1. 70 (2H, m) , 2. 74 (2H, t) , 
7. 52 ( 1H, s ) , 7. 7 1 ( 1H, t) , 

7. 84 (1H, d) , 8.16 (1H, 
d), 8. 28(1 H, s) ; 7cS##rffiC 15 H 
13 N 5 S<T)mm (%) C, 61.00; H, 4. 
44 ; N, 23. 7 1. iljgffi (%) C, 61. 
01 ; H, 4. 48 ; N, 23. 55. 
[0 1 1 1 ] CUtfeffl 5] 5-(3-(2-(4-y 
7nTut°)U-2-i-7yV>\s) xf-x/iO 7i-^) 
-lH-rh^V-^ : 

(Xgl) 5- (3- (2- (4-^yorotVU- 
2— f-TYUAO Xf-x/l,) 7i-;H -2 - (4-.X 
V^i/^WlV) -2H— rh5Y-)W&tfL4-i'? 
orahVP-2-xf--/^ry-;H . 04g&t>'5 
- (3-^F7x^;i/) -2- (4-y h^y^yy' 
/k) -2H-r-YyV-)V2. 7 3g£. 3Q60I105I 
S5i:P«l8fc*yiU 2. 13g05- (3- (2- 

(4-y^D7 , ntVP-2-^7V' , ;;l') xfx/l<) 7 
xX/10 -2- (4-^ hdfy<yy>) -2H-fh 

MA 106— 107*C; NMR(400MHz, C 
DCI3 ) 5ppm 0. 94-0. 99 (4H, 
m) , 2. 04-2 . 1 1 ( 1 H, m) , 3.8 
0 (3H, s ) , 5. 74 ( 2H, s ) , 6. 
91 (1H, s) , 6. 89-6. 93 (2H, 
m) , 7. 40 (2H, d) , 7. 47 ( 1H, 
t) , 7. 65 ( 1H, dd) , 8.15(1 
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H, dd) , 3. 35 ( 1H, t ) ; MS (F 
AB) m/z 4 14 ( M* ) . 
[0112] (IS2) 5-(3-(2-(4-^ 
D7"nbVU-2-^TVU;U) xf-x;u) 7i-;H - 
lH-rb7V-/K73-&^ 

5- (3 - (2 - (4-v-^oruhVP-2-f-TV'J 
/P)xf-x;|,) 7i-;K - 2- (4-^h^^V^ 
)V) -2W-fY^/-)V2. 07g£, *StWltf>I 

n -*JrW»t>1ffi& U^jBni 1 • 1 6 g £#ttf B B B £ 

MA 184~185*C (decomp. ) ; IRu 
max cm" 1 2 2 1 6 ; NMR ( 4 0 0 MH z , DMS 
0-d 6 ) Sppm 0. 84~0. 90 (2H, 
m) , 0. 92~0. 98 ( 1H, m) , 2.0 
9-2. 19 ( 1H, m) , 7.54 (1H, 
s) , 7. 72 (1H, t) , 7. 86 (1H, 

d) , 8. 1 6 ( 1H, d) , 8.28(1 
H, s) ; MS (FAB) m/z 294 (M + + 
1) ; jaR4HfrttC l6 Hi,N 5 S • 1/2 Hi Ocoft 

(%) C. 59. 59 ; H, 4. 00 ; N, 
23. 16, SI£(I (%) C, 59. 75 ; H, 

3- 80 ; N , 2 3 . 0 2. 

[0 1 13] [3HSW6] 5- (3- (2- (4— f 

lH-fh7/-^: 

(IS1) 5- (3- (2- (4-> f V7nt;l/-2 
-f-TVJ/l^) 7i-;H -2- (4-^h 

4- ^f yrn tr/w- 2 -x-f-;uf-r/-;u8 5 0 m g 

(3— f^V'7x-W -2- (4-^h^fi/ 

^y>->) -2H-rb7y*-;i^2. 5 5g$r, mm 

y=l : 8) fcTHWRU 5- (3- (2- (4--fV 

7'ntr;p-2-f-7V;;P) xf-xoo 7i-;H -2 

- {A-XY^is^V'JiV) -2H-T h5V-/H ■ 
0 8 g £$^feflM£fti LTUfc. 
NMR (400MHz, CDC 1 3 ) 5 ppm 1.3 
5 (6H, d) , 3. 1 6 ( 1H, m) , 3. 
81 (3H, s) , 5. 74 (2H, s) , 
6. 9 1 (2H, dt) , 6. 96 (1H, 
d) , 7. 4 1 ( 2H, dt ) , 7.48(1 
H, t) , 7. 66 ( 1H, dt ) , 8.16 

(1H, dt) , 8. 37 (1H, t) . 

[0114] (IS 2) 5- (3- (2- (4-47 

rntvp-2-^-r/u;u) x.^->v) 7i-;K -1 

5- (3 - (2 - (4— fvrohVW- 2- f-TV'J 
;l,)Xf-x;l/) 7x-yH -2- 



^)-2H-fh7/-/H. 8 5g£. HS60U?)I 

4 yrn tr y x-T7i^£>g& B B B ur«Wft 3 8 3 m g 

Mj£ 177~179'C; NMR(400MHz,D 
MS0-d 6 ) 5ppml. 44 (6H, d), 
3. 25 ( 1H, m) , 7. 70 (1H, s) , 
7. 88 ( 1H, t ) , 8. 03 ( 1H, d) , 

8. 32 (1H, d) , 8. 45 (1H, 
s) ; 7C^*fttC, 5 H, 3 N 5 SOfttKI (%) 
C, 6 1 . 00 ; H, 4. 44 ; N, 2 3. 71, 

Ugffi (%) C, 6 1. 05 ; H, 4. 54 ; 
N, 23. 88. 

[0115] [HS60IJ7] 5-(3-(2-(4-t 
e r xfcylO 7i- 

;W) -1H-t 

(Xgl) 5- (3- (2- (4-tert-7*f/P 

-2-f-ryy/u) xf--;w) 7i-;h -2- (4- 

X Y^i/KVi/jV) -2H-r h5V-/I^'Jft 

4 - 1 e r t -T^- 2 -X^--/H-7/-/U4 0 2 
mgW5- (3— f*H7xX^) -2- (4-^h 
df^ySW -2H-fb7/-/l/2. 73gJ, ^ 
itWltf5IS5i:H*fc:«!aU. ^'J^^^ffl^fc* 
5A^D7h/77^- (^JiJJS:iSSxf-;l/: n-^ 
df^y=l : 10) iZXmmi. n-^.Wsfrt>&& 
itZit. 5 - (3 - (2- (4-te rt-/f-;U-2 

-f-ryy/i') xf-xno 7x^) - 2- (4-^n 

*i^>^)-2H-fh9/-fl'l. 9 1g*» 

fc. 

it£ 113 — 1 15*0; NMR(400MHz,C 
DC 1 3 ) dppm 1. 39 (9H, s ) , 3. 
80 (3H, s ) , 5.74 (2H, s) , 

6. 91 (2H, d) , 6. 98 (1H, s) , 
7. 40 (2H, d) , 7. 48 ( 1H, t) , 
7. 66 ( 1H, dt) , 8. 1 6 ( 1H, d 

t) , 8. 37 (1H, t) ; MS (FAB) m 
/z 430 (M* +1 ) . 
[0 116] (XH2) 5-(3-(2-(4-te 

rt-yf-;i^-2-f-7yy;u) xf--^) 7i-;n 
-lH-f h5y-;P?)-£j£ 

5 - (3- (2- (4-t e rt-y^-2 -f-TY 
•JrtOxf-X/lO 7x-;K - 2- (4-^h*>-<y 
y/P) -2H-fH7/-;H. 73g2\ HHflajlO 
Iig5i:R*fc:*!!aU ft£ftfcffl!6fi*?nnijvkk 

- 1 PEfrbftm&ixmsm 1 . o 6 g t 

US 176~178°C; NMR(400MHz,D 
MS0-d 6 ) Sppml. 33 (9H, s) , 

7. 54 ( 1H, s ) , 7. 73 ( 1H, t) , 
7. 88 ( 1H, d) , 8. 1 7 ( 1H, d) , 



(26) 



#RJ¥1 0-1 95063 



8. 30(1H, s) ; MS(FAB)m/z 

3 10(M*+1); 7CS#flrfflC 16 H 15 N 5 S ■ 1 
/5H 2 Ocnf(%liM, (%) C, 6 1.22; H, 
4. 98;N, 22. 31, MSM (%) C, 6 
1.27; H, 4. 87 ; N, 22. 14. 

[01 17] [HJ6M8] 5- (3- (2- (4-4 

yrnt^- 2 -f-rvu/P) xf--/p) 

7x-/W -lH-f b^V-yU: 
(XS1) 5- (3- (2- (4-4 
-^f-;i/-2-f-TV , J;l-) x^/p) 7i-/H -2 
- (4-^ h*i"<.y : J)\>) -2H-xh7V-;K^- 

4- 4 yroe*- 5 -^f-^- 2 -xf^f7V- 

;l/24 0mg&lX5- (3-4^H7x^;l/) -2- 
(4-^b^x^y^) -2H-fb7 > /-W7 1 

n-M^>=l : 8) KTftSU n-^tfy 
fr&teJMfcStf, 5- (3- (2- (4-4 ym hVl^ 
-5-^f-;W-2-f-TVU;l') xf--;p) 7x-;W 
-2- (4-^h^f^y> f ;u) -2H-rh7V-;W 

1. 9 1g&M B B B tUf^ 

ffll£ 101~103"C; NMR (4 0 0MHz , C 
DC 1 3 ) £ppm 1.31 (6H, d) , 2. 

4 1 (3H, s ) . 3. 09 ( 1H, m) , 
3.80 (3H, s ) , 5. 74 ( 2H, s ) , 

6.91 (2H, d) , 7. 40 (2H, d) , 
7. 46 (1H, br t) , 7. 64 (1H, 
d) , 8. 14 (1H. d) , 8. 35 ( 1 
H, s ) . 

[0118] (IS2) 5- (3- (2- (4-4V 
7u\Z)l-5-X+)V-2-i-TVV)V) xf-~;U) 7 
x-^)-lH-fh 5 V-A'tfteJft 

5- (3- (2- (4-4VTohVU-5-^f-;l/2- 
fTVy/l') Xf-r:;P) 7xx;k) -2- (4-^h^f 
i/^y^» -2H-Th7V'-^3 8 7mg$\ Hfk 

WA 1 5 3—1 5 5*C; NMR (400MHz, D 
MSO-d 6 ) Jppml. 22 (6H, d), 
2.43 (3H, s) , 3. 14 ( 1H, m) , 
7. 71 (1H, br t) , 7. 86 (1H, 
d) , 8. 1 5 ( 1H, d) , 8. 27 ( 1 H, 
s) ; MS(FAB)m/z 310 (M* + 

i) ; 7c*##hic 16 h 15 n 5 smnm (%) c. 

62. 1 1 ; H, 4. 89 ; N, 22. 64, fl£ 
tt (%) C, 6 1. 99 ; H, 4. 92 ; N, 2 

2. 86. 

[01 19] [H*W9] 5-(3-(2-(4-v 



?D^yf^-2-f7/ 1 J;0 x^--^) 7x-;K 
-lH-f-h^V-^: 

(Igl) 5- (3- (2- {A->>?WWf-)V- 
2-+T/VA') x^--;i/) 7x-;U) - 2- (4-^ 
V*isKy*J)V) -2H-rh5V-;K^jS4-^ 
n^yf-yl— 2 4 9m g&tA*5 

- (3-4*K7xX/lO -2- (4-*h*y"sy-v 
)V) -2H-Tb7V-^500mg$r > HJlSfll 1 (OX 

h^77 * - (*§#$ : BfBgxf-yw : n-^df-^y= 
1:8) (CTfifSlU 5- (3- (2- (4-y70'< 
yi-)l-2-^7Y l ))V) Xf--;P) 7x-;K -2- 
(4-^h^fv"<y^» -2H-f h5V-/U4 2 0 

NMR (4 00MHz , CDC 1 3 ) Jppm 1.6 
5~2. 85 (8H, m) , 3. 24 ( 1 H, 
m) , 3. 80 (3H, s) , 5. 74 (2H, 
s) , 6.91 (2H, d) , 6.96(1 
H, s) , 7.40 (2H, d) . 7. 48 

( 1H. t ) , 7. 64 ( 1 H, dt ) , 8. 1 
5 (1H, dt) , 8. 37 (1H, t) . 

[012 0] (IH2) 5- (3- (2- (4-*/? 
x3^y^)V-2-^7V^))V) xf--;p) 7x-;H - 
lH-xb5V-;l/c7)^ 

5- (3- (2- (4-y^n^yf;l/-2-f7/'J 
;U)xf--;U) 7x-/K -2- {4-XY*i<KVi; 
)V) -2H-fh7 > /-/H00mg&, HitWltf)! 

e 5 1 ntRicxia l „ %bixMBm& ? u d*/pa- 

X ? 7 - n - ^^>*^S^h b b LUMtl 2 8 0 m 
g£$t»t# B B B t LTflfc. 

RL^L 14 5"C (de comp. ) ; NMR(400 
MHz, C DC 1 3 -DMSO-d 6 ) 5ppm 1. 
60~~2. 75 (8H, m) , 3.25 ( 1H, 
m) , 7. 00 (1H, s) , 7. 54 (1H, 

t) , 7. 71 (1H. d) , 8. 17 (1 
H, d) , 8. 37 ( 1H, s) ; MS (EI ) 
m/z 32 1 ( M + ) . 

[0121] tmmmio] 5-(3-(2-u- 

y^DM ^-2-f-TVU^) Xf--;U) 7x- 
;U) -lH-Th7V-;P: 
(XS1) 5- (3- (2- (4-^OA.df-^- 
2-^TV , J;l-) Xf-^;P) 7x-/H -2- (4-* 
h^fy^yy;H -2H-f h ? V-;K7)-&J&4 -y? 
O'V*^- 2 -Xf-x;^TV-7l/2 6 8m g&tf 5 

- (3-4*b*7x-/l/) -2- (4-^h^fx^yx 
IV) -2H-fh7 > /-^500mg&, HftWl*)! 

h?77j- mtam ■ amx** •. n-^*+ry= 

1 : 8) fcTfflKU 5- (3- (2- 

df^-2-f-ryu;u) xf--;io 7x-;H -2- 
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-2H-rh7V-;W4 0 0 

m g ^mn-mmmt txnt: . 

NMR (400MHz, CDC1 3 ) 5ppm 1.2 
5-2. 1 5 ( 1 OH, m) , 2. 8 1 ( 1H, 
m) , 3. 81 ( 1H, s ) , 5. 74 (2H, 
s) , 6.92 (2H, d) , 6.93(1 

H, s) , 7.41 (2H, d) , 7.65 
( 1H, dt) , 8. 1 5 ( 1H, dt) , 
8. 36 (1H, t) . 

[0122] <I«2) 5- (3- (2- (4-i/? 
0^dfiv;U-2-f-rVy^) Xf-x;H 7i-;W - 
1H-t1-7V-/K7>-&1£ 

5 - (3 - (2- (4-i/7nA.df^-2-^rV'J 
;P) X^~;P) 7x-;H -2- ( 4 h^i/^yiv' 
>W) -2H-fh7 1 /-/l'4 7 3mgJ > SQtWKOI 

166— 1 69*C; IRvmaxcnr 1 221 
6; NMR (400MHz, CDC 1 3 ) 5-ppm 

I. 25-2. 20 (10H, m) , 2.96(1 
H, m) , 7. 05 ( 1 H, s ) , 7.5 5 

( 1H, dd) , 8. 1 5 ( 1H, s) , 8.1 
6(1H, dd) ; MS(EI)m/z 335 
( M* ) ; jSMttfttC l8 H 17 N 8 Sc9fh3£€(%) 
C, 64. 4 5 ; H, 5. 1 1 ; N, 20. 8 
8, C 64. 46 ; H, 5. 1 0 ; 

N, 20. 62. 
[0123] [UttMll] 5- (3- (2- (4- 
X+A+3tX+fr-2-1-7*/\)A') xf-x;W) 7i- 
JlO -lH-f h^V-ZU: 

(XB1) 2- (4-^h^i/<yi/» -5- (3 
- (2- (4-^^f-^f-;P-2-f-TV'J^) X 

2-^-/1- 4 -*-f-M~tt7 x /—)V5 08mgS 
1/5- (3-4*K7xX;l,) -2- (4-^h^f^ 
VS/ylO -2H-f-h5V-/I/98 1m8*H3tWl^) 

x^4 1 mmm >y r y >7%mi>zft u :/ y # y^z 

n-^-9-y=l : 4) fcrtHSU ?ao*/Pi>. 
-n-^df-^y*^S^ H B B L2- {A-tY^KVi; 
)V) - 5- (3- (2- (4-*?7Uf-5j-.X-f7l/-2- 
f-TV'U^) xf-x^) 7x-/H -2H-rh9V- 
;W8 6 7 m g &$JI&ISAixt&*fc l/t*»fc. 
Mb£ 104-1 06T:; NMR(400MHz,C 
DC 1 3 ) dppm 2. 1 4 ( 3H, s ) , 3. 
81 (3H, s) , 3. 86 (2H, s) , 
5. 74 (2H, s) , 6. 90-6. 93 (2 
H, m) , 7.21 (1H, s) , 7.39- 
7. 4 1 (2H. m) , 7. 49 ( 1H, t ) , 



7. 65 ( 1H, d) , 8. 1 7 ( 1H, d) , 
8. 36 (1H, s) ; MS (EI) m/z 4 
3 3 (M + ) ; 7aR**fttC 12 H I9 N 8 S 2 mM-iM. 

(%) C, 60. 95 ; H, 4. 42 ; N, 1 
6.15, jf|£fit (%) C, 60. 66 ; H, 
4.45; N, 1 6. 1 0. 

[0124] (Ig2) 5- ( 3- (2- (4-^f- 
;H-3t*^-2-f-7V'y/l/) x^--;i^) 7i-;H 

2- (4-^ hdri/<yiv» - 5-(3-(2-(4 

-^^;H-^f-;p-2-^-ryy^) xf-^u) 71 

-;U) -2H-rh9V-/l/4 3 3mg*Hjtfif«l<0I 

4>S*6flU ftg^2 8 5mg£*#*:. 
SJUS 1 59-1 62'C; NMR(400MHz.D 
MSO-d 6 ) Jppm2. 07 (3H, s) , 
3. 85 ( 2H, s ) , 7. 7 1 ( 1H, s ) , 
7. 73 ( 1H, t ) , 7. 88 ( 1H, d 
t ) , 8. 1 7 ( 1 H, dt ) , 8.29(1 
H, t) ; MS(EI)m/z 313(M + ); 
TCfMlCnHnNs S 2 ■ 1/4H, OtfDtWffi 

(%) C, 52. 89 ; H, 3. 65 ; N, 2 
2. 0 3, M%M (%) C, 5 2. 87 ; H, 
3.54; N, 2 1 . 70. 

[0125] l$mmi2] 5-(3-(2-(4- 
Xh*i'*+A'-5-y+fr-2-+T/»ft') Xfd 
;U) 7i-/K -lH-fh7/-;P: 

(Xmi) 2- (4-^hdf^y>-» -5- (3 
- (2- (4-^hdfi/^^-2-^rV'J^) xf- 
->v) 7i-;H -2H-f V-;W0>&j£ 
2-xf--;P-4-p< h^fiV^^;Uf-TV-;l/6 5 9m 
g&tf5- (3-^b'7i-^) -2- (4-jXh^f 
iv^y^W) -2H-xh7V-;H . 4 1 gSrHMCT 

i coxm t mmizmm i . 4*** . s/ y # 

V^5A70Vh757-f- (»aj?R:»llX^I/: 
n-^ty-?no*;^=2 : 1 ) fcTtWiU 7 
onjh7WA-n--N*1f:/fr4>ffteftU 2 - (4-* 
h^fy^yiP) -5 - (3- ( 2 - (4-^h*i^< 
f-;U-2-f-rV*y^) xf-~;l/) 7x-iH -2H- 
T h 1 . 4 8 7 g &f£ B B B tt1ft*i: LTfffc. 

MA 1 0 5-1 07*C; NMR (400MHz, C 
DClj ) 5ppm 3. 49 (3H, s), 3. 
80 (3H, s ) , 4. 63 (2H, s ) , 
5. 74 (2H, s ) , 6. 90-6. 92(2 
H, m) , 7. 30 ( 1H, s) , 7. 39- 
7. 4 1 ( 2H, m) , 7. 49 ( 1H, t ) , 
7. 65 ( 1H, d) , 8. 1 7 ( 1H, d) , 
8. 36(1H, s) ; MS(EI)m/z 4 
17 (M + ) ; 7C*#flflIC 22 H 19 N 6 0 2 SOfHT 
ffl (%) C, 63. 29 ; H, 4. 59 ; N, 1 
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6. 77, 8g£ffi (%) C, 63. 12; H, 
4.62; N. 16. 66. 
[0126] (Ig2) 5- (3- (2- (4-*h- 
*>v<^/l'-2-3-7Vy;l') xf-xyu) 7x-;K - 
lH-rh^V-;^^ 

2- -5- (3- (2- (4 

-2H-rh7V-;H . l 6 9 g *WtW 1 <oi 
S5fcH«fc:*SIU «ISASrX^y-;l/-n-^^ 
Vfr&SlSftU *Hft7 9 4mg*i&fc. 
H£ 2 11~2 14'C; I Ri/max cm" 1 22 1 
6; NMR (400MHz, DMSO-d 6 ) dpp 
m 3. 35 (3H, s) , 4.54 (2H, 
s) , 7. 73 (1H, s) , 7. 80 (1H, 
t) , 7.87 (1H, dt) , 8. 17 (1 
H, dt) , 8. 29 ( 1H, t ) ; MS (E 
I)m/z 297 (M* ) ; jcSMffi C I4 H„ 
N 5 OS<?jmm (%) C, 56. 55; H, 3. 
73 ; N, 23. 55. fflSffi (%) C, 56. 
52 ; H. 3. 84 ; N, 23. 66. 
[0127] [HSS0U3] 5-(3-(2-(4- 
^f-;U-2-^TVU;W) xf-xyu) 7i-;P) - 1 H 

(IS1) 5- (3- (2- (4-*?*-2-*r 
-2-^yxf-;U-) 7i-/K -2- (4- 
^h^fi^<>^>) -2H-rh7V-;l/^fi£ 
iM y 7nhVl/7* $ y 1 . 0 4 g $:TH F20mH:S 
j*U -7 8rT-«JfT(:n-^;UUf"7A (1. 7 
lM«n-^tyil) 5. 6ml£Jn;t. 0*C"C1 
04Ma»ffLfc. i?tf-7 8r£ftinU 
7V-/H. 00 g«0THF5m 1 $§iK£Jn;L RffiJg 
"CO . 5B*HStfFLfc. RJC«fe^^3- (2 - (4 
-^h^r^y^) -5— fh^VUA') 7i^;Hf 
Si. 4 5gOTHF?§?g£jD;t. $6£RjUtCll* 

A^D7^77^- <»iB»E:»»X?-/l/: n-^ 
^=1 : 3) tCCSMSU X— f;P-n— Ndf-ty*> 

^s^ B B a L5- (3- (2- (4-^^-2-f-ry 

U/P) -2-^yx^U) 7i-;H -2 - (4-^ 
h^O-j^) -2H-f b5VWK). 60g£lt 

Mj£ 90~91"C; NMR (400MHz, CDC 
1 3 )Jppm 2. 52 ( 3H, s ) , 3.79 
(3H, s) , 4. 51 (2H, s) , 5. 72 
(2H, s) , 6. 89 (2H, d) , 7.3 
7 (2H, d) , 7. 40-7. 45 (3H, 
m) , 8. 04 (1H. t) , 8. 12 (1H, 



s) ; 7C3S#$HIC 21 H 19 N 5 0 2 Stf>fHM| 
(%) C, 62. 1 1 ; H, 4. 92 ; N, 1 

7.27, (%) C, 6 1. 7 8 ; H, 

4.78; N, 1 6. 99. 
[0128] (1^2) 5- (3- (2- (4-*? 

/1,-2-f- ryu;w) x?x/p) 7i-;K - 2- (4 

-^h^f^y^l/) -2H-r 

5 - (3 - (2- (4-X^-2-^Ty*U;U) -2 

-^•dfyx^-;!/) 7xx;P) -2- {4-Xh*?isKy 
-2H—fh5y-^IQtM2<0lS3 4:H* 

^57<- (jgtfift : tt#x^-/W : n -^^y= X . 
3) fcT»»U nhil&MUkZ^-T-^-n-^V 

yfrmm&Lx. 5 - (3- (2- ( 4 2 

-^-ryj/W) x^xyw) 7i-;W -2- (4-^<h 
^i/KyisiV) - 2H -r h ?V-^2 9 m g £#Mftf| 

M* 95~96°C; NMR ( 4 0 OMH z , CDC 
1 3 ) dppm 2.50 (3H, s) , 3.80 
(3H, s) , 5. 74 (2H, s) , 6. 9 1 
(2H, d) , 6. 95 ( 1H, s) , 7.4 

0 (2H, d) , 7. 48 ( 1H, t) , 7. 
64 (1H, d) , 8. 16 (1H, d) , 8. 
36 (1H, s) . 

[0129] (XS3) 5- ( 3- (2- 
;P-2-f-7VU;k) xf-xyp) 7i-;H -lH-f 
h7y-/KD£j£ 

5 - (3 - (2- (4-^f-;I/-2-f-ry'J;U) x-f- 

=-)V) 7z-;H - 2- U-^^^yx/P) -2 

H-Th?y-/H2. lmg^HJ£^Jlc7)Xg5fc|iI 
L , fflttftfcx* /-^-x-T/U*^SiSS 

It* 2 24~2 27*C (dec omp. ) ; NMR 
(400MHz, DMSO-d 6 ) 5ppm2. 43 
(3H, s) , 7. 53 (1H, s) , 7.7 
2 ( 1H, t) , 7. 85 ( 1H, d) , 8. 

1 7 ( 1H, d) , 8. 27 ( 1H, s) ; M 
S ( E I ) m/ z 2 6 7 ( M* ) ; 7C*^fflC 13 H 
9 N 5 S • 1/10H, Off)imm(%) C 58. 

02 ; H. 3. 45 ; N, 2 6. 0 2, 1M« 
(%) C, 58. 06 ; H, 3. 69 ; N, 2 
5. 49. 

[0130] [K8IW14] 5-(3-(2-(4- 

-f yy**- 2-f-ryu^) xf^) 7i-/h - 

lH-TbyY-JU: 

(xsi) 5- (3- (2- <4-' fyy^-2- 

f-TY'M') xfcyio 7i-;H -2- (4-^h^r 
y^y^H -2H-rh7y-;K7?^ 

2 - xf-x/p - 4 - y y ^;uf - ry-^4 somga 

1X5- (3-^*H7x-^) -2- U-.XHfS'K, 
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yi/)V) -2H-rh7V-;P880mg^H»Jl^ 

7A?D7h/77^ - (ifFffia : IH»Xf-;W : n 
3-?y=l : 4) fcTWHBU ?nn*M-n-M 
•9->*^S^aL5- (3- (2 - (4-4 77**- 
2-f-TVU;U) Xf-x;P) 7x.-)V) -2 - (4-X 
Y^vKyisiV) -2H-f h7V-/P86 7mg£$ 

NMR (400MHz, CDC 1 3 ) 5ppm 0.9 
5 (6H, d) , 2. 1 2 ( 1H, m) , 2. 
67 (2H, d) , 3. 80 (3H, s) , 
5. 74 (2H, s) , 6. 9 1 (2H, d ) , 

6. 94 ( 1H, s) , 7. 40 ( 2H, d) , 

7. 48 (1H, t) , 7. 64 (1H, 

d) , 8. 1 5 ( 1H, d) , 8. 36 ( 1 H, 
s) . 

[01 31] (182) 5- (3- (2- (4-4 V 
y^-2-f-TVU;p) Xf-~;P) 7i-;H - 1H 

5- (3 - (2- (4— fy^f-;P-2-^TVU^) 
X*x/l/) 7x-/U) -2- (4-^bdf.^y^) 
-2H-fh vV'-)V9 7 0 m g SrHSiM 1 <DTM 5 t 

mmmwi, mm&ifwfr^-n-^vyfr 

t>mOk l s aStl 3 6 0 m g £&7t . 
M£ 177-1 78°C; NMR (400MHz, D 
MSO-d 6 ) JppmO. 90 (6H, d) , 
2.03 (1H, m) , 2. 63 (2H, d) , 
7. 54 ( 1H, s) , 7. 73 ( 1H, t ) , 

7. 86 (1H, d) , 8. 16 (1H, 
d) , 8. 32 ( 1H, s) ; MS (E I ) m/ 
z 3 09 (M* ) ; 7aMHWSCi 6 H„Nj S- 1 
/4H 2 OWtWtt (%) C, 61.22; H, 
4.98; N, 22. 31, SQ^flt (%) C,6 
0.90; H, 4. 86 ; N, 2 1 . 97. 
[0132] [Idfem 5] 5-(3-(2-(4- 
X.+fr-2-+T/Vfr) ys.—)V) -1H 

-Th7V'-;W: 

(181) 5- (3- (2- (4-xf-/|/-2-*7 
yy;U) x^-x/u) 7i-;H - 2- (4-^h^^< 
y : J)V) -2H-f b5 y-A^tert 

4 -xf-/k- 2 -x.+zfr—f-Tf—lVA 6 0 m gRXS 
5- (3-4*K7x-/l/) -2- (4-^h^>-<y 
=J)V) -2H-rh7y-;H . Og£2SJ6m«OHI 
4^|e08«JIU 4j£ft^i/»J^y;U*ffl^fc*5A 
;d?^77^- (JSJUa : SUP:** : n-^Mf 
y= 1 : 3) (rcfiKRU x^y-zl—n-'v^y^ 
^S^ B B aL5- (3- (2- (4-x^;w-2-f-ry 

>J;Hx*x;U) 7z-^) -2- (4-^h^>-^y 
5>^> -2H-f h 7/-^ 7 3 0 m g £&H£ittf,r B 



»US 116-117°C; NMR(400MHz,C 
DC 1 3 ) $p P ra 1. 34 ( 3H, t ) , 2. 
85 (2H, q) , 3.80 (3H, s) , 
6. 90 ( 2H, d) , 6. 96 ( 1H, s) , 
7. 39 (2H, d) , 7. 48 ( 1H, t) , 

7. 66 ( 1H, d), 8. 15(1 H, 

d) , 8. 36(1H, s) ; 7C«7>*f€C 22 H 19 
N 5 OS - 1/2H 2 Omm.{%) C, 64. 3 
7 ; H, 4. 91 ; N, 17. 0 6, Wm. 
(%) C, 64. 6 2 ; H, 4. 78 ; N, 1 

6. 73. 

[0133] (182) 5- (3- (2- (4-xf- 
rt^-2-f- TYV)U) xf-x/1-) 7x-/H - 1 H-f 

h^y-n^sE 

5 - (3- (2- (4-xf-;t— 2-f-ryj;l/) x^- 
7i-;H - 2- (4 -J* h^fyOy/H -2 
H-ff7 V-A- 7 3 6 m g £HJfe0!l 1 OI8 5 k H« 

t . Sfflfe 2 6 8 m g SgggfettAttSft?!: LTflfc. 
RL£ 198—200^; NMR(400MHz,D 
MSO-d 6 ) ? P pml. 26 (3H, t), 
2. 78 (2H, q) . 7. 54 (1H, s) . 

7. 73 ( 1H, t ) , 7. 86 ( 1H, d) , 

8. 16 (1H, d) , 8. 29 (1H, 

s) ; jtmftffim c 14 H n N 5 scom.m(%) 

C, 59. 77 ; H, 3. 94 ; N, 24. 89, 

$>I5£€ (%) C, 5 9. 30 ; H, 4. 07 ; 
N, 24. 71. 

[0134J [33tm6] 5-(3-(2-(4- 
n-:*?f-/U-2— f-rVUA') x^-x/U) 7iZ/H 
-lH-f h7/-/k 

(181) 2- (4-*h*S<"0>^) -5- (3 
- (2- (4-n-^7f;l/-2-f7/ l J;P) If- 
;p) 7i-;i/) -2H-rh7y-;^^-)jSi 
2-X^-xyU-4-n-^-^f-;^ry-^4 1 Omg 
ftV5- (3-^K7x-;H -2- (4-^h^fiy 
-2H-f-h5y-/I/7 2 6mgtHStm 

*7A;o7b/77^- (*ffiJR:»»X^: n- 
^■fy=l : 7) fcTfUSU n-^ty*'^^ 
it£T\ 2- (4-^h^^<y^» -5 - (3- 
(2 - (4-n-*?+)V-2-1-TVV)V) x*x 
A) 7i^) -2H-fh7y-/P593mg&M 

Ht£ 47~48°C; NMR ( 4 0 0MH z , CDC 
l 3 ) Jppm 0. 88 (3H, t) , 1.27 
~1. 75 (12H, m) , 2. 80 (2H, 
t) , 3. 79 (3H, s) , 5. 55 (2H, 
s) . 6. 89~6. 92 ( 2H, m ) , 6. 
94 (1H, s) , 7. 38~7. 41 (2H, 
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m) , 7. 47 (1H, t) , 7. 64 (1H, 
d) . 8. 1 5 ( 1H. d) . 8. 36 ( 1 

H, s) ; MS(EI)m/z 485(M'); 

7c^^tfc 28 H 3 ,N 6 osmmm (%) C, 6 

9. 24 ; H, 6. 43 ; N, 14. 42, 
(%) C, 68. 98 ; H, 6. 32 ; N, 1 
4. 35. 

[01351(182) 5- (3- (2- (4-n- 
^f-;p-2-f-rVy^) x^;u) 7x-;K -l 

2- (4-^h^^y^) -5- ( 3- (2- (4 
-n-it7t)V-2-i~TV'V)V) Xf-x;|^) y X - 
;U) -2H-Th^V-^4 8 6mg^||l[fiWl^Ig 

>T&»&is*6ft u 1 8 6 m g mimttt LX 

MLft 104-1 05'C; NMR(400MHz, D 
MSO-d 6 ) JppmO. 86 (3H, t) , 

I . 2 5-1 . 68 ( 1 2H, m) , 2.74(2 
H, t) , 7. 53 (1H, s) , 7.72 

( 1H, t ) , 7. 86 ( 1H, d ) , 8.16 
( 1H, d) , 8. 28 ( 1H, s) ; MS 
(EI) m/z 365 (M+ ) ; 7C*#$ffeC 20 H 23 
N 6 S*)it*e(%) C, 6 5. 72; H, 6.3 
4 ; N. 1 9. 17, SUJgffi (%) C, 65. 6 
9 ; H, 6. 2 7 ; N, 1 9. 24 . 
[0 136] [3&ffiWl7] 5-(4-(2-(4- 
^nyf-yU-2— f-TYVfr) xf-^/W) -2-f-x 
x;U) - in— rb5V-A' : 
(181) 5- (4-yot-2-^-x-;W) -2- 
{A-ty^i/Ky&V) -2H-Th7"/->W)£fS. 
5- {A-7tt-2-^-)l) -lH-fb7V- 
^££fl^lOl!I3fcH*W(SIU 5-(4-yn 
€:-2-f-XZi;U) -2- - 

ItS 7 0-7 2°C (HKhfHfgE : 7DD*M-n- 
A.df-ty) ; I R^max cm" 1 ; 3 1 08,3 00 
4, 2964, 2836, 1 682, 1 614, 1 58 
8, 1574, 1516; NMR (4 0 0MHz, C 
DC 1 3 ) 5ppm 3. 80 (3H, s) , 5. 
70 ( 2H, s ) , 6. 88-6. 9 1 (2H, 
m) , 7. 3 1 ( 1H, d) , 7. 35-7. 3 
8 (2H, m) , 7. 67 ( 1H, d) ; MS 
(EI) m/z 352[(M*+2)+l],350 
C(M + )+l]: TtMfttifMC ! 3 H ] j B r N 4 OS 

(%) C, 44. 46; H, 3. 1 6 ; 
N, 15. 95, (%) C. 44. 54 ; 

H, 3. 1 1 ; N. 1 5- 99. 
[01371(182) 5- (4- (2- 
o/f;i/-2-^ f-rV'J^) xfcyP) -2-fx~ 



/l/)-lH-fh ?V-)V(rfe$i. 

5- (4-7'o^-2-f-x-;U) -2- (4-^h^r 

i/KVi/)V) -2H-7-hyV-)Vt4->>7uy*f-tV 

- 2 -m--iv+TV->v*mmw i <oi84 1 mmz 
mt. 3i*«*«sm<oia5fcH«fc]ni4-*h 

M£ 2 2 4-2 3 0°C (SliAiSgE : ?OD*M- 
n-A.df-9-y) ; I Ri/max c m" 1 ; 3088, 2 
216.1 580,1 518; NMR ( 4 0 OMH 
z, DMSO-d 6 ) 5ppm 1. 84-2. 31 
(6H, m) , 3. 63-3. 71 (1H, 
m) , 7. 54 (1H, s) , 7. 93 (1H, 
s) , 8. 40 ( 1H, s ) ; MS (FAB) 
m/z 314 (M* +1); jSg$HfrffiC l4 H u 
N 5 S 2 *>St4M6 (%) C 5 2. 1 5 ; H, 3. 7 
5 ; N, 2 1. 72, (%) C, 5 2. 1 

5 ; H, 3. 67 ; N, 21. 91. 
[0 138] [3tK0yi8] 5-(5-(2-(4- 
is9u7^-)V-2-j-7W)V) -2-f-X 
x;U) -lH-fh7/-^: 
(181) 5- (5-7 , Dt-2-fxzW -2- 
(4-^h^fy\yy;H -2H— f h7V-;K3£l£ 
5- ( 5-7'o : E-2-f-x-^) -lH-f hyY- 

ivzmmm 1 *>ig 3 t mmizw®. 1 . 5 - ( 5 - yn 

t-2-fI-/l') -2- (4-^h^^y^VP) - 
2H-rh?y-;l"£f|tf:. 

114 87-89°C : ?OD*)W-n- 

^•fy) ; IRvmax cm' 1 ; 30 0 0, 284 
0, 16 14, 1 580, 1 520; NMR(400 
MHz, C DC 1 3 ) 5ppm 3. 79 (3H, 
s) , 5.69 (2H, s) , 6. 88-6. 9 
1 (2H, m) , 7. 07 ( 1H, d) , 7. 
37-7. 35 (2H, m) , 7. 5 1 ( 1H, 
d) ; MS (EI) m/z 3 52 [(M*+2) + 

i] , 350 [ <m* ) + 1] ; 7mmmc 19 n n 

BrN 4 OStfDftWI (%) C, 44. 46; H, 
3.16; N, 1 5. 95, Mfem (%) C. 4 
4.65; H, 3. 1 1 ; N, 1 5. 94. 
[0139] (182) 5- (5- (2- (4—>? 
v71-fr-2-+T/Vfi') x^-x;H -2-fx^ 
/10 -lH-fb 7V-/K0£jft 
5- (5-/nt-2-fl-;K -2- (4-^h^r 
S^y^) -2H-fh7 > /-^i4-y7n7'f;l/ 

- 2 -xf-^;l^7V-/l'£5iSfc0iJ 1 C0I84 fc fflklz 

M£ 252-257 °C( SSSflMSI : ? D U*)IA - 
n— Ndf^y) ; IRi/max cm"' ; 2976, 22 
00, 1 5 66, 1 5 1 0; NMR(400MHz, 
DMSO-d 6 ) dvpm 1. 84-2. 34 (6 
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H, m) , 3. 62-3. 7 1 ( 1 H, m) , 
7. 44 (1H. d) , 7. 52 ( 1H. s) , 
7. 55(1H, d) ; MS (FAB)m/z 
3 14 (M + +l) ; 7G*#WftC 14 HuN 6 S 2 • 
1/2H 2 CWfUtlffi (%) C, 52. 15; H, 
3.75; N, 21. 72, PJjgffi (%) C, 5 
2.15; H, 3. 67 ; N, 2 1 . 9 1 . 

[0 140] [SSttWl9] 5-(5-(2-(4- 
i/?U-/*)V-2-1-7VV>V) 3ij--)V) - 2-7 V 
)V) - 1 H-rh5V-^: 

(181) 5- (5-/ot-2-7W-l- 

- (5-7tt-2-7V>l) -2- (4-Xh* : s< 

y ; j/u) -2H-xh7V"-;i/^^ 

5- ( 5-fu=t-2-7V)V') - 1 H-f-h^V-yU 

*n»wi^xe3i:ra«w:»iu, isv'*ry*tm» 

5- ( 5 -7*3^-2 -f-xx;P) - 1 - (4-^ 
y<y»)-lH-fh7 V-;K^»»r- * ttJST 

H& 7 0-7 ir (n-A.^yfc'CteiMb) ; N 
MR(400MHz, CDC 1 3 ) 5ppm 3. 79 
(3H, s) , 5. 72 (2H, s) , 6. 46 
( 1H, d) , 6. 87-6. 9 1 (2H, 
m) , 7. 05 ( 1H, d) , 7. 36-7. 3 
8(2H, m) ; MS(EI)m/z 337 
[ (M* +2) +1] . 335 [ (M* ) +1 ) ; 
5aR»*f«C 18 H n BrN4 0 2 Off-»ffl (%) C, 4 
6.58; H, 3. 3 1 ; N, 16. 72, ffljg 
m (%) C, 46. 66 ; H, 3. 33 ; N, 1 
6. 89. 5- (5-7*n*-2-f-xx;l,) - 

2- (4-^h^f^<y^';U) -2H-fh7V-;U0 

Mt£ 113-11 4'C (HHAjffiK : ?OD*M- 
n-^df-^y) ; NMR (400MHz, CDC 1 
3 ) 5-ppm 3. 78 (3H, s) , 5.76 
(2H, s ) , 6. 55 ( 1 H, d) , 6.8 

4- 6. 88 (2H, m) , 7. 1 8 ( 1H, 

d) , 7. 27—7. 31 (2H, m) ; MS (E 

I ) m/z 337 [(M f +2)+l),335 

[ ( M* ) + 1 ] ijSMfCnHnBrN, 0 2 *> 

HIM (%) C, 46. 58 ; H, 3. 3 1 ; 

N, 16. 72, fflSffi (%) C, 46. 69 ; 

H, 3. 33 ; N, 1 6. 93. 
[0141] (IS 2) 5- (5— f*b*-2-7U 
- l- (4-^h^r^y^) -2H-rh5V 

5- (5-/nt-2-fx-;l.) -1- (4-^t-* 
v^y^VU) -2H-f-h7r-;U8 3 3mg. 3»7^ 
#y7A3. 9 8g&tf37-ftig-£E2. 29g£DM 



J£«£*2 0 0ml tfaa&ft£ ; MK W:. Wffi 

-9-^=1 : 1 ) fcrtftMU 5- (5— f*K-2-7 
!W -1- {4-*Y*i"^V : J)V) -2H-f b7 
V-;W8 8 m g *|JSieBfitt»*i: LTfcfc. 
UL4 103-105t(n (TCIfeM:) ; 
NMR(400MHz, CDC1 3 ) 5ppm 3. 7 
9 (3H, s) , 5.72 (2H, s) , 6. 6 
9 ( 1H, d) , 6. 87-6. 9 1 ( 2H, 
m) , 7. 00 (1H, d) , 7. 36-7. 3 

8 ( 2H, m) . 

[01421(183) 5- (5- (2- (4-^7 

o7'f-;p-2-f-ryy^) x^-xno -2-fx- 

;U) — 1 H — r h ?y-;U»&jft 

5- (5 - (2- ( 4 -y^D/f/H 2 -f-TVU 

;P) Xf-X/I^) -2-7'J;l/) - 1- (4-*h*i/< 

yy^) -2H-- fb7y-;i'fc4-v^oyf-;i/-2 

-xf--^ry-^*natw 1 oi84 1 Hat£*vi 
U 5- (5- (2- (4-^^ay^-2-^ry 

•J;P) xf-x/W) -2-7'J;l/) -1- (4-*h*is 
<> V)V) - 2 H-r h 5y-^t«E»filSfifHB*t 

Mbftl 07-1 08'C ; NMR (400MHz, CD 

C 1 3 ) Jppm 1 . 88-2. 10 (2H, 

m) , 2. 26-2. 4 1 (4H, m) , 3.6 

4- 3. 73 ( 1H, m) , 3.80 (3H, 

s) , 5. 74 (2H, s) , 6. 89 ( 1H, 
d) , 6. 89-6. 92 ( 2H, m) , 6. 9 

9 ( 1H, s) , 7. 14 ( 1H, d) , 7. 
37—7. 4 1 (2H. m) . 

[0 14 3] (184) 5- ( 5- (2- {4-*/9 
nf+flr-l-f-T/Vfr) X^-x/U) -2-7U;U) 
-1H-Tb7y-;UD£)£ 

5- (5 - (2- (4-v^ayf-^-2-f-ryj 
;P) Xf-X^) -2-7VA') - 1- (4-^h*^ 

-2H-fb 9y-A/fcWIW 1 «MDg 5 1 |s) 

M£ 1 6 4 - 1 6 6 "C ( Bttftjgg ; 7 o o*;WA - 
n—N^Mfy) ; NMR (400MHz, DMSO- 
d 6 ) 5ppm 1. 86—2. 34 (6H, m) , 
3. 64-3. 73 ( 1H, m) , 7.41(1 
H, d) , 7. 43 (1H, d) , 7. 64 

(1H, s) ; MS (FAB ) m/z 2 98 (M + 
+ 1 ) ; 7HR4MJHtC 14 H, , N 5 O ScDtfgffi 

(%) C, 56. 55 ; H, 3. 73 ; N, 23. 
56, Mfem (%) C. 56. 22 : H, 3. 8 
1 ; N, 23. 86. 
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[0144] [|QfiW20] 5-(5-(2-(4- 
i>-7v71-)V-2-1~TYV)V) x^--;l/) -3-f'J 
y» -lH-rb7V*-;U: 

(HI) 3-rot-5-(2-(4-^h^ 
yy» -2H-fb5/-;i/-5-^ f/i/) t'jyy(7) 

3-^ot-5- (lH-5-f b^Vy*) ty^'y 
£»Sm<9l83k^t£fc&3U 3-7cH;-5- 
(2- (4-* h^5/^y^» -2H-fhvY-JV 
-5-4A-) IfUS/ytHlfc. 
Itt£ 1 1 3-1 1 5*C (IHSAfttt : ?on*/PA- 
n-Mt>-) ; NMR (400MHz, CDC 1 
3 ) Sppm 3.80(3H. s). 5.76 
(2H, s ) , 6. 90-6. 93 (2H, 
m) , 7. 38— 7. 40 (2H, m) , 8.5 
5 (1H, t) , 8. 75 (1H, d) . 9. 2 
6(1H, d) ; 7C*#W*C,4Hi t BrN5 OO 
ftgtt (%) C, 48. 57 ; H, 3.49; N, 
20.23, »£«(%) C.48.48; H, 
3.40; N, 20. 30. 
[01451(182) 3— r*K-5- (2- (4 
-2H-rh7V-^-5-'f 

/!✓) e y y*y<?>-£j£ 

5- (5-7'n€-2-fx-;L-) -1- (4-*h* 
y<yy»-2H-fh7 V-A-fcgSftW 1 9 k H« 
3— (2- (4-*h*i"<y 
y» -2H-TYyV-}V-5-Ml) t°yyy£# 
ft. 

1 2 3-1 2 5°C (Sfe B H B ?§« : ?DD*M- 
n-^Mfy) ; NMR (400MHz, CDC 1 

3 ) Sppm 3. 81 (3H, s) , 5.76 
(2H, s) , 6. 90-6. 93 (2H, 

m) , 7. 39-7. 4 1 (2H, m) , 8.7 

4 (1H, t) , 8. 80 (1H, d) , 9. 2 
8 ( 1H, d) . 

[0146] (183) 5- (5- (2- 
u?1->V-2-1~TVV)V) xf-x/W) -3-f'Jy 
)V) - lH-7-h7Y-)U<?)&& 
3-4*F-5- (2- (4-*h*y<yy» -2 
H — f b 5 V— A' - 5 - ' f ; u ) t° y v y k 4 - v ^ o 7" 
f-^- 2 -xf-n;l^7V-;l^HSfe0iJ 1 OI84 kH 
SHcfflSU 5l^«#Httfflll^)XS5fc|iiafc:«HIL 

K£ 113-11 5°C (S^b b b?§« : ;nn*yp 
A); NMR (400MHz, CDC 1 3 ) Sppm 

1. 87-2. 33 (6H, m) , 3.65- 
3. 7 3 ( 1 H, m) , 7. 57 ( ( 1 H, 
s) , 8. 43 (1H, t) , 8.73 (1H, 
d) , 9. 20 (1H, d) ; MS (FAB) m 
/z 309 (M* +1) ;7C*fttfHlC 15 H 12 N 6 



SOtBM (%> C. 58. 43 ; H, 3.92; 
N, 27. 25, mmm(%) C, 58. 44; 
H, 3. 68 ; N, 27. 25 - 

[0147] [I»l2 1]5-(6-(2-(4-y 
puzr^-)V-2-^TV'))V) Xf^) -2-t°yy 
)V) -m-y-YyV-lV: 

(181) 6-7o*-2- ( 1 - (4-*h*is< 

wtv) -lH—fh^v-A— 5-4A-) ey^>. 

AV 6-roq&-2- (2- (4-Xh*isKyi; 

>v) -2H-Th7V-/w-5--oi') tryyyo£i£ 

6-7n*-2- ( 1 H-5~Tb5YViV) tf'Jv> 
fcldtW 1 ?>I8 3 k Htt&ttS L s 6 - y ot - 2 - 
(1- (4-.X h*y<yy» -lH-Th^V-A 
-5-4 AO eyy'y, 6-rn*-2-<2- 
(4-^h^fy^';H -2H-f h5V-A—5- 
4A-) tfUS;yfc. #>2 : 3^a^ftfcUt»fc. 
NMR (400MHz, CDC 1 3 ) dppm 3.7 
6 and 3. 79 (3H, each s) , 
5. 79 and 6. 10(2H, eachs), 
6.83 and 6.89(2H, d), 7. 
40 and 7.44 (2H, each d) , 
7. 57-7. 75 (2H, m) , 8. 1 7 an 
d 8. 30 (1, d) . 

[0148] (182) 6-4*^-2- ( 1- (4 
-*h*i"0 : J>V) -lH-xh^V-A— 5-4 

iv) t°yyy. &v 6-4*K-2- (2- 
h*y^yy» -2H— fh7V-;i/-5-4;w) f 
y y'y?)£j£ 

±1E, /nt#i. 3Sifim9<OIg2fcB«fc*iS 
U 6 -4*1*- 2- ( 1- U-^h^f^y^A-) 

-lH-ff 7 v-a— 5 - 4 a- ) tr y yy , mf 6 

-4^H-2- (2- (4-^b^y^y^'A) -2H 
— f h^V-A— 5-4A0 eyy*y£, &3 : 20M 

NMR(400MHz, CDC1 3 ) Sppm 3. 7 
6 and 3.79 (3H, each s) , 
5.79 and 6.09(2H, eachs), 

6.83 and 6.89(2H, each 
d) , 7. 39and 7. 44(2H, eac 
h d) , 7. 38-7. 52 ( 1H, m) , 
7. 78-7. 86 ( 1H, m), 8.17 an 
d 8. 30 (1H, d) . 
[0149] (183) 5- ( 6- (2- (4-y? 
u~7j-)V-2-1-TYV)V) xf-xrtO -2-KU5> 
)V) -1- (4-.* h^S^y^'AO -lH-rh^y 
-IV, 5- (6- (2- (4-y?o;/f-^-2 

-f-rvu;p) x^x/io -2-t°yy» -2- (4 
h*>"<y>'*/i/) -2H-xh5y-A<7)^ 

• ±e, a ^ssft* . mm i <ox84 1 mmzmm i . 

5 - (6 - (2- (4-y^arf^-2-f7/ , J 
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K>*J)\>) -lH-f h 5 , /-^k &tf 5 - ( 6 - 

(2- (4-v-^oyf-;p-2-f-rvu;u) x-?-- 
-2-tr'jv^) -2- (4-^h^f>"<y^» 

-2H-fh5 1 /H^> lft: 2ft=3 : 20?1£* 
i: L"C#fc. 

NMR (400MHz, CDC 1 3 ) Sppm 1.8 
8~2. 10 (2H, m) , 2. 27-2. 45 (4 
H, m) , 3. 70 ( 1H, m) , 3.7 5 
and 3. 79 (3H, each s), 5.8 
1 and 6.15 (2H, each s) , 
6. 82 and 6. 89 (2H, each 
d) , 7.02 and 7. 08 ( 1H, e ac 
h s) , 7. 41 and 7. 49 (2H, e 
ach d) , 7. 68~7. 72 ( 1H, m) , 
7. 84~7. 92 ( 1H, m) , 8.22 a 
nd 8. 32(1 H, each d); jc*#W 
ffiC 23 H 20 N 6 OSmnm. (%) C, 64. 47 ; 
H, 4. 70 ; N, 19. 6 1, {%) 
C, 64. 36 ; H, 4. 76 ; N. 1 9. 78. 
[015 03 (IS4) 5- (5- (2- (4-^7 
u7+A,-2-*7*fViV) X-f-;P) -2-h"y^' 
;p) - l H— rb7V-;uo-&Jfc 
JJE, Ig3*>ft£tt£. IOS0|lWXg5i:H«fc:«i 

114 1 6 2 - 1 6 8*c ( $ &jyg*£ : X-r^- n - 

M^f) ; NMR (40 0MHz, DMSO-d 
6 ) Jppm 1. 88—2. 13 (2H, m) , 
2. 34~2. 42 (4H, m) , 3.72(1 
H, m) , 7. 60 ( 1 H, s ) , 7.68 

(1H, d) , 7. 94 (1H, t) , 8. 10 

( 1H, d) . 

[0 151] [S»M22] 5-(6-(2-(4- 
is?u~7i~)l>-2-^~7yV)V) xf-"/lO -2-0 
Vf-rVJA') - 1 H-fb7/-^ : 

(IS1) 6-7-fehdfv-2- (1- (4-^h^f 

>"<.y^» - 1 H-Th5y'-;u-5-^^) <yv* 

6-r-fehJri/-2- (lH-f h?V-)l'-5-4 

>v ) k yYi-TY-f^mmm 1 <oig 3 1 mmizws. 

U 6-7-kh*5/-2- ( 2- (A-tY^is^Vi; 

)V) — 2H-fb 5 V-yp- 5 - - f ;P) <y Vf-TV- 

BJl4 1 4 4~ 1 4 8'C (&J&ttffi30 ; I Rf max 
cm-> 1754; NMR (4 0 0MHz , CDC 1 

3 ) dppm 2. 36 (3H, s) , 3.80 
(3H, s) , 5. 80 (2H, s) , 6.9 
1 (2H, d) , 7. 28 (2H, d) , 7.4 

4 (1H, d) , 7.74 (1H, d) , 8.1 
9 (1H, d) ; MS(FAB)m/z 382 



(m* +i) ;7us^$tffic 18 H 15 N 5 o 3 s<mnm 

(%) C, 56. 68 ; H, 3. 96 ; N, 1 

8. 36, Wfem (%) C, 56. 73 ; H, 

4.04; N, 18. 55. 
[0152] (IS2) 6-t h'n^f^-2- ( 1- 
(4-Xh*is<y : J)U) -lH-rh7V-^-5- 

4)V) ^yY^TY-JW-SfSL 

6-7*h*i>'-2- (1- (A-tY^i/KyitlV) 

- 1 H -■? h vV-lV- 5 -A )V ) OY1-7Y-JU6 
68mg£THF20ml(CjgjBU 0. 2 5N*»fc 
7 h 'J ? 1 0 m 1 SrSDX , SfflTM l$ISHt# t 
fc. RJS$£ 0 . 2 NJg®3 0 0ml fC&#\ *fffi L£ 

mg,&*>jR* ««u 6 -t 1*0*^-2 - 

( 1- (4-^hdf^O^) -lH-Th5V-;P 
-5-4 /V) <>Yj-7Y-)l>5 94mg£m&®*.t 

114 17 7~18 0iC(J|fitt»*) ; NMR ( 4 
00MHz, DMSO-d 6 ) dppm 3. 75 (3 
H, s) , 5.98 (2H, s) , 6.98 
(2H, d) , 7.07 (2H, dd) , 7. 
44 (2H, d) , 7.50 ( 1H, d) , 
7. 96 ( 1H, d) , 10. 13 (1H, 
s) ; MS (FAB)m/z 340 (M + +1); 

7t*$ttffffic 16 H 13 N 5 o 2 smnmr/o) c, 

56.63; H, 3. 86 ; N, 20. 64, SJ 
591 (%) C, 56. 26 ; H, 3. 98 ; N, 
20. 3 1. 

[0 153] (XS3) 2- ( 1- (4-*h^>"<. 
-lH-rh7V-/P-5— f;P) 

6-tHodfv-2- (1- (4-^bJfi/<yy';l/) 

- 1 H - r h 9 V-/1- - 5 - 4 ^ ) OVf-T V-^ 5 
9 4m g&yxf-;W>M VTO tVl/T 5 y 1 m 1 £i&ffc 
^fl/yi0ml fciSJBU - 7 8'Ct-jt^TtC h'J 7 
A>*V3*?yZ7*y&MA$to0 . 4 4m 1 SrJnxJt. 
RJS»£ § fefcSfiiT 1 5BMa*m 0 . 2 Ntg&2 

5 0mi pKxf-^rs&aiLfc. 1 n 

KX^=5 : 1 ) fcT»«U 2- ( 1- (4-^b 
^fy<yy» - \H-'rYyV'-)V-5-4)V) Ky 
V*7Y-)V- 5-4 JV) V y 7;^o^< ? yx;P7 * 

h 5 4 6 m g LT^C, 
St4 115~116'C; NMR(4 0 0MHz,C 
DC1 3 ) 5 P pm3. 80 (3H, s), 5.8 
5 (2H, s) , 6. 9 1 ( 2H, d) , 7. 4 
5 (2H, d) . 7. 47 ( 1H, dd) , 
7. 93 ( 1H, d) , 8. 27 ( 1H, d) ; 
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MS(FAB)m/z 47 2 (M*+1); TGf&fr 

*ffflC 17 H 12 F 3 N 5 0 4 S 2 (Dstnm. (%) C 4 

3.31; H , 2 . 5 7; N , 14.86, 

ffi (%) C, 4 3. 58 ; H, 2. 68 ; N, 1 

5.11. 

[01541(164) 5- (6- (2- (4-^7 

;u-5— f/1-) -l - U-^h^o-v^) - ih 

2- ( 1- (4-^h^v^y^) - lH-rh^y 

19mg, Jttft'X (bU7x-;t/7^-X7>f y) ^5 
i^i* [2] J^ny K3 5mg{CbUxf-;UT5y 
0. 2m l&tfDMF 5m 1 £lia£* WMfQffiT. £M 

^-;|/f-TV-;P 2 4 5 m g ^Jni. , 9 OKX'4 $IgHS 

i¥U:, krmz i nsm2 5 0mi tar. 
- mmwi: n-^^-y-mm^^=4 ■. 1 > tr 

f&MU 5- (6- (2- (4-y7nW-2-f 
TV U /l- ) xf- - A- ) KyY+Tf—A' -5-4 )V) - 
1- (4-^Ky^;H -lH-xb^y-^3 
0 8 m g &#Mftft LT#>t . 
KA 161°C; NMR (400MHz, CDC 1 

3 ) Sppm 1 . 9 1-2. 1 2 (2H, m) , 
2. 28-2. 43 (4H, m) , 3.71(1 
H, m) , 3. 80 (3H, s) , 5.83 

(2H, s) , 6.91 (2H, d) , 6.9 
9 ( 1H, s) , 7. 4 5 (2H, d) , 7. 7 

4 ( 1H, dd) , 8. 19 ( 1H, d) , 
8. 2 1 ( 1H, d) . 

[01551(165) 5- (6- (2- (4->-? 
ufi~)V-2-^7Y^))V) xf-x/l/) -2-^yVf- 
7 V »J ^ ) - 1 H -f t- 5 V-/K0£|£ 
5- (6- (2- ( 4-^^07"^- 2 -*7Y0 

jv) x^-zio <yy*f-r x /-^-5-^;i') - 1 - 

(4-^h^rv^y^) -lH-fb7/-^5:iS 

0« i oxs5 k mmzmi. mmmmm^t lt 

IMS 2 2 5-2 2 7'C (|f&jy§£ : 7un*/U 
A) ; NMR (400MHz, DMSO-d 6 ) Sp 
Pin 1 . 90-2. 04 ( 2H, m), 2.22 
-2.32 (4H, m) , 3. 69 ( 1H. 
m) , 7. 57 ( 1H, s ) . 7. 89 ( 1H, 
d) , 8- 25 (1H, d) , 8. 65 (1H, 

s) ; MS (FAB) m/z365 (M + +1 ) ; 

7Cfg#flf(IC 17 H 12 N 6 S 2 <m\WM{%) C, 5 



6. 03 ; H, 3. 32 ; N, 23. 06, SIS 
ffi (%) C, 55- 79 ; H, 3. 35 ; N, 2 
3. 06. 

[0 156] [Hffi0>J23] 5-(5-(2-(4- 
v^o7^;u-2-f-T7'y;P) x^--^) -2-^.y 

yt^y y;io - 1 H-f-h^v-^ : 

(161) 5- (2- (4-x7D7*^-2-^7 
VU/U) xf-x/W) -2- (2- (4-Xh*i/<> : J 

-)V(ry&®. 5— f*H-2- (2- (4-^fdf^ 
Vi?)V) -2H-7-YJV-)V-5-4jV) KW** 

•vY-jvzmmm 1 0164 1 bsmcmhu 5 - ( 2 

- (4-^^n7^-2-f-ryy;W) xf-x^) - 
2- (2- (4-^h^^y> ? ;W) -2H-rh5V 
-)V-5-4)l) <yy**^V-/l^r?Sfc. 

Hl£l 78— 180 ; NMR ( 4 0 OMH z , CDC 
1 3 )5ppm 1 . 9 2-2. 1 1 (2H, m) , 
2. 28 — 2. 40 (4H, m) , 3.71(1 
H, m) , 3.80 (3H, s ) , 5.85 
(2H, s ) , 6. 92 (2H, d) , 6. 98 
(1H. s) , 7.45 (2H, s) , 7.7 
6-7. 71 (2H, d) , 8. 10 (1H, 
s) . 

[0157] (162) 5- (5- (2- (4-*/? 

o7*^;p- 2 -fry y^) x^-/u) - 2 -o y* 

*iry y a- ) - 1 h — f k 5 y-^o-^-fiS; 

5 - (2 - (4-^^ny^;i/-2-f-ryy;u) x^- 

- 2- (2 - (4-^h^v^y^VU) -2H- 

m 1 <njM 5 k poauc&i l . $am&wim®&k. 1 

226 — 229°C (decomp. ) ; NMR 
(400MHz, DMSO-d 6 ) 5 P pm 1.84 

— 2. 06 (2H, m) , 2. 2 0—2. 34 (4 
H, m) , 3. 68 ( 1H, m) , 7. 54 

( 1H, s) , 7. 84 ( 1H, dd) , 8.0 
4 ( 1H, d) , 8. 29 ( 1H, d) ; MS 

( FAB ) m/z 349 (M + +1); 7tJs##r 
fi|C 17 H 12 N 5 OStf>fHMt(%) C, 5 7. 13; 

H, 3. 67; N, 2 3. 5 2, SlJgffi (%) 
C, 57. 55 ; H, 3. 54 ; N, 23. 33. 

[0 158] [Slffe0ij24] 7- (2- U-S^O 

y^;i/-2-f-ryy^) x^-x;w) -3- (ih-t 

Y*7Y-)V-5-4)V) -4H-ty H [1 , 2-a] 

t°y 5^'y-3-^y : 

(161) 7-7o^-3- ( 2- (4-Xh*>-< 
-2H — 4)V) -4H-tT 
'JK[1, 2-a] t'J$y'y-3-^M 
2-rS7-5-7nttry->'y3. 5 7gatfx*/P 
3-^^7*57-2- (2- (4- 
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yzs)V) -2H— tY5V-)V-5-> UV) T?V)im 
7. 9 4gSrrotr^y^3 0ml4'. 3 BfSMfcilSt 

Lfc. rjs»**3 oomi tar. waiLfcua** 

-^=20 0 : 1 ) fcTf»l!U 7-7n*-3- (2 
- (4-^h^r^>'^;l') -2H-Th7V-;P-5 
-4H-tfUh* [1 , 2-a] t'J5y*y-3 
-*y 4 . 0 3 g *«fltt»*l/t»fc. 
Ht£ 172~175'C; IRfmax cm" 1 170 
6; NMR (400MHz, CDC 1 3 ) tfppm 
3.79 (3H, s) , 5. 82 (2H, s) , 
6. 88-6. 9 1 (2H, m) , 7.41-7. 
43 (2H, m) , 7. 67 ( 1H, d) , 7. 
90 ( 1H, dd) . 9. 22 ( 1H, s) , 
9. 38(1 H, d) ; MS(EI)m/z 4 1 
4 [ (M + + 2) +1 ) ] , 4 1 2 [ (M + ) + 
1) ] ; 7C*#t>rffiC 17 H 13 BrN 6 0 2 (Osmm 

{%) C, 4 9. 4 1 ; H, 3. 1 7 ; N, 2 
0.34. iJSffl (%) C, 4 9. 2 4 ; H, 
3.24; N, 20. 39. 

[0159] (IS2) 7- (2- (4-is9u7+ 
f-TVl/fl') xfc:;U) - 3- (1H— rh*5 
Y~-)V-5-4)V) -4H-t'U Y [ 1 , 2-a] tT'J 

5v>-3-^yco^ 

7-7ut-3- (2- (4-^b=3fv<yv>) -2 

H-rb7V-;P-5— -4H-truh* [1, 2 

-a] tUS^y- 3-^-^4 1 3mg N 4-^^07" 
fvV- 2 -X^x/kf rV-;W 1 6 3 m g . PR/* 75/ 
•7A [2] 2 2mg, &V> U 7x^7*^7 a V 5 
2mgSrhUxf-^7Sy2 0ml4«s 4B$|SHJlMSi 
Lfc. RjESI£«MU y-on*/PA5 0ml SrJnxT 

N/77^- (?§&$: ^DD^A : ^<^y-;l/=2 
00:1) ttHBLfcfl, #4>il^^ y7-Uy^I 
«££ftJJLbf*IW-* HMffl 1 <0IS 5 fc ft 

EMU L , «Bft 1 0 5 m g &|8Jte&Atiffl£ LT 

M£ > 3 0 0 °C ( H&Aflgft : ;no*W - n 
3f»?-y) ; I R^maxciir 1 1 706; NMR 
(400Mz, DMSO-d 6 ) Sppm 1. 84— 
2.32 (6H, m) , 3. 65-3. 73 ( 1 
H, m) , 7. 6 1 ( 1 H, s ) , 7.80 
( 1H, d) , 8. 09 ( 1H, d) , 8. 94 
(1H, br s) . 9. 34 (1H, s) ; 
MS(FAB)m/z 376 (M* +1); TcS 

#&fffic 18 H 13 N 7 osmnm (%) c, 57. 5 

9; H.3.49; N , 2 6. 12, fflgffi 



(%) C, 57. 95 ; H, 3. 40 ; N, 2 
5. 93. 

[0160] [SQt0j2 5] 5-(5-(2-(4- 
v^n7>;u-2-f-ryU;t') xf--;u) -2-<y 

V [ b ] -lH-fh vV-)V ■. 
(IS1) 5-(5-/n^-2-^/[b]fI 
x/P) -2- (4-* b^xO-vTV) -2H-fh7 
V-;K7)&j£ 

5- ( 5-^0^-2 [b] -1H 
-xh5V-;^HStfi»Il^XS3f:|piai^JffilL. 5 

- ( 5 -7nt- 2 -OV [ b ] f-xryp) -2- 
(4-^hdf^y^) -2H-rh5V-;PSr# 

fc. 

14 0-14 2"C (?3gi£Mlf*K : ?Dn*;PA- 
n-^df-tfy) ; IRi/nax cm" 1 3080, 28 
40, 16 14, 1 584, 1 538, 15 16; N 
MR (400Mz, CDC 1 3 ) 5-ppm 3.81 
(3H, s) , 5. 75 (2H, s) , 6.90 

— 6. 93 (2H, m) , 7.39—7.41(2 
H, m) , 7. 48 ( 1H, dd) , 7.73 
( 1H, d) , 7. 96 ( 1H, s) , 7.98 
(1H, d) ; MS(EI)m/z 402 [(M 

+ +2) +1] , 4 02 [ (M + ) +1] ;7C3g#flr 
(IC 17 H 13 BrN 4 OSTIUM (%) C, 50. 8 
8 ; H, 3. 27 ; N. 1 3. 96, WSM 
(%) C, 50. 57 ; H, 3. 27 ; N, 1 
3. 91. 

[0161] (3312) 5-(5— -W-2-0 

V [ b ] fX^P) - 2 - ( 4 h^S^y^/P) - 
2H-fh7y-^M 

5- ( 5-ro^-2-<yV [b] fX~/t<) -1H 
-xb5V-^S:«fi«?iJl 9WIg2fcH«fc«UIU 
5- (5— f*H-2-^yy Cb] -2- 
-2H-f-h5V-;U$'# 

fc. 

MjA 1 3 1-1 34*C (S&iygft : ;nn**A- 
n-^tfy) ; NMR(400Mz, CDC1 3 ) 
§ppm 3. 80 (3H. s ) , 5.75(2 
H, s) , 6. 90-6. 92 (2H, m) , 
7. 39-7. 41 (2H, m), 7.66-7. 
60 (2H, m) , 7. 94 ( 1H, s ) , 8. 
1 9 ( 1H, s) . 

[0162] (183) 5- ( 5- (2- U-y? 

oy^-2-f-ry''J;u) xf-^p) -2-oy 
[ b ] ^x-;p) - 1 H-f Yy Y-A*>£i& 

5- (5-4 JfK-2-<yy* [b] f-X^AO -2- 
(4-^hdfv"<.yx» -2H-fh^Y-JUb4- 

i/9 u?+)V- 2 -x-f -/uf-rV-yl^Hfetfl 1 

S4 1 BaHc&a l . & 7 r u y?mm* z 
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2 4 1 ~2 4 4°C dD&yggE : ?nn*;l/A- 
Jl?y-)l>) ; IRfinax cm" 1 2208. 1 58 
4, 1 532. 1 504; NMRUOOMz, DM 
SO-d 6 ) dppm 1. 85~2. 34 (6H. 
m) . 3. 64~3. 73 ( 1H, m) , 7.5 
4 (1H, s ) , 7. 7 1 ( 1H. dd) . 8. 
20 ( 1H, s ) . 8. 24 ( 1H, d) . 
8. 41 (1H. s) ; MS (FAB) m/z 3 
64 (M* +1) ; 7SMHffftC 18 H I8 N 6 S 2 <0 
ttfttt (%) C. 59. 48 ; H. 3.60; N, 
19. 27. ffl^tt (%) C, 59. 2 1; H, 
3.70; N. 1 9. 3 1 . 
[0 16 3] [H»0I2 6] 5-(6-(2-(4- 
y^a^- 2-f-TV'J/l/) xf^;l.) -2-:*^ 
y-2H-\y > /h t 7>-3->f;i/) -lH-rh^V 

(TM.I) 5- ( 5-^Ot-2-^y-2H-< 
yVh'7y-3->f;k) -1- 
;W) - 1 H-f h9V-;K XV 5- (5-/nt- 
2-^V-2H-^yVf i)V) -2- 

5- (5-yDt-2-^y-2H-<y/e7y- 

3 -> f ;P) - 1 H - f b 5 V-/P£3Qtfl| 1 <r>TM 3 k 
BRfcMSU 5- (5-7nt-2-**y-2H- 

;l/) - lH-f-b 5y*-;k SIX 5-(5-y*O^E- 

2-^y-2H-^y/e9y-3-f^) -2- 

U-^h^yO"^) -2H-xh7y'-/^l 
<£ : 2fi[= 1 : 1 <DE£ftk Ltfl^. 
I Rt/ max cm- 1 2840, 1 750. 1 722, 1 
614, 1606, 1 568, 1 51 6; NMR (4 
OOMz, CDC1 3 ) 5ppm 3.68 and 
3.80 (3H, each s ) , 5.76(1 
H, s ) , 5. 8 1 ( 1 H, s ) , 6. 7 1~ 
6. 74 ( 1H, m) , 6. 89—6. 92(1 
H, m) , 7. 06~7. 08 (1H, m) , 
7.29 and7. 31 (1H, each d), 
7. 40-7. 42 ( 1H, m) , 7. 65, 7. 
70,7.75 and 7.76(2H, each 
m) . 7. 99 ( 1/2H, s) , 8.58(1 
/2H, s) ; MS(FAB)m/z 414 

[ (M* +2) +1] , 412 [ (M + ) +1] ; jc 
5g^$fffiC 18 H 13 N 4 BrO s OfHMS (%) C, 5 
2.32; H, 3. 17 ; N, 1 3. 56. $|£ 
tt {%) C, 5 1 . 93 ; H, 3. 24 ; N, 1 
3. 38. 

[0164] <Ig2) 5- (6- (2- (4-v-? 

ny^-2-f-rvu^) x^-x/i,) -2-**y- 
2H-^yyt°7>-3--f;P) -lH-rh^y-^ 



y-^*KEStW 1 «>Ig4 k Htt£*Qa U , flteftfctf 

i com. 5 k isia^a l s mmmntz . 

St* > 3 0 0*C (iUil : ? QD^A- n -a. 

; IRt/maxcm-i 2980, 2944, 
221 6. 1742, 1 708, 1 622, 1606, 
1 578,1 504; NMR ( 4 0 OM z . C DC 1 
3 ) Sppm 1. 87~2. 33 (6H, m), 
3. 63~3. 72 (1H, m) , 7.51(1 
H, d) , 7. 54 ( 1H. s) , 7.85 

( 1H. dd) , 8. 20 ( 1H, d) , 8. 
53(1H, s) ; MS(FAB)m/z 376 

(M* +1) ; 7C*#ffffiC 19 H„N 6 0 2 CO%m 
(I (%) C, 60.79; H. 3. 49 ; N, 1 
8. 66, mSm (.%) C, 60. 47 ; H, 
3.52; N, 18. 6 1. 

[0165] [HttW2 7] 5-(5-(2-(4- 

is9u7^-}v-2- f-ryy/P) x^--/u) -2-<y 

x / [b] 7!W -lH-f-h^y-^: 

(IS l ) 5 - ( 5 -7*0*- 2 -*yy* [ b ] 7 y 

-2- -2H-fb7V 

5- ( 5-7*n*-2-'W [b] 7'J^) -1H- 
Tf7y-^$r*M0iJl^lS3k|il«^MaL, 5- 
(5-ya^-2-^yy [b] 7>;;l/) -2- (4- 

m& 1 4 3- 1 4 5-c (m&gum ■. ?odma- 

X— f;l^) ; NMR (400Mz, CDC 1 3 ) 
pm 3. 79 (3H, s) . 5.78 (2H. 
s ) , 6.90 (2H, d) , 7.4 1 (2H, 

d) , 7. 43 ( 1H s) , 7. 47 (1H, 

s) , 7. 79 ( 1H, s) . 
[0166] (Ig2) 5- ( 5— f :tF-2— O 
y [b] 7U/P) -2- (4-> h^i^y^/U) -2 

5- (5-7*n J E-2-^>y [b] 7>J/H -2- 
(4-^h^y<yy» -2H-f h5y*-;HdtW 
1 9^lS2k|5l«(cMaL. 5-(5->f*H-2- 
Kyy [b] -2 - (4-^h^^<y^;i/) 

-2H-Th5y-;P&f#Jt. 

K£ 1 3 6~ 1 3 8'C (5&A?g BE : X-r/U-'v* 
; NMR (400Mz, CDC1 3 ) Sppm 
3. 80 (3H, s) . 5. 78 (2H, s) , 
6. 90 (2H. d) , 7. 37 ( 1H, 

d) , 7. 41 (1H s) . 7. 4 1 (1H, 

d), 7. 63(1 H, dd), 8.00(1 

H, d) . 

[0167](IS3) 5- (5- (2- (4-y? 
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[b] 7U/I0 -2 - (4-*h**s<yi?)l<) -2H 

5- ( 5— [b] 7U^) - 2- 
(4-^b^^y>-» -2H-xh^y-^t4- 
y;o/f;H 2 -xf-^f-rV-^^HitW 1 ?>I 
g4fcH»fc8!fflU . 5- (5- (2- (4-v^n 
1*)\>-2-<fTW)\/) x^x;U) -2-<yy 
[b] 71>;P) -2- (4->h*i"<.y^l/) -2H 

m& 1 54-1 5 5*C (fft&fHgft : ;an*;U- 
X— f;W) ; NMR (400Mz, CDC 1 3 ) dp 
P m 1. 89-2- 1 1 ( 2H, m) , 2. 28 
-2. 43 (4H, m) , 3. 70 ( 1H, 
m) . 3. 80 (3H, s) , 5.79 (2H, 
s) , 6. 9 1 (2H, d) , 6.95(1 
H, s) , 7.42 (2H, d) , 7.49 

(1H, s) , 7. 60 ( 2H, s ) . 7.92 

(1H, s). 

[0168] (IS4) 5- (5- (2- 
u7j-)V-2-l-7VV)V) Xf-x/P) - 2 -K>Y 
[b] 7>J/W) -lH-fh^V-MM 

5 - ( 5- (2- (4-^oy^-2-f-ryj 

^) Xf-X/P) -2-<yy [b] -2- (4 

-^h=3fv^yv» -2H-f h^y-^SrHMMl 
ai!fl5i:RI*fc*BiU ft»ftfe#fc. 
Rt£ 2 0 7-2 1 2°C (IfttftSK : x?/-yl/-? 
DD*;l/A-n-^ty) ; IRvmax cm" 1 2 
216; NMR(400Mz, DMSO-d 6 ) ?p 
pm 1 . 85-2. 06 ( 2H, m), 2.19 
—2. 52 (4H, m) , 3. 68 ( 1 H, 
m) . 7. 53 (1H, s) , 7. 74 (1H, 
d) , 7. 77 ( 1H, s) , 7.88(1 
H, d) , 8. 16 (1H, s) ; 7C*#t»rffi 
C 18 H 13 N 5 OScDH-gffi (%) C, 6 2. 23 ; 
H, 3.77; N, 20. 16, M^M (%) 
C, 6 1. 95 ; H, 3. 96 ; N, 20. 1 0. 
[0169] [SH0I2 8] 5-(7-(2-(4- 
y?n/f;l/-2-f7 , /'J;l') x^-x^) -4-** 
y-4H-<y/t7y-2->f;i') #;M<yi$: 

(HI) x^ 5- (4-^V-7-h'j7/l/ 

:tay 9 vxiv? *->i$*t is- 4 h -<yy t°7 y- 
2— f ;u) *;^yi/-h«M 
Xf-;l/ 5- (7-tHo^S/-4-*#V-4H-< 
yyt^y-2—f;P) tf;M«fM/-l*£l&«0!2 2 
<zn3I3i:li8fcJ8IU if^ 5- (4-**y- 

MA 1 2 5- 1 2 7-C (B&IM : ? oo*;UA- 
n-Mty) ; IRvmax cm" 1 2216; NM 



R (400Mz, CDC 1, ) Sppm 1.45(3 

H, t) , 4. 48 (2H. q) , 7.15 
(1H, s) , 7. 37 (1H, dd) , 7. 5 

9 ( 1H, d) , 8. 3 1 ( 1H, d) . 
[0 17 0] (JDg2) xf-/U 5-(7-(2- 
(4-y7n7'f^-2-f7/y^) Xfx;U) -4 

-**V-4\\-KVWJ>-2-4)V) 

xf-;p 5- (4->r*y-7-by7;M-ny?y* 
^7t^l/^y-4H-'<y , /t7y-2-{^) # 
/W<df Syl/- h 1 4 -y^oyf;!/- 2 -Xf-x/H-T 
Y-^mtm 1 OXS4 fc H&fclJ&g L . xf-;P 5 

- (7- (2 - (4-^ny^-2-f-ryj;i') 
xf-x^) -4-^y-4H-o-yt'7y-2-^ 

lt£ 1 3 8- 1 4 rC ( IfttAil jft : X-r;P- n - 
^•^y) ; NMR (400Mz, CDC 1 3 ) dp 
pm 1.44 (3H, t ) , 1 . 9 1-2. 43 

(6H. m) , 3. 68-3. 76 (1H, 
m) , 4.47 (2H. q) , 7. 04 ( 1H, 

s) , 7. 1 3 ( 1H. s ) , 7.61(1 
H, dd) , 7. 82 ( 1H, d) , 8. 18 

(1H, d). 

[0171] (H3) 5- (7- (2- (4-iy? 

ay^-2-f-Tyu;p) xf-x;u) -4-^y- 

4H-<yYK7>-2-4)U) tiH,$yW>&& 
5- (7- (2- (4-y^o7'^-2-f7/ , J 
;P)xf-x;l^) -4-Jf=3fy-4H-<yyf7y-2 
-> i)V) *)lX* : sl'-Y228mzRUvmAmi-Y 
U 2 3 0 m g fcx* 7-/H 0 m l &tf # 1 m 1 £ 

jo*.. 2mmmM^.tt:. <%mk. sum&ki oo 

5 m g £&Att»*& LTfcfc. 
BL£ 2 4 0 — 243*C (decomp. ) ; IRi/ 
max cm" i 2216, 1734, 1654; NMR 
(400Mz, DMSO-d 6 ) Jppm 1. 87 — 
2. 32 (6H. m) , 3. 65-3. 73(1 
H, m) , 6. 96 ( 1H, s) , 7.62 
(1H, s) , 7. 76 (1H, d) , 8. 08 
(1H, s) , 8. 09 (1H, d) ; MS 
(FAB)m/z 352 (M + +1); jc5!?##T 
eC 19 H 13 N0 4 S • 1/4H, 0<m%M. {%) C, 
64. 12; H, 3. 82 ; N, 3. 94. 
ffl (%) C, 64. 29 ; H, 3. 83 ; N, 3. 
81- 

[0172] [|»|29] 5-(5-(2-(4- 
y^D/f;H2-f7yj/l') xf-x/W) -3-<> 

y [ b ] fi-;K -iH-fb ^y-^ : 
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(181) 5- (5-^^H-3-<yy [b] f-x 
x/P) -2 - (4-^h^fv^>v» -2H-f 
y-;u^i=rj& 

5- (5-^ftK-3-<y/tb]fx-;l,) -1H 
-Th7y-^»5ilWl^lS3fc|5l«^at. 5 
- (5-4:*K-3-*W [b] fl-)H -2- 

ISA 1 34-1 3 6*C (fftgftStt : ?nn*/PA- 
n-A.df-9-y) ; NMR(400Mz, CDC 1 3 ) 
dppm 3. 80 (3H, s) , 5.80(2 
H, s) , 6. 91-6. 94 (2H, m) , 
7. 42-7. 4 5 (2H. m) , 7.64(1 
H, d) , 7. 70 (1H, dd) , 8. 27 

(1H, s) , 9. 09 (1H, d) . 

[0173] (182) 5-(5-(2-(4-^ 
n7>;l/-2-f-TVU;l/) x^xyt^) -3-<>y 

[b] fl^K -2- (4-^h^^yy» -2 

H—f-hjy—Mtein 

5- ( 5-' f*K-3-^yy [b] fI-;H -2- 
(4-J* h^i"^^) -2H-fb7/-^4- 
y?n/f/H 2 -xf-^f-rV-;P*l3tW 1 
84fc|«l«fc:«!HU 5- (5- (2- (4-^07 
Xf-x/l<) -3-<yV [b] 
fXX/P) - 2- (4-*h*it>iffi') -2H-f 

NMR (400Mz, CDC1 3 ) Jppm 1.95 
-2. 12(2H, m) , 2.30-2.41(4 
H, m) , 3. 67-3. 75 (1H, m) , 
3.79 (3H, s) , 5. 83 (2H, s) , 
6. 91-6. 93 (2H, m) , 7. 44- 
7.46 (2H, m) , 7. 62 ( 1H, d 
d) , 7. 89 ( 1H, d) , 8. 37 ( 1 H, 
s) , 8. 99 (1H. d) . 

[01 741(183) 5-(5-(2-(4-^ 
X3f^-)V-2-^TV x ))V) xfx/l,) -3-^yy* 

[ b ] fi-;H -lH-fb JV-f\s<r>&tiL 
5- ( 5- (2- U-S^n^f-rt^-f-TV!; 
;U) x^x;k) - 3 -<yV [ b ] fi_;K - 2 - 

MA 12 5-1 2 7'C (Ifttft&JK : ?no^A- 
n-A.dif.Hfy) ; iRumaxcm" 1 2212; N 
MR(400Mz, DMS0-d 6 ) Sppml. 90 
-2. 08 (2H, m) , 2. 28 — 2. 32 (4 
H. m) , 3. 64-3. 72 ( 1H, m) , 
7. 54 ( 1H, s) , 7. 75 ( 1H, d 
d) , 8. 28 (1H, d) , 8. 67 (1H, 
s) , 8. 93 (1H, d) ; MS (FAB) 
m/z 364 (M* +1) ; 7E*$MfrfiC, 8 H„N 



5 S 2 (%) C, 59.48; H, 3.6 

1 ; N, 19. 27, MMM (%) C, 59. 4 
4 ; H, 3. 40 ; N, 1 7. 1 3. 

[0175] [HS60IJ3O] 5-(3-(2-(4- 
i/?u~7j-)V-2-1-TVV)V) m~-)V) - 5-Ky 
V [b] fX^) - IH-TYyV-fV: 

(181) 5- (3— f*H-5-^yy [b] f-X 
x/P) - 2- (4-* Y^yKVJfV) -2H-fb5 

5- (3-4* K-5-<yy [b] fxx/W) - 1 H 

-Th5y-^fcsmtti^ig3fcR*fc«yiu 5 

- (3-^H-5-<y/[b]fi-;H -2- 
(4-^h^fv<yi/>) -2H— fh^y-A** 

ha 155-15 7'c vm&mt ■ ?dd*u- 

n-^Mfy) ; NMR (40 OMz, CDC1 3 ) 
dppm 3. 80 ( 3H, s ) , 5.77(2 
H, s) , 6. 90—6. 93 (2H, m) . 
7. 4 1-7. 43 ( 2H, m) , 7.67(1 
H, s) , 7. 94 ( 1H, d) , 8.16 

(1H. d) , 8. 52 (1H, s) . 

[0176] (182) 5- (3- (2- 

ny^-/i/- 2 -f-ryiw xfx/t,) - 5 -ov 

[b] fi_/H -1 H— rh5y-;K^j« 
5- (3-^K-5-^yy [b] f!x;H -2- 
(4-^ h^fy^yyVH -2H— rh^y-yPi: 4- 
i/ ? ny^-A— 2 -Xf-x;lrf-7y-;Pi||itW i cox 

UlA 1 9 5-1 9 7'C (mUhim : ?DD*H- 
n-'sdf-ty) ; IRj/maxcnr 1 22 12; N 
MR(400Mz, DMSO-d 6 ) Jppml. 88 
-2. 05 (2H, m) , 2. 21-2.36(4 
H, m) , 3. 67-3. 75 ( 1H, m) , 
7. 60 ( 1H, s ) , 8. 16 ( 1H, d) , 

8. 38 ( 1H, d) , 8. 58 ( 1 H, 
s) , 8. 62 (1H, s) ; MS (FAB) m 
/z 364 (M + +1) ; 7C*7>ff<iC 18 H 13 N 5 

s 2 • h 2 o<mnm (%) c, 58. 04 : h. 

3. 79 ; N, 18. 80, Sl^ffl (%) C, 5 
8.28; H, 3. 56 ; N, 18. 67. 

[0177] [Htfe0l31] 5- (6- (2- (4- 
is9U7*1~)V-2-1-TVV)\>) Xfx/P) -2, 4- 
5**#V-1, 2, 3, 4-Th5th'n*7yyy- 
3-4A-) -lH-rb^y-^: 

(X81) N- ( 1- {A-XY*>"<>y : J)V) -1 
H-f h7/-;H5->(^) -2-75^-5-4* 
H-OXTSH, &tf N- ( 2- (4-^f^r>"< 
yy» -2-H-fh7 > /-^-5-'(^) -2-7 
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N- ( 1 H-Thy s /-)V-5-4J]s) -2-T5y- 
5 - 4 K -'O'XT 5 H S-HSSfiJ 1 <r>TU3 1 m®iz 
5MU N- ( 1- (4-*h*^y^» -1 H- 

KyXT^V.RV N- (2- U-*h* : s<y : J 
)V) -2-H-TYyV-)V-5-4)V) -2-7S.S 
-5— <*V-OX7$V£mmt IXfttl. 
NMR (400MHz, CDC 1 3 ) Sppm 3.7 
5 (3H s) , 5.80 (2H, s) , 6.6 

1 ( 1H, d) , 6. 70-6. 80 (2H, b 
r) , 6. 93 (2H, d) , 7.39 (2H, 

d) , 7. 50 (1H d) , 7. 97 (1H, 
br s) , 8. 02 ( 1H, d) . 
[0178] (IS2) 5- (6-4 *K-2, 4- 
5*t*V-l. 2, 3, 4-fN7tb'D^Vjy- 
3-> UV) - 2- (A-Xh^is^yi/lV) -2H-f 

±!E, 3**ttl. 4 gIDMF 10ml 
1,1' -tf/Mfx^MS^y-^O. 6 2g£flP;i 
8 0°CT'2B#PJHt#U:. &inf&. RJS»E£1N*»1 
0 0ml car. IHSxf-^tKiaitfc. tttB$£f&*l 

(ifiiJig: -BRxfvl^ 
2:1) TUSSU 5- (6-4^h'-2, 
y-1, 2, 3, 4-T-h^t HuJf-7-V!Jy-3-4 
;P) -2- (4-*Mri"<V^/l') -2H-f h^V 

NMR (400MHz, CDC 1 3 ) 5ppm 3.8 

2 (3H s) , 5.79 (2H, s) , 6.6 

3 (2H, dd) , 6. 70-6. 80 ( 1H, 
m) , 7.10 (2H, d) , 7. 38 ( 1H, 

d), 7. 89 ( 1 H dd), 8.31(1 

H, d) . 

[0179] <Xg3) 5- (6- (2- (4-v-? 
W/^/U-2~f-TV\}fU) Xf-x/P) -2, 4-^* 
*V-1, 2, 3, 4-xh7bFDdf^-V'Uy-3- 
-2- (A-*h*isOi?)V) -2H-f 

y-;KJ>£j£ 

5- (6-4#h*-2, 4-5*t#y-l, 2, 3, 4 
-rh9t b*ndf-7-yyy-3-4;P) -2- (4-p< 
h^O'v/U) -2H-Th7y-^i:4-^^ny 
•f/W- 2 -xf-x;i^ry-;p*iaiffii 1 OI84 t 
Tia|*fc«yiL. 5 - (6 - (2 - (4-y^07-f^ 
-2— f-ryUAO x?-x;lO -2, 4-5***y- 

I, 2. 3, 4-rh7t fA') 
-2- (4-^h^v-^v^) -2H-rh7y-^ 

NMR (400MHz. CDC 1 3 ) *ppm 1.9 
0-2. 00 ( 1 H, m) , 2.00 — 2.10(1 



H. m) , 2. 20-2. 40 (4H, m) , 
3. 6 1 (3H. s ) , 3. 60-3. 70(1 
H, m) , 5.79 (2H, s) , 6.65 

(2H, d) , 7. 00 ( 1 H, s ) , 7.0 
0-7. 1 0 ( 1H, m) , 7. 1 2 ( 2H, 
d) , 7. 37 (1H, d) , 7. 77 (1H, 
dd) , 8. 21 ( 1H, d) . 

[0 180] (184) 5- (6- (2- (4-v? 
ay^-2-f-7y i ;^) xf-r./!/) -2, 4-xjT 
*y-l, 2, 3, 4-rh7tFnWJy-3- 

-lH~rh5y-/K»&j£ 
5- (6- (2- (4-y^n7"f^-2-f7/'J 
/P) X^-x/l,) -2. 4-5>**y-l. 2, 3, 4- 
fb7t h'odf-)-y , Jy-3-4^) -2- (4-^h 
=sf^<y^» -2H-f h5y-;^H8t0!l<oi8 

5i:i»i«{:«raL. mmtnt:. 

ib£>3 0 0'C; NMR (400MHz, DMSO- 
d 5 ) $ppm 1. 80— 1 . 90 ( 1H, m) , 
1. 90-2. 10 (1H, m) , 2. 2 0- 
2. 40 (4H, m) , 3. 60-3. 70 (1 
H, m) , 7. 32 ( 1H, d) , 7.52 
(1H, s) , 7. 50-7. 60 (1H, b 
r), 7. 99(1 H, dd), 8.13(1 
H, d) , 1 2. 1 0 ( 1H, br) ; MS 
(FAB)raA 392(M + +1); immm 
C, 8 H 13 N 7 0 2 S- 3/2H 2 0<7)im&(%) 
C, 5 5. 38 ; H, 4. 1 3 ; N, 1 7. 94. 

(%) C, 5 5. 59 ; H, 3. 86 ; 
N, 17. 78. 

[0 181] CHMWI3 2] 5- (6- (2- (4- 
y^a/f^- 2 -f-ryj^) xf-/H -4-#* 

y-3, 4-vt KQ^^-yuy-3-4^) -ih- 

(161) 5- (6— f*H-4-3Tdfy-3, 4- 
i^'t Kndf^y>J>-3-4;U) -2 - U-vXh*^ 

-2H-f h7/-;^M 

N- ( 1- (A-Xhtri'KVi/jV) -lH-fh?/ 
-)V-5-4)V) -2-7^y-5-A*Y—*.>X7 
^Y.RXf N- (2- (4-^h^^yvVl-) -2 
H-fYyY-)V-5-^lV) -2-7$;-5--<* 
K yXT 5 H 2 0 0 m g t,Zit)V V IHf 

/n . 8m i ant. 8tfflM&tmLt:. sum&m 

i^^SIS^y'J*^^^*7A^n7b 

nm, 5- <6-4*K-4-**y-3. 4 
-^hKQ^-7-yyy-3-4^) -2- 

i/Kyi/)V) - 2H — r Yy^-frZWSmt L"Cf# 

NMR (4 00MHz, CDC 1 3 ) 5p P m 3.8 
1 (3H. s) , 5. 80 (2H, s) , 6. 
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93 (2H, dd) , 7.43 (2H, d) , 

7. 50 (1H, d) , 8. 10 ( 1H, d 
d) . 8. 27 ( 1H, s ) , 8. 69 ( 1 H, 

d) . 

[0 182] (Ig2) 5- (6- (2- 
uy^)V-2-^TV i ))V) Xf--;|/-4-^V- 

3, 4-^hHodf-tyyy-3-^;u) -2- (4- 
^hdfv^v^u) - 2 H - r b 5 y-;KO£j£ 
5- ( 6-' f*K-4-*4fV-3, 

v'yy-3— f/i') -2- (4-* h^fv-^y^) - 

2 H - f b y s /-lVt 4-i/7 U~7*f-)V- 2 -Xf-X/W 

i-TY-frzmm i 1 ixmmizvm i » 5 

- (6- (2- (A-isfuWV-l-^TYV )V) 
xf--;k-4-3r^y-3, 4-^bHodf^-VUy- 
3-' f/W) -2- (4-^b^f^O^) -2H-f 

NMR (400MHz, CDC 1 3 ) dppm 1.9 
0—2. 00 ( 1 H, m) , 2. 0 0—2. 10(1 
H, m) , 2. 20-2. 40 (4H, m) , 
3. 6 1 (3H, s) , 3. 60-3. 70 ( 1 
H, m) , 5. 79 (2H, s ) . 6.6 5 
(2H, d) , 7. 00 ( 1H, s) . 7.4 

3 (2H, d) , 7.50 ( 1H, d) , 8. 
10 ( 1H, dd) , 8. 27 ( 1H, s) , 

8. 69 ( 1H, d) . 

[0183] (IS3) 5- (6- (2- 
v71->U-2-1-TYV)l>) xf-x^) -4 
3, 4-> ? tKndH-V , Jy-3-- W -lH-fh 
5V— A^lfi 

5 - (6 - (2- (4-^n^f-;P-2-f-TVU 
;M x^x;U-4-tf*y-3, 4-5>t Kn^/U 

y-3— f;w) -2 - (4-^>^^yy;P) -2H 

1 8 9-1 9 0°C (jft&fyggg : ?DD**A- 
X?/— ;W) ; IRvmax cm" 1 1956, 188 
6, 1 550, 1 290, 1 048; NMR(400 
MHz, DMSO-d 6 ) 5ppm 1. 80—1. 9 
0 (1H, m) , 1. 90-2. 00 ( 1H, 
m) , 2. 20-2. 40 (4H, m) , 3.5 
0-3. 60 ( 1H, m) , 7. 52 ( 1H, 
s) . 7. 84 (1H, d) , 8.10 (1H, 

s) , 8. 25 ( 1H, dd) , 8. 39 ( 1 
H, d) , 12. 60 (1H, br s) ; M 
S (FAB) m/z 394 (M* + 1 ) . 
[0 184] [2QSW3 3] 5-(6-(2-(4- 
y^oW-2-f7 > /'J;H xf-x;H -4-#=¥ 
V-3U-VVTi;>-3-4)V) -lH-fb7/- 
)V: 

(ISD 5- <6— f*H-4-3i-*y-3H-h 



>)7 ; Jy-3-4)V) -2 - {A-XY^i/KyislV) 
-2H-f-h7y-;U9-£j£ 

N- (1- {4-Xh*?i^y&Jl') -lH-Tb5V 

-;i/-5--f;u) -2-r$y-5-' f^K^yxrs 

h\ (2- (4-^b^f^y^) -2H- 

TYyV-)V-5-4)V) -2-7S.y~5-^^¥< 
VXT$r*<3fi£tt3 0 0mgfc5. 3%K»1. 2m 
l&tfx*y-;K). 2m\iMl, 0-5°CT«K 
t hU'7A56mg^in^. 4WLfc. EES* 

U 5- (6-4**-4-**V-3H-h\)Ti?y 
-3-4)V) -2- {4-XY*is^y : J>V) -2H- 

NMR (400MHz, CDC 1 3 ) Sppm 3.7 
6 (3H, s) , 6. 04 (2H, s) , 6. 
99 (2H, dd) , 7. 4 5 (2H, d) , 
8. 07 ( 1H, d) , 8. 52 ( 1H, d 
d) , 8. 59 ( 1H, d) . 
[0185] (1^2) 5-(6-(2-(4-^ 
u?1-)V-2-j-7yV>U) x^x/k) -4-^y- 
3H-hVTSSy-3-4A') ~2~ (4-^h^r^ 
yi?)V) - 2H-fh7 V-Atf>£jS 
5- (6— f5rH-4-*^V-3H-MITi/>'-3 
--f;P) -2- (4-p<h^v<yi/>) -2H-rh 

7y~;i/fc4-^^o^f-;u-2-x^x;i/f-ry-;i' 

i v>jm4 t Lxmrntimi. 5- (6- 

(2 - < 4 -S/?o7f-/l'- 2 -f-TV'J AO xf-x 
/W) -4-^y-3H-hUTvy-3--f^) -2 
- (4->h^fx<yyW -2H-Th5V-/l'£iB 

NMR (400MHz, CDC 1 3 ) 5ppm 1.9 
0—2. 00 (1H, m) , 2. 00—2. 10(1 
H, m) , 2. 20-2. 4 0 (4H, m) , 
3. 61 (3H, s) , 3. 60-3. 70 (1 
H, m) , 6. 04 (2H, s) , 7. 00 
(1H, s) , 7.12 (2H, dd) , 7. 
20 (2H, d) , 8. 07 ( 1H, d) , 
8. 60 ( 1H, dd) , 8. 63 (1H, 
d) . 

[0186] CDS3) 5- (6- (2- (4-v? 
u71-)V-2-1-7VV)V) Xf-x/l.) -4-^y- 
3H-YVT s Jy-3-4lV) - lH-rh7V-7K0 

5- (6- (2- (4-^oy^-2-f-ryj 

Wxf-xflO -4-^y-3H-hUT^'>-3- 
-2- (4-* h^ri/^yj/» -2H-fb7 

v-/ns»0! i cois 5 i; nmzwm i . mmn*m 

fc." 

w& i89~i9 o'c mta&wM : *-x* J- 

)V) ; IRi/max cm- 1 1618, 1 550, 1 39 
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4, 1 290. 996; NMR(400MHz, DM 
SO-d 6 ) dppm 1. 80-1. 90 (1H, 
m) , 1. 90—2. 00 (1H, m) , 2.2 
0-2. 40 (4H, m) . 3-50-3.60 
( 1H, m) , 7. 50 ( 1H, s) , 7.9 
9 ( 1 H, d) , 8. 55 ( 1H, dd) , 8. 
58 ( 1H, d) , 12. 56 (1H, br 
s) ; MS(FAB)m/z 377 (M + +1); 

7c^^«fffic 17 H l2 N 8 os • h 2 ocoimm (%) 

C, 5 1 . 77 ; H , 3 . 5 8; N, 28. 4 

l, mmm (%) c, 52. 01 ; h, 3. 6 

0 ; N, 28. 7 9. 

[0187] [HS601J34] 5-(7-(2-(4- 
i/?u71->\,-2-l-TyV>V) xf-x/P) -3-Xh 
*is-OY [b] f*7iy-2-^;H -lH-f 
YyV-)V: 

(181) 5- (7— f*H-3-^ h^is-O*/ 
[b] *:*7xy-2— f*) -2- (4-^h^fv^ 
y : J)V ) - 2 h - r h 7/-;K^t 

5- (7--f^-h'-3-^h^S/-'<.yV [b] f-tf? 

-lH-rh^V-^IUtWKOX 
S3fcH8«aHU 5- (7— f*H-3-^h^ 
-O'V [b] f^7iy-2--f;i') -2- (4-^ 

MLS 1 5 6- 1 5 8°C (mASK : ?on»A- 
n— ; NMR (400MHz, CDC 1 

3 ) dppm 3. 80 (3H, s) , 4.07 
(3H, s) , 5. 77 (2H, s) , 6.9 
0-6. 92 (2H, m) , 7.16 (1H, 

t) , 7.4 1-7. 43 (2H, m) , 7. 78 
( 1H, d) , 7. 87 ( 1H, d) ; MS 
(EI)m/z478(M* ) ; 7cS#tfrfflC 18 H 15 

1 N 4 0 2 COftSlffi (%) C, 45. 20; H, 
3.16; N, 1 1. 72, ffljgffi (%) C, 

4 5.40; H, 3. 28 ; N, 1 1 . 48. 
[01881(182) 5- (7- (2- (4-5/? 

□y^-2-f-TV'U^) Xf-x/1,) -3-^h^-i/ 

-/<.yy [b] f^7xy-2-f/n -2- (4-* 

h^ri/^yi/VU) -2H— fh5 x /-;K^SK 
5- (7-4*K-3-*h*s/--*5'y [b] *si-7 
xy-2-f/H -2- (4-^h=¥i/<yi/>) -2 
H-rh5 y-;P i: 4 - j> ? n 7f7P - 2 - xf-x;H- 

ry-/p^nss0ij 1 <oiS4 t ltpj«k:«!«u 5 - 

(7- (2 - (4-i/^n7*f-;k-2-^ryU;l/) x 
f-x;i/) -3-* h^f iv-^yy [b] f^7xy-2 

->Ol/) -2- U-^h^ivC/ivVP) -2H-fh 
5y-^*8feJ*«!fti: LT Srftfc. 
NMR (400MHz, CDC 1 3 ) dppm 1.9 
5-2. 07 (2H, m) , 2.31-2.42(4 
H, m) , 3. 68-3. 77 ( 1H, m) , 



3. 80 (3H. s) , 4. 09 (3H, s) , 
5. 78 ( 2H, s ) , 6. 89-6. 93 (2 
H, m) , 7. 0 1 ( 1H, s) , 7.4 1 — 
7. 45 (2H, m) , 7. 67 ( 1H, d 
d) , 7. 88 (1H, dd) . 
[0189] (183) 5- (7- (2- (4-$/? 
n7f-;k- 2 -f-ry 'J/P) xfx;|/) - 3 h^f v 
-<yy [b] f^7x>-2-'f;M -lH-fh7 

5- (7- (2- (4-i/?OT*^-2-f-7yy 
)V) xf-x;P) -3-^h^fi/-^yy [b] f*7x 
>-2-> - 2- -2H 

-T^y-^fciwmfligsfcHafcMHu a 

HA 1 5 6-1 5 8<C (MUgjft : ?nn*;PA- 
n-^fy) ; NMR (400MHz, DMSO- 
d 6 ) dppm 1. 88-2. 02 (2H, m) , 
2. 24-2. 34 (4H, m), 3.67-3. 
76 (1H, m) , 4.16 (3H, s) , 7. 
6 1-7. 6 5 (2H, m) , 7. 89 ( 1H, 
d) , 8. 16 (1H, d) ; MS (FAB) m 
/z 3 9 4 ( M* +1); tc*4WHIC 19 H 1b N 9 
OS 2 ■ 1/4 H 2 OWtWfi(%) C, 5 7. 3 
4; H, 3.93 ; N, 17.60, W&B. 
{%) C, 57. 33 ; H, 3. 93 ; N, 1 
7. 49. 

[0190] [HJHW3 5] 5-(3-(2-(4- 
~/?uf+)V-2-f-7*/V}V) Xf-X/U) -6-7/W 
^n7x-;H -1H-- fhvV-JV: 

(181) 5-(3->ftK-6-7WD7x- 
;P) -2- (4-XY*vKyV)V) -2H-rb7V' 

5- (3-^H-6-7MD7x-^) -lH-f 

hyy-frimmn<r>xn3tmmizmi. 5- 

(3-^K-6-7;WD7x-^) -2- (4-* 
Y*is^V : J)V) -2H-f h^y— ;»/S»fc. 
11* 9 9- 1 0 l'C (iftt A# $ : 7 DD^A- n 
— N=3f^y) ; NMR (400MHz, CDC1 3 ) 
dppm 3. 80 (3H, s) , 5. 77 (2 
H, s) . 6. 89-6. 92 (2H, m) , 
7. 39-7. 42 (2H, m), 7.71-7. 
75 ( 1H, m) , 8. 4 1-8. 43 ( 1H, 
m) . 

[01913(182) 5- (3- (2- (4-iv? 
oy^;P-2-f-ry'J;l/) xf-x/to -6-7;M-o 
7i-/H -2- (4-^b^i/^yi/'^) -2H-T 
h^y-;^^ 

5- (3->f^K-6-7;WD7x^) -2- (4 
-^h^fiv^y^) -2H-f-h7y-;l-i:4-iV? 
D7*f;H 2 -xf-x/H-7*y-/l/£ltS£0!l 1 »I84 
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fcl/CP3*fc«BU 5- (3- (2- 
f-;P-2— f-TVy^) xf-x/W -6-7;M-n7x 
-2- -2H-rh5 

WM 1 2 6-1 2 8-C (mSJUHl : ;nn*M- 
n-'vJf-tf-y) ; NMR (400MHz. CDC 1 
3 )5ppm 1 . 89— 2. 42 (6H, m) , 
3. 66-3. 74 (1H, m) , 3.80(3 
H, s) , 5. 78 (2H, s) , 6.90- 
6.93 (2H, m) , 6. 97 ( 1H, s) , 
7. 21-7. 26 (1H. m) , 7. 41-7. 
43 (2H, m) , 7. 63-7. 67 (1H, 
m) , 8. 35-8. 38 ( 1H, m) . 
[0192] (Ifi3) 5- (3- ( 2- (4-^7 
D7*f-;w-2-f-rVy^) xf-x/U) -6-7;M"n 
7i-/W -lH-f f7/-;^M 

5- (3- (2- (4-x^o7f-;P-2-f-TV*U 
;P) Xf-x;P) -6-7iWD7x^;H -2- (4- 

p< h isKyssn, ) -2H-fb5 y-^^mtw 1 <0 

l85i:PIBHC»3U £®»£*§fc. 
M£ 2 2 3-2 2 5°C (decomp. ) (IfSftftig 
$| : ^oaWA-n-^fy) ; IR^max cm 
-» 3080, 2220, 1 620, 1 556, 1 50 
8; NMR (4 00MHz , DMSO-d 6 ) 8 pp 
m 1 . 84-2. 35 (6H, m) , 3.64- 
3.72 (1H, m) , 7. 56 ( 1H, s) , 
7. 62 — 7. 66 ( 1H, m) , 7. 94- 
7. 98 ( 1H, m) , 8. 30-8. 32 (1 
H, m) ; MS (FAB) m/z3 26 (M + + 

i) ; 5E*4Hffttc I6 H„FNB s<mnm(%) 

C, 59. 06 ; H, 3 . 7 2; N, 2 1. 52, 

M£tt {%) C, 59. 0 1 ; H, 3. 84 ; 
N, 2 1. 76. 

[0 193] [Ht^j36] 5-(3-(2-(4- 
^^o7f-^-2-^-TVy^) xf-x/l,) -4-7f- 
;P7x-;P) -lH-xh^V-^: 

(181) 5- (3--<^h'-4-^^;U7xX;U-) 
-2- (4-^b^fv^y^) -2H-rh7V-^ 

5- (3->f3j-H-4-^f-;P7x-^) -lH-rb 
7 V-A'fc WtW 1 <7>X8 3 t 1 » 5 - ( 3 

-4*Y-4-X*)V?x.-)V) -2- (4-*h*>- 
Oit)V) -2H-fh7 1 /-/^, 
itS 1 3 6 - 1 3 8°C ( mm^MU : X-r/l^- n - 
A.dfHfy) ; NMR (40 0MHz, CDC 1 3 ) 8 
PPra 2. 74 (3H. s) , 3.80 (3H, 
s) , 5.72 (2H, s) , 6. 90 (2 
H, d) , 7. 31 (1H, d) , 7. 37 
(2H, d) , 7. 99 ( 1H, dd) , 8. 
77 ( 1H, d) . 



[0194] (182) 5- ( 3- (2- (4-v? 

x^-x/p) -A-**f\s7 
x-;l/) -2- (4-^<h^>-^y^» -2H-fb 

5- (3- (2- (4-^^o7^-2-f-ryy 

;W) Xf-x/l^) -4-^f^7i-;H -2H-fb7 
y-;Pt 4-^7 P7f-;P- 2 -xf-x;i/f-ry-;i/2r 

njfewi i <7)i84 tLxmmizmwi. 5- (3- (2 

- (4->-7n7*^-2-^ryy;p) x*-x/p> - 

4- ^f-;W7xX;l/) -2- (A-tY^is^Vi/lV) 

- 2 H-f h 7y-;P£*gfeHM#Hai: l/Cttfc. 
NMR (400MHz, CDC 1, ) Jppm 1.9 

0- 2. 1 1 (2H, m) . 2. 27-2. 43 (4 
H, m) , 2.57 (3H, s) , 3.71 
(1H, m) , 3. 80 (3H. s) , 5.7 
3 (2H, s) , 6. 91 (2H, d) , 6. 
97 ( 1H, s) , 7. 34 ( 1H, d) , 7. 
40 (2H, d) , 8. 04 ( 1H, dd) , 
8. 32 ( 1H, d) . 

[0195] (183) 5- ( 3- (2- (4-v7 
n7f-;l/-2-f-ryy/P) xf-xyp) -A-Xj-)V7 

1- ;H - lH-f h5y-/K9£(R 

5- o- (2 - (4-^707^- 2 -f-ryy 

;l/) xfx/U) -4-^f^7i-/l/) -2 - (4-^ 
h^S^fS^lO -2H-xh5y-^Hffe0lJl<OI 

MA 1 8 0-1 82'C m&ikim : Tk-X77- 
)V) ; NMR (400MHz, DMSO-d 6 ) 8p 
pm 1. 91-2. 08 (2H, m) , 2. 22 
-2. 34 (4H, m) , 2.57 (3H, 
s) , 3. 69 (1H, m) , 7. 47 (1H. 

s) , 7. 57 ( 1H, d) , 8. 04 (1 
H, d) , 8. 25 (1H, s) ; TCfgtfflfffi 
C 17 H 15 N 5 S<7)9mm (%) C, 63. 53; 
H, 4. 70 ; N, 21. 79, Sl5£ffi (%) 
C, 63. 30 ; H, 4. 83 ; N, 20. 99. 

[0196] CJBIW3 7] 5- (3- (2- (4- 
x 7 n7"f;l/- 2 -f-ry y/1/) xf-x/U) -4-^b 
df^7xx;k) -lH-fb7/-;l/: 

(181) 5- (3— ^^K-4-p<h^^7xX 
)V) -2- (4- (^h^r^<y^>) -2H-rh7 

y-/u*>£i£ 

5- (3— <Ji"H-4-^bdfx7xX;|/) -lH-f 

h 5 y-^ £HM0j i coi8 3 lt ftttc*sa t , 5 

- (3--f^h'-4-^h^fv7xx;P) -2- (4- 
^h^fy<yy;H -2H— ?h9V->MMIfc. 
a* 1 2 5- 1 2 6 °C ( B^ B B a ^ : 7 n nsjvkk- 

; NMR (40 0MHz, CDC 1 
3 ) Sppm 3. 80 (3H. s) . 3.93 
(3H. s) , 5.71 (2H, s) , 6.8 



(43) 



#B8¥1 0-1 9 5063 



8 (1H, d) , 6. 91 (2H, d) , 7.3 
7 <2H, d) , 8. 09 ( 1H, dd) . 
8. 54 ( 1H, d) . 

[0197] (182) 5- (3- (2- U-S^O 
7>7l'-2-f-7V , J/l') xf-ryp) -4-* h*i/y 
x-;P) -2- (4-^h^fyKyy» -2H-fb 

5- (3—r*K-4-*h*v7xX;W) -2- (4 
-^h^^yvVl/) -2H-fh7y-^t4-y7 
n7>/k- 2 -x^/H-rV-/P*HitW 1 OIS4 
fcl/CPWfcJWU 5- (3- (2- (4-y?a7 
xf-x/w) -4-* MfS^x 
-2- (4-^f^yKyy/l-) -2H-rh7 

9 9~ 1 0 0°C (jfiiAtg : X-r;U- n 
; NMR (400MHz, CDC 1 3 ) dp 
pm 1. 89~2. 10 <2H, m), 2.27 
~2. 4 1 (4H, m) , 3. 73 ( 1H, 
m) , 3. 80 (3H, s ) , 3. 96 ( 3H, 
s) , 5. 72 (2H, s) , 6.9 1(2 
H, d) , 6. 95 (1H, s) , 6.99 
(1H, d) , 7. 39 (2H, d) , 8. 13 
( 1H, dd) . 8. 3 1 ( 1H. d) . 
[0198] (I«3) 5- (3- (2- (4-v? 
n7*f-;u-2-f-rVU;P) xf-x/p) -4-^h^i- 

7x-/l/) — 1 H — T b 7V-/UO£j£ 
5- (3- (2 - (4-^07'^-2-f-TVy 
;l/)xf-x;P) -4-^Ky7x^;K - 2- (4- 
^hdfv<yv>) -2H— fh^r-^SrHSfiWlO 

is 5 1 muzwi u . mmmtz. 

2 15~2 17\:(SISft8»:X*,'-^-x 
-T^) ; NMR (400MHz, DMSO-d 6 ) 
5-ppm 1. 8 5~2. 06(2H, m),2.1 
9-2. 34 (4H, m) , 3. 68 ( 1H, 
m) , 3.99 (3H, s) , 7. 40 (1H, 

d) , 7. 5 5 ( 1H, s ) , 8.15(1 
H, dd), 8. 23 (1H, d) ; 7C*4Mffl 
Ci 7 H 16 N 6 OS • l/4Hj O^lfEffi (%) C, 
58. 94; H, 4. 66; N, 20. 22, M 

mmr/o) a 59. 36 : h, a. 63 ; n, 

19. 90. 

[01 99J 135*0938] 5-(3-(2-(4- 
v-7o7f7l/-2 — fTV'U/y) Xf-x;l0 -6-hH 
Oify7i-;H -1H- fb5V*-/U: 

(HI) 5- (3— f*H-6- 
yy/M ^y7x-;l<) -2- U-^Mfs^W 
AO - 2 H - f J* 9V-A^S« 
5- (3— ^^b'-6-tHn4f>'7xX;P) -1 H- 

3UtWltf>Ig3i:HSMc 



5- (3-> f#K-6- (4-^h^v^y^' 
;K ^y7x-;P) - 2- (4-^h^f^y^) 
-2H-rb9V-^fe*fc. 
R£ 1 5 9- 1 6 0'C (IHSASJK : ^an*;^- 
n-A.df-^y) ; NMR (400MHz, CDC 1 
3 ) Sppm 3.79 (3H, s) , 3.81 
(3H. s) , 5.10 (2H, s) , 5.7 
5 (2H, s) , 6. 84 ( 1H, d) , 6.8 
5 (2H, d) , 6. 87 ( 2H, d) , 7. 
34 (2H. d) , 7.35 (2H, d) , 
7. 64 ( 1H, dd) , 8. 27 ( 1 H, 
d) . 

[0200] (IS2) 5- (3- (2- (4-jy^ 
x.^--)V) - 6- (4-* 
h^isOisfo) ^y7x-/P) -2- (4-^b^ 
isKy i»V ) - 2 H - r h 5 V-;KD£j£ 
5- (3-4:*F-6- (4-.X h^fv^y^) 
x7x-;P) -2- (4-^b^v^yvVP) -2H- 
r b 9V— /H: 4 -i/9u7+fr- 2 

-)vzwmiv>TM4tLxnmz$mL, 5- (3 

- (2 - (4-v-^n7f-^-2-f-TV'J;U) xfx 
;P) - 6- (4-^h^v^yy-VW) ^y7x-;H 
-2- (4-^hdf^y^) -2H-xh7V-^ 

BUS 15 9-16 0°C (WSSbIM : ?OO^A- 
n-^-^y) ; NMR (400MHz, CDC 1 
3 ) 5ppm 1. 88— 2. 10 (2H, m) , 
2. 26~2. 4 1 (4H, m) , 3.68(1 
H. m) , 3.79 (3H, s) . 3.81 
(3H, s) , 5. 17 (2H, s) , 5. 74 
(2H. s) , 6.87 (2H, d) , 6.8 
8 (2H, d) , 6. 92 ( 1H, d) , 7. 
07 ( 1H, d) , 7. 3 5 ( 2H, d) , 
7.39 ( 2H, d) , 7. 62 ( 1H, d 
d), 8. 23(1 H, d). 
[0201 ] CDS 3) 5- ( 3- (2- (4-S/^ 
n7f-^-2-f-TVU/U) xf-yi/) -6-tKadf 
y7x-;H - 1 H-rb 5 V-;K9-£j£ 
5- (3- (2- (4->-7n7^-2-f-Ty*y 
/U) xf-x/P) -6- (4-^h^^<y^>) ^"df^ 
7x-;H -2- (4-*b*S"0'5^) -2H-T 
h7V-;P?:||SfifiajlOlS5fc|5|«t«SIL, 

it£ 20 5-209'C (decomp. ) (Hilftft 
jK:X^7-yp-x-r^) ; NMR ( 4 0 0MH 
z, DMSO-d 6 ) Sppm 1. 84~2. 03 
(2H. m) , 2. 18-2. 33 (4H, 
m) , 3. 66 ( 1H, m) , 7. 1 5 ( 1H, 
d) , 7. 49 (1H, s) , 7. 70 (1H. 

dd), 8. 44 (ih, d) ; jtmmm 
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16 H l3 N5 OSwmtm (%) C, 57.82; 

H, 4. 25 ; N, 21. 07, MMM. (%) 

C, 57. 43 ; H, 4. 32 ; N, 20. 79. 

[0202] [HJtM39] 5-(3-(2-(4- 
is?uy*}-)lr-2-1-7WiV) X^-xyp) -2-7)V 
*U7x.-)V) -lH-rb7V-;W: 

<IS1) 5- (3-^^h'-2-7^U7x- 

2, 6-;^^'yi. 6 5gt7lC^}tf#Tth'J7;^ 
O^K 0 . 3 2ml ZtUi.tz . WSJSCQ 0 . 5 BftgHgtf 

-b'J;HgSrJUts 8 0iCC16ieia»tfLJt. RIS 

2 Ng&5 0 m 1 fcjpi . *r{fi*Sfl£$]R» *gfe 
ft, (WKU:. M^do*M-i^-M^ 
SteftU 5-(3-'f^K-2-7;^n7x^) 
-lH-fb 5 VWP 1 . 0 5 g S:7-'J XA B B a fc LT# 

Si£l 82-1 84'C ; NMR ( 4 0 OMH z , DM 
SO-d 6 ) 5ppm7. 25 (1H, m) , 8. 

1 6 ( 1H, m) , 8. 2 1 ( 1H, m) ; M 
S (E I ) m/z 290 (M* ) ; 7GJR4MfffiC 7 
H 4 F I N 4 Off-fi^I (%) C, 28. 99; H, 

I. 39; N, 19. 32, (%) C, 2 
9.26; H, 1. 59 ; N, 19. 05. 
[0203] (IS 2) 5-0-^^^-2-7^ 

*U7x.-)V) -2 - -2H 

5- (3-^f*K-2-7/WD7x-;K - 1 H-f 
h7V-;USrHSfeCTl^XS3i:^^«SU. 5- 
(3-^^K-2-7WD7i-;V) -2- (4-* 
h^fv-^y^) -2H— tY^/-)V*%1z. 
Sl£l 24 — 1 2 6*C ; NMR ( 4 0 OMH z , DM 
SO-dj ) 5ppm3. 75 (3H, s). 5. 
95 (2H, s) , 6. 97 (2H, d) , 
7. 18 (1H, t) , 7. 40 (2H, d ) , 
8. 03 (2H, m); MS(EI) m/z 4 
10 (M* ) ; 7C*frW«C 15 H 12 F IN, OcDt+g: 
ffi (%) C, 4 3. 92 ; H, 2. 95 ; N, 1 

3. 66, (%) C, 43. 89 ; H, 3. 

02 ; N, 1 3. 83. 

[0204] (IS3) 5- (3- (2- (4-3^ 
o7*f-;P-2-f-rV';^) xf-x;p) -2-7;M"o 
7x-/P) -2- (4-^h^^y>'» -2H-f 

5- (3->f^K-2-7;^n7x-;P) -2- (4 
-^h^v-^yy^) -2H-Th7V-^k4-x^ 
D7>/P- 2 -Xf-i^f-7V— A^t JdlW 1 C0IS4 

tixmmizmi. 5- 0- (2- 



x^) -2- (4-* Y^i/^ViSlV) -2H-fh7 

Rjft 114-11 6<C m&miM: : ?OD*W- 
n-A.jSf-9-y) ; NMR (40 0MHz, CDC 1 
3 ) $PPm 1. 92-2. 40 (6H, m) . 
3. 66-3. 75 ( 1H, m) , 3.80(3 
H, s) , 5.78 (2H, s) , 6. 89- 

6. 93 (2H, m) , 6. 99 (1H, s) , 

7. 27 ( 1H, t ) , 7. 40-7. 43(2 
H, m) , 7. 65-7. 69 ( 1H, m) , 

8. 13—8. 17(1H, m) ; MS ( F AB ) m 
/z 44 5 (M* +1); 7C#*WttC 24 H 20 F 
N 5 OS<7)H-3M (%) C, 64. 70; H, 4. 
52 ; N, 1 5. 72, ffl^ffl (%) C, 64. 
73; H.4.56; N.15.81. 
[0205] (XS4) 5- ( 3- (2- (4-^7 

o7^-;u-2-f-rv' , J;i') xf-x^) -2-7/M"n 
7i-;H - 1 H-ff- 9V-;uo^* 
5- (3- (2- (4-^^o7f-^-2-f-TV'U 
;U) xf--;i^) -2-7Mn7x-;P) -2 - (4- 
^t>Jfy^yyy^ -2H-rh7V-^S:IIMWlc r ) 

HJUS 1 9 2- 1 9 5'C (5£iH8gE : ;on*;W- 
n-^Jf-fy) ; IRmax cm" 1 2 2 24; N 
MR (40 0MHz, CDC 1 3 ) S PP m 1.85 
-2. 35 (6H, m) , 3.65-3.74(1 
H. m) , 7. 5 5 ( 1H, t ) , 7.6 1 

(1H, s) , 7. 97-8. 01 (1H, 
m) , 8.1 7-8. 2 1 ( 1 H, m) ; MS 

(FAB) m/z326 (M + +1); 
C 16 H 12 FN 5 SOftgffi (%) C, 59.06; 
H, 3. 72 ; N, 21. 52, fflgffi (%) 
C. 58. 89 ; H, 3. 79 ; N, 2 1. 45. 

[0206] [HJS0HO] 5-(3-(2-(4- 
i/^n7^-;l/-2-f-TV'J;l/) if-/l^) -6-^f- 
;Pf-^"7x-;P) -lH-f h7/-^: 

5- (3— ^K-6-^f^7x- 
)V) - 2- -2H-rh7V 

5- (3-^K-2-7Mn7x-/H -2- (4 
-^hdf^y^) -2H-rh5V-^204mg 
SrDMSO 1 0m 1 JCJ&JBU * * yf-#->W- HJ >7 
AJg (»l 5%££*?§$) 0.5ml Ztot. mtV 
3HfflmVt:. EJffii* 1 N«»l OOral 

uft/UA-n-^-VyfrklffiihL* 5- (3-4* 
l^-6-^fW7x-;K -2- (4-^fdr^ 
yiSfr) -2H-fb5/-/H 8 3mg£ft# B B B fcL 

1^138-140'C; NMR (400MHz, CD 



(45) 



ftm^l 0-1 95063 



Cl 3 ) Sppm 2. 46 (3H, s), 3.8 
0 (3H, s) , 5. 77 (2H, s) , 6. 8 
9-6. 91 (2H, m) , 7. 05 ( 1H, 
d) , 7. 69 ( 1H, dd) , 8. 29 ( 1 
H, d) ; MS (E Dm/ z 4 38(M + ); 

7HMHfrffiC 16 H 16 I N 4 OSOftJMI (%) C, 
43. 85 ; H, 3. 45 ; N, 12. 78, Mfe 
m(%) C 44. 1 7 ; H, 3. 55 ; N. 1 
2.9 1. 

[0207] (182) 5- (3- (2- (4-^7 
D/f/P-2-f7/ l J;H xf-x/D 
^■7i-;H - 1 H-fh7/-;Ki 

5- 13-' f^h*-6-^f-;Uf-^7x-;D -2- 
(4-^h^f^y^) -2H-rh7/-;Wi:4- 
S^OT'^'- 2 -Xf-^Wf-rV-^^HjtW 1 <oi 

M£ 114-11 6°C (g&jygffi : ?od*;PA- 
x?/-;k) ; IRvmaxcm" 1 2216; NM 
RUOOMHz, DMS0-d 6 ) Sppml. 86 
— 2. 32 (6H, m) , 2. 67 (3H, 
s) , 3. 63-3. 71 (1H, m) , 7.5 
3 (1H. s) , 7. 57 (1H, t) , 7. 
82 ( 1H, dd) , 7. 99 ( 1H, d) ; 
MS(FAB)m/z 354 (M* +1); 7C* 
#*HtC 17 Hi 8 Nj S 2 <7)ftM (%) C, 5 7. 7 
7 ; H. 4. 28 ; N, 1 9. 8 1 . MMM 
(%) C, 57. 3 1 ; H, 4. 34 ; N, 1 
9. 65. 

[0208] [3S*W4 1] 5-(3-(2-(4- 
y?o/f;H2-f7 v / l J/H xf-xyD -6-^n 
D7i-;H -1H— f byY-JV: 

(181) 5- (6-?QD-3M^K7x-^) 
-2- (4-P<hdfv^y^» -2H-rh7V-/W 

5- (6-?nn-3M*K7x-/H -lH-fb 

7V-)vzmmi<r>JM3 tmmzmmi. 5- ( s 

-;ao-3-'f^h'7x-/H -2- (4-^h^rv 
<y^;U) -2H-Tt-9V-/l'£*§fc. 
Il690- 9rC; NMR (4 0 0MH z , CDC 1 
3 ) Sppm 3. 80 (3H, s) , 5.77 

(2H, s ) . 6. 89 (2H, d ) . 7.2 
3 (1H, d) , 7.39 (2H, d) , 7. 
68 ( 1H, d) , 8. 25 (1H, d) . 

[0209] (IS2) 5-(3-(2-(4-^ 
nf+flr-2-+TfVi\s) x.j--)V) -6-?no7 
iilW -2- U-* b*is<y : J}\s) -2H-rh 

5- (6.-^on-3->f*F7x-;D -2- (4- 
* h x/D -2H-fb7 , /-^4-y^n 



2 -Xf-^/Uf-TV-^tHltH 1 WI84 k 

mmmmi. 5- (3- (2- u-^ot^/u- 

2-f-TVU;D xf-j^D -6-?dd7i-;W - 
2- (4-^h^i/'sy^) -2H-rh7V'-;U$r 

M£ 6 6 - 6 7 'C ( B&alrtM : X-r^~ n-'v* 
-9-y) ; NMR (400MHz, CDC1 3 ) 5pp 
m 1. 88—2. 11 (2H, m) , 2. 2 6— 
2.42 (4H, m) , 3. 69 ( 1H, m) . 

3. 81 (3H, s) , 5.79 (2H, 
s) , 6.91 (2H, d) , 6. 97 ( 1H, 

s) , 7. 4 1 (2H, d) , 7.51(1 
H, d) , 7. 58 ( 1H. dd) , 8.17 
(1H, d). 

[02101(183) 5- ( 3- (2- {4-is? 
oy^-2-f-rVJ;D xf-x/l,) -6-7QD7 
i-*) -lH-fh7'/-/W)M 
5- (3- (2- (4->-7n:7*f-/l/-2-f-7Vy 
;l/) Xf-^/U) -6-^OD7i-^) -2- (4-^ 
-2H— fh5V~^Sr||MIJ10I 

est m&m t . lan*****: . 

ffl& 18 3-18 5'C (UttJtigg : x?/-/l--x 
-T/P) ; NMR (400MHz, DMSO-d 6 ) 
Sppm 1. 86-2. 02 ( 2H, m) , 2. 1 
8-2. 3 1 (4H, m) , 3. 68 ( 1 H, 
m) , 7. 57 (1H, s) , 7.83 (1H, 

d) , 7. 90 ( 1H. d) . 8.13(1 
H, s); MS (E D m/z 34 1 (M* ) ; 

7c»##hic 16 h 12 n 5 c i somtm (%) C, 

56.22; H, 3. 54 ; N, 20. 49, M 
Mm (%) C, 56. 02 ; H, 3. 63 ; N, 
20. 2 1. 

[021 1] [HS6W42] 5- (3- (2- (4- 
v^n7"f-^-2-f-T/'J;i-) xf-^) -2-?n 

D7i-JH -lH-fh7/-^: 
(181) 5-(2-;nD-3-^H7x-ik) 
-2- -2H-ThyY-JV 

5- (2-;an-3-^K7x-;H - lH-fh 

yY-)v*mmm 1 *>ig3 k mtcxBat > 5 - ( 2 

-7DO-3-^F7x-W -2- (4-^h^r^ 

<> : J)V) -2H-rh7 v /-^Sr#3t. 

It£ 91~92°C; NMR (400MHz, CDC 
1 3 ) Sppm 3. 76 (3H, s) , 5. 78 
(2H, s ) , 6.90 (2H, d) , 7. 06 
( 1H, t) , 7.40 (2H, d) , 7.8 

2 ( 1H, d) , 7. 99 ( 1H, d) . 
[0212] (X82) 5- (3- (2- (4-^ 

o7>;l'-2-?-rvy;D xf-x/D -2-?nu7 

x-;H -2- (4-p<h^^>'>'» -2H-fh 
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5- (2-;nn-3-'f*b'7i-;P) -2- (4- 
>h^y^yy» -2H-fb7y-^i:4-y?D 

2 -xf-x;H-7V-/t*&gt{fc0« l WXS4 b 

ixmm&smu 5 - o - (2- (4-y?n/f 

^-2-f-rVU^) xf-^;l/) -2-?do7i- 
fr)-2- (4-Xh^fx'<.y>'» -2H-f h7V 

US 6 9-7 O'C (?$£Jfcft£ : x-r^- n-^df 
tfy) ; NMR (400MHz, CDC 1 3 ) 5-pp 
m 1 . 89-2. 1 1 (2H, m) . 2.26- 
2.40 (4H, m) , 3. 72 ( 1H, m) , 

3. 80 (3H, s) , 5.79 (2H, 
s) , 6.91 (2H, d) , 7. 00 (1H, 

s) , 7. 34 (1H, t) , 7.4 1(2 
H, d) , 7. 72 ( 1 H, d) , 7.97 
(1H, d). 

[02131(183) 5- (3- (2- (4-x? 
a^f-^-2-f-rVU;l/) xf-x/H -2-;oo7 

- 1 H-Th7V-/UD-£l£ 
5- (3- (2- (4-i/^07'^-2-^TyU 
)V) Xf-x/U) -2-?on7x-;l') -2- (4-* 
h^r^y^l-) -2H-Th9V-;^H10lJl^X 

Bbs 1 6 7~i 7 o-c mm&mm ■. *-x?/- 

;P) ; IRi/max cm" 1 2220 ; NMR (400 
MHz, DMSO-d 6 ) Sppm 1. 83 — 2. 1 
0 (2H. m) , 2.1 9-2. 3 5 (4H, 
m) , 3. 70 ( 1H, m) , 7. 6 1 ( 1 H, 

s) , 7. 65 (1H, t) , 7. 92 ( 1 
H, dd) , 8. 02 ( 1H, dd) ; MS 

(EI) m/ z 3 4 1 ( M* ) ; 7cS#ffffiIC 16 H 12 
N 6 C 1 ScOftgffi (%) C. 56. 22; H, 
3.54; N, 20. 49, M%M (%) C, 5 
6. 3 5 ; H, 3. 76 ; N, 1 9. 94. 

[02 14] [HMS0I4 3] 5-(3-(2-(4- 
-f yrotA'-2— f-TVUA') xf-xrt,) -2-7^ 
*o7i-;H -lH-rb^V-^ 

(181) 5- (3- (2- (4— f V7-Ph-;W-2 
-f-TV'J/U) X^--/W) -2-7MD7x-;H - 
2- ( 4-^*^0-^) -2H-rh5V-;K7) 

SS*W3 9-C£«U;. 5- (3— f*1«-2-7*'* 
D7i-;H - 2- (4-pt Hfi/^yS^) -2H- 
TY3V-)Vb4-4 VTot'/l^- 2-xfcyi/fTV 

HJfcCT 1 <0IS 4 £ HfttCftyi L , 5- (3- 
(2- ( 2 —f-TVVlV) Xf-x 
/H -2-7;W07i-^) -2- (4-^hdfv-^ 

M£l 1 6-1 1 9°C ; NMR (400MHz, CD 



C 1 8 ) Jppm 1 . 35 (6H, d) , 3.1 
2-3. 1 9 (1H, m) , 3.80 (3H, 
s) , 5.78 (2H, s) , 6. 89—6. 9 
2 (2H, d) , 6. 98 ( 1 H, s ) , 7.2 
7 ( 1H, t) , 7. 39-7. 4 1 (2H, 
d) , 7. 64-7. 68 ( 1 H, m) , 8.1 
2-8. 17 (1H, m) ; MS(EI)m/z 
433 (M + ) ; 7C5&fr*raC 23 H 20 FN 5 OS^ff 
MM (%) C, 63. 73 ; H, 4. 6 5 ; N, 
16. 16, Mfem (%) C, 63. 69 ; H, 
4.69; N, 1 6. 22. 
[0 2 15] (182) 5- (3- (2- {A-> fV 
7nlf;U-2-f-TV'J^) xf-x/u) -2-77^n 
7i-;K -ih— Tb^V-yi'fltejR 

5- (3-^K-2-7W07z-W -2- (4 
-^h^^<yi/» -2H-TY?V->Vb4-4V 
7ot?/k- 2 -xf-XfH-TV'-^HSItfiJ 1 £>I85 
fcFWWHSlU *Hftfcttfc. 
HA 1 5 5- 1 5 8°C (SISb b b ^ : 9 n n*/WA- 
n-A.df-)fy) ; IRhbx cm" 1 222 0; NM 
R (400MHz, DMSO-dg ) Sppml. 28 

(6H, d) , 3. 07-3. 1 6 ( 1 H, 
m) , 7. 55 (1H, t) , 7. 58 ( 1 H, 
s) , 7. 97-8. 00 ( 1H, m) , 8. 

17-8. 20 (1H, m) ; MS (EI)m/z 
313 (M + ) ; 7uS#ff«C 15 H 12 FN 5 S(7)fh 
££ (%) C 57. 49 ; H, 3. 86 ; N, 

2 2. 3 5, W&M (%) C, 5 7. 50 ; H, 
3.95; N, 22. 29. 

[02 16] [j«tW44] 5-(3-(2-(4- 
n-rnhVt— 2-f-TVUA') xf-x/W) -2-7/P 
^D7i-;K -lH-fb^/-^: 

(181) 5- (3- (2- < 4-11-70^-2 
-f-TVU/U) xf-x;!,) -2-7/M-D7xX^) - 
2- (4-^h^f^yv'yt/) -2H— t hJY—JW) 

H»093 9"tfflVtf;. 5- (3-4*F-2-7/M-n 
7i-;K - 2- (4-^b^vO-v^) -2H-f 
h yV-)Vb 4 - n - 7ohVP- 2 -xf-x /WTf- 

n>*mm i ^i84 f3K(c&ji l . 5 - ( 3 - ( 2 

- (4-n-TohVl— 2-f-TVy;P) x^-x;p) - 
2-7/Wn7i-;P) -2- U-^^^^y^* 
;l/) -2H— f f^V-rt'fcttfc. 
It*97- 99°C; NMR (4 0 0MHz , CDC 1 

3 ) 5ppm 0.98 (3H, t) , 1.78 
(2H. m) , 2. 80 (2H, t) , 3.8 
0 (3H, s ) , 5. 78 ( 2H, s ) , 6. 
89-6. 91 (2H, d) , 6. 98 (1H, 
s) , 7. 27 (1H, t) , 7. 40-7. 4 
2 (2H, d) , 7. 64-7. 68 ( 1H, 
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m) , 8.1 2-8. 1 6 ( 1H, m) ; MS 
(EDra/z 433 (M + ) ; 7C&##fffiC 23 H 

20 fn 5 osmnm (%) c, 63.73; h, 

4. 65;N, 16. 16, il^ffl (%) C. 6 
3.58; H, 4. 7 1 ; N, 1 6. 02. 
[0217] (IS2) 5- (3- (2- (4-n- 

rotr/i'- 2 —try »J A') xfcyp) -2-7;M-o 

7x-^) -lH-fb5 V-A^J* 
5- (3- (2- (4-n -TOW- 2 -*7V»J 
)V) H1--)V) -2-7)V*U7 x.-)V) -2- (4- 
^HPS/OS^) -2H-Th5V-;^H3tWl<0 

H£ 1 4 9- 1 5 2°C (ffityU&K : ^nn*;PA- 
n— "v^y) ; IRi/nax era" 1 2 2 24; N 
MR (400MHz, DMSO-d 6 ) SppmO. 9 
2 ( 3H, t ) , 1.70 ( 2H, m) , 2. 
75 (2H, t) , 7.55 (1H, t) , 7. 
59 ( 1H, s ) , 7. 94—8. 0 1 ( 1H, 
m) , 8. 14-8. 22 ( 1H, m) ; MS 

(EI)m/z 313 (M + ); 7CSlMHIC 15 H 
12 FN 5 Sc7)H-»<i (%) C, 57.49; H, 
3.86; N, 22. 35, (%) C, 5 

7.47; H, 3. 98 ; N, 22. 1 1 . 

[0 2 18] [30tW4 5] 5-(3-(2-(4- 

^q^-2- j T-rvii/t') x^--^) -2-^f- 
;^x-;H - 1 H-xf^V-A- : 
(Xgl) 5- (3->f^K-2-^Wi-^) 
-2- (4-^b^r^y^) -2H-rh7V-^ 

5- ( 3— <*Y-2-*+)V73.-)V) -lH-fb 

5V-/p*ntt0! i ot§3 1 mmimwi. 5-0 

-4*Y-2-**f-)l7x.-)V) -2- (A-XYSri' 
K>islV) -2H-TYJV-iV*m$kbLX®tz. 
NMR (400MHz, CDC 1 3 ) 5-ppm 2.7 
6 (3H, s) , 3.80 (3H, s) , 5. 
75 (2H, s) , 6. 90 (2H, d ) . 
7. 39 (2H, d) , 7. 81 ( 1H, d 
d) , 7. 94 ( 1H, dd) . 
[0219] (IS2) 5- (3- (2- (4-^7 
u7+f\,-2~*T'/Vfr) x?-x/l>) -2-^lVy 

1- ;H -2- (4-*MfS"W/i') -2H-rh 

5- (3H*K-2-^f;k7i-/K -2- (4- 
tY^i/KWlV) -2U-ThyV-)l't4-^9n 
7+)V- 2 -3^--)V1-7V-)\s*mmM 1 <r>JMA t 

nmizwmi. 5- o - (2- u-^ot**-*- 

2- f-TVU;U) x-f-;P) -2-^f;l-7i-;H - 
2- (4-^h^>"<.y^) -2H-rh7V-;WSr 

1M 1 4 0- 1 4 2*C (Rt&lrig*K : X-r^- n - 



^.^y) ; NMR (400MHz, CDC 1 3 ) $ 
PPm 1. 88-2. 11 (2H, m) , 2. 27 
—2. 42 (4H, m) , 2.77 (3H, 
s) , 3. 69 (1H, m) , 3. 81 (3H, 
s) , 5. 77 (2H, s ) , 6.9 1(2 
H, d) , 6. 97 (1H, s) , 7. 30 
(1H, t) , 7. 41 (2H, d) , 7. 67 
( 1H, dd) , 7. 96 ( 1H, dd) ; 7BS 

a*fffic 28 H 2 8N, osmnm(%) c, 68. o 

0 ; H, 5. 25 ; N, 15. 86, fflgM 
{%) C, 67. 83 ; H, 5. 26 ; N, 1 
5. 94. 

[0220] (H3) 5- (3- (2- (4- : s? 
X3°7+fr-2-1-T/VJl') x^--;l^) -2-^<f-;U7 
x-;P) - 1 H-Th yV—)V<ry&$L 
5- (3- (2 - (4-x^n7"f-;l/-2-f-TVU 
TP) x^--;U) -2-^fi^x-W -2- (4-* 

h * x» - 2 h — f h v v'-)nmm 1 01 
mstmrnzmi. mm***:. 

Mt£ 2 0 9-2 1 rC (BM B B B ^ : X? 7-/U-X 
— f^> : NMR (400MHz, DMSO-d 6 ) 
Sppm 1. 84-2. 06 (2H, m ) , 2 . 1 
9—2. 34 (4H, m) , 2. 64 ( 3H, 
s) , 3. 69 (1H, m) , 7. 52 (1H, 

t) . 7. 56 (1H, s) , 7.79(1 
H, d) , 7. 85 ( 1H, d) ; MS (E 
I)m/z 32 1 (M + ) ; 7C*$MffftC 17 H, 5 N 

s s<mnm.{%) c, 63. 53; h, 4. 70; 

N, 21. 7 9, Mm. (%) C, 6 3. 44 ; 

H, 4. 80 ; N, 2 1 . 7 3. 
[022 1 ] [ggjfc0|4 6] 5- (3- (2- (4- 
y?n7"f;H2-f7/ l J;l/) xf-~/P) -2- Ml 
7;WD^f;l/7i-;K - 1 H -t h 5 V-A : 
(Xgl) 5- (3— f*K-2-hU7A'*0-?«f' 
/l/7x-;l/) -2- (4-^h^vO^';P) -2H- 

5- (3->f^h'-2-h'j7;^o^^;l,7x^) 

-iH-fb yv-ivzmm i c7)xg3 1 mw,z*m 

U 5- (3--f^K-2-h'J7;^o^f-;U7xx 
/P) -2- (4-^h^fv<yx';W) -2H-fh^V 

NMR (400MHz. CDC 1 3 ) 5ppm 3.8 

1 ( 3H, s ) , 5. 76 ( 2H, s ) , 6. 
91 (2H, d) , 7. 22 (1H, t) , 

7. 36 (2H. d) , 7. 48 (1H, d) , 

8. 22 ( 1H, d) . 
[0222] (XS2) 5- (3- (2- (4-5"7 

D7*f-;u-2-f-rvu;w) xf--;w) -2-YV?tv 

J!U*^)V-7x.-)V) - 2- (4-*h*$<"0'5tt') 
-2H-f h7/-/W^ 
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5 - (3 - (2- (4-v-?n7^/U-2-^77'U 
>V)m--)V) -2-YV7)V*n**i-)V7x-)V) - 
2- (4-.X Y*i/<V : JlV) -2H-Th5V-;Wi: 

4- i/;n7f/l^- 2 -m--)V*j-TV-)V*mm 1 
<3l84fcPM«C*lHU 5 - (3- (2 - (4-y? 
u~/i-)V-2- J f-TV^)V) xf--;l/) -2-HJ7A- 
*n^f-;P7x-^) -2- (A-tY^S/Kyi/tV) 

NMR (400MHz, CDC 1 3 ) 5ppm 1.9 
0-2. 11 (2H, m), 2.26-2.43(4 
H, m) , 3. 63-3. 7 7 ( 1 H, m) , 
3. 81 (3H, s) , 5. 78 (2H, s) , 

6. 9 1 (2H, d) . 7. 02 ( 1H, 
s ) , 7. 38 (2H, d) , 7. 57-7. 6 
3 ( 1 H, m) , 7. 88-7. 90 ( 1 H, 
m) . 

[0223] (IS3) 5-(3-(2-(4-^ 
o7-f;H2-f7/ l J;K xf--;l/) -2~HJ7;W 
^■D^f;i/7x-;H - 1 H -f- h yV->V<ry&$L 

5- (3- (2- (4-^07*^-2-f-TV*'J 
}V)x.i--)V) -2-YV7)V*n*1~)V7x.-tV) - 
2- {4-*Y* i s<ViS)l>) -2H— rh5V-rt'S 
gjfcft 1 *>Ig 5 1 RWcffiaU SBftSttfc. 
H£ 2 0 9-2 1 rc mmsmii ■■ 9 na*;UA- 

; IRt/maxcm" 1 2 2 24; N 
MR(400MHz, DMSO-d 6 ) Sppml. 8 
9-2. 04 (2H, m) , 2. 2 1-2. 35 
( 1H, m) , 3. 70 ( 1H, m) , 7.63 
(1H, s) , 7. 80 ( 1H, d) , 7. 94 
( 1H, t) , 8. 1 9 ( 1H, d) ; MS 
(FAB)m/z 376 (M + +1); 7G*#W 
ffiC 17 H 12 F 3 N 5 S- 1/2H, OOfHHI <%) 
C, 53. 1 2 ; H, 3. 4 1; N, 18. 2 
2, (%) C, 53. 39 ; H, 3. 27 ; 

N, 18. 44. 
[0224] [HS6M47] 5-(3-(2-(4- 
y?n/f^-2-f7V i ;;H xf-~^) -6-h'J 
7/^o^f^7i-^) -lH-rb7V-;P: 
(IS1) 5- (3-4:*K-6-MJ7;k*n;><f- 
^7i-;H -2- (4-P< h*is<yiS)l>) -2H- 

5- (3-^^K-6-M>7/l'^n^f-;l/7xx;w) 
-lH-fh 7V-)V*mm 1 ^IS 3 1 RfKtCjH 
U 5- (3— UK-6-h'j7WaW7i^ 
;p) -2- (4-^h^v"<.y^;p) -2H-- f h^V 

9^59—61*0; NMR (400MHz, CDC 1 
3 ) Jppm 3.81 (3H, s) , 5.77 
(2H, s) , 6. 91 (2H, d) , 7.3 
8 (2H, d) , 7. 52 (1H, d) , 7. 



94 (1H, dd) , 8. 22 (1H, d) . 
[0225] (Xg2) 5- (3- (2- (4-v7 
D7f-;L— 2-f-7Vy;U) xf-x;p) -6-HJ7/W 
^■D^f-yU7xx;W) - 2- (4-*h3-S"0'v7U) 
-2H-f b7V-;K7)£j£ 
5- (3- (2- (4-^?D7f-/l/-2-3-TVy 
Xf-~;l/) -6-h l j7/^n>f/P7x-;L') - 

1 H-f-h 7V'-)lt 4 - y?D7fil- 2 -Xf-~;l/ 

*r v-n*iuiw i ^iS4 1 phkc&i u 5- 

(3 - (2 - (4->'^o7'f-;W-2-^TVl>;l/) x 

-6-hU7;l'jj-P^f-;l'7xX^) -2- 
(4-^h^r^O-^) -2H-f K7/-;HW 

NMR (400MHz, CDC1 3 ) Sppm 1.8 
9-2. 17 (2H, m) , 2. 2 7—2.. 4 1 (4 
H, m) , 3.70 ( 1H, m) , 3.81 
(3H, s) , 5. 78 (2H, s) , 6.9 

2 (2H, d) , 7. 00 ( 1H, s ) , 7. 
39 (2H, d) , 7. 78 ( 1H, d) , 7. 
83 (1H, d) , 8. 08 (1H, s) . 
[0226] <Ig3) 5- (3- (2- (4-^? 

D7f7l/-2-^-TVLI/l') xf--^) - 6-hU7^ 
^n^f;P7i-;H -l H— f h9V-;l'tf>£j& 
5- (3 - (2 - (4-^^n7f-;U-2-f-TVU 
;P) xf-~;i/) -6-hU7;^n^f-;l/7xX;i/) - 
2- (4-^h^fv<y^» -2H-rh7V"-^Sr 

n»«i«)iB5i:R*fc«sL. mwmt:. 

NUft 2 0 9 - 2 1 rC ( SSb b b^ : ? a o*;W> - 
X? n-'v^y) ; IRvmax cr 1 2 
224; NMR (400MHz, DMSO-d 6 ) 8 
ppm 1. 84 — 2. 06 (2H, m) , 2. 1 
9-2. 34 ( 1H, m) , 3. 69 ( 1H, 
m) , 7. 61 (1H, s) , 8. 03-8. 1 

3 ( 1H, m) , 8. 1 6 ( 1H, s ) ; MS 
(FAB) m/ z 376 (M + +1); 7C3g##T 

fflCi 7 H 12 F 3 N 5 S<r>mm.(%) C, 54. 40; 

H, 3. 22 ; N, 18. 66, (%) 
C, 54. 29 ; H, 3. 38 ; N. 18. 4 1. 

[0227] [3Sg#j48] 5- (3- (2- (4- 
^^o7f-;l—2-^-TVU;P) x^-^) -5-^h 
df^;^x;l/7xx;l.) - lH-ThW-fU: 

(Igl) 5- {3-4*Y-5-*Y*^ti)V$.- 
;W7xX;p) -2- (4->KyK^H -2H- 

5- (3--f^K-5-^hdf^;^x;l/7xX;p) 

-lH-th 5 v-^fcutiw 1 ioxg3 mmzmm 

U 5- ( 3 — >f 3J-H — 5— -X h^v-^;^tCx;l/7xX 
;P) - 2- (4-^h=Jf^y^» -2H— rb^V 

m& 97'C; IRi/iaxcm-i 1728; NM 
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R (400MHz, CDC1 3 ) d ppm 3.80 
(3H, s) , 3.95 (3H, s) , 5.7 

5 (2H, s) , 6. 9 1 (2H, d ) . 7. 

39 (2H, d) , 8. 44 ( 1H, s) , 

8. 66 ( 1H, d) , 8. 74 ( 1H, s) ; 

MS(EI)m/z 4 50 (M + ) ; jHIMWrttC 

17 Hi 5 I N4O3 cOftJUS (%) C.46.35; 

H, 3.36; N, 1 2. 44, (%) C. 

46.08; H, 3. 65 ; N, 12. 50. 
[0228] (IS2) 5- (3- (2- (4->-? 

a^;U-2-^TV';;P) xf-^/P) -5-^h^fx 

*;^-^7i-/l') -2- (4-^h^f^O>'» 

-2H~rh5y-/UD-£j£ 
5- (3M*K-5-;<h*iofr/W(x/P7xX/l,) 
-2- (4-> h^fy^iz/H -2H— f h5Y—JU 
k 4 - x?nyf-/W- 2 -xf-=^f-rV-;w*IQSffl 

lWXg4kH«fc«HU. 5- (3- (2- (4-y 
?u?1-)l<-2-^7VV)V) Xf-x/P) -5-^h^f 
y^f^/V7x^H - 2- 
;P) -2H-f-h5y-/P£JBfe«i^i:LTfcfc. 
NMR (400MHz, CDC l 3 ) Sppm 1.9 
3-2. 40 (6H, m) , 3. 7 1 ( 1H, 
m) , 3. 81 (3H, s) , 3.97 (3H, 
s) , 5.75 (2H, s) , 6.92(2 
H, d) , 6. 99 ( 1 H, s ) , 7.4 1 
(2H, d) , 8. 32 ( 1H, d) , 8. 54 
( 1H, t) , 8. 79 ( 1H, d) . 
[0229] (IS3) 5- (3- (2- (4->-? 

ti)VX-)V7 x.-ll) -1H— fh7 V-/K?D^(R 
5- (3- (2- (4-^?oy^-2-^-7V'J 
AO x.+-)V) -5-Xh*i'il)\'-#—lV7x.-)V) - 
2- (4-^h^f^y^) -2R-y-hyY-)li 

mmm 1 wis 5 1 mu&m 1 . mi . 

Bi£ 1 8 9- 1 9 l'C (Sfe B B B ?§^ : mt^i-V 
y) ; IRi/max cm-i2224, 1 720 ; NM 
R(400MHz, DMSO-d 6 ) £ppm 1. 8 
0-2. 32 (6H, m) , 3. 69 ( 1H, 
m) , 3. 98 (3H, s) , 7. 60 (1H, 

s) , 8. 32 (1H, s) , 8. 53 ( 1 
H, s) , 8. 68 (1H, s) ; MS (FA 
B)m/z 366 (M* +1); 7C*#&rtfC, 8 
H 15 N 6 0 2 SWltJWt(%> C, 5 9. 16; 
H, 4. 14 ; N, 19. 17, (%) 
C, 58. 79 ; H, 4. 14 ; N, 18. 76. 

[0230] [mtmi49] 5-(3-(2-(4- 
i/-7u7^-)V-2-1-7VV)V) Xf-xA-) 
^y7i-;W -IH-y-hyY-JU: 

(IS1) 5- (3-f^K-6-^Ky7xZ 
-2 - (4-^h^^y^U) -2H-rh7V 



-a*>&jS 

5- (3--f^K-6-^hdf^7xX;U) -lH-f 

hyy-frzmkmicoxmtmmiztmi. 5- 

{3-4*Y-6-X\-*i'73i-}V) -2- (4-* 
Y^is^yitjV) -2H-f H7y-;^#!t. 
US 1 3 3-1 3 5*C (UttASK : ^nnt^A- 
n—M^-y) ; NMR (400MHz, CDC 1 
3 ) Sppm 3. 80 (3H, s) , 5.76 
(2H, s) , 6. 80 ( 1H, d) . 6.8 
9-6. 91 (2H, m) , 7. 37-7. 39 (1 
H, m) , 7. 70 (1H, dd) , 8. 20 
(1H, d) ; MS (EI) m/z 422 
(M* ) ; 7C*#«rfiC 16 H 16 IN 4 0 2 C9ftg« 
(%) C, 45. 52 ; H, 3. 58 ; N, 13. 
27, MMMiX) C 45.49; H, 3. 6 
8 ; N, 1 3. 29. 

[023 1 ] COM 2) 5- (3- (2- (4-5/? 
nyf-;l^-2-f-TVU;P) x^-xa-) 
7i-;H -2- (4-^b^f^y^u) -2H-r 

5- (3--f^K-6-^h= i fy7i-^) -2- (4 
h**"^^) -2H— rh^A-A-i^-S'? 

orf-A— 2 -xf-^irf-ry-^^mtw 1 wiS4 

fcH*fc«13U 5- (3- (2 - (4-i/^oyf-/W 
-2-f7/'J/l')Xf^H -6-^b^y7x- 

A) -2- U-^h^O-^'A-) -2H-rh^y 

Hl*98- 10TC; NMR (400MHz, CDC 
1 3 ) Jppm 1. 93-2. 40 (6H, m) , 
3. 7 1 ( 1H, m) , 3. 64-3. 73(1 
H, m) , 3. 80 (3H, s ) , 3.96 
(3H, s) , 5. 77 (2H, s) , 6.89 
-6. 92 (2H, m) , 6. 93 ( 1 H, 
s) , 7. 03 ( 1H, d) , 7. 38-7. 4 
2 (2H, m) , 7. 66 ( 1H, dd) , 
8. 17 (1H, d) ; MS(EI)m/z 45 
7 (M* ) : 7t3g##HtC 25 H 23 N 5 0 2 SOff-gffi 
(%) C, 65. 63 ; H. 5. 07 ; N, 1 
5. 31, fflSffl (%) C, 65. 40 ; H, 
5.03; N, 1 5. 45. 
[0232] (IS3) 5- (3- (2- (4-^7 

oyf-;u-2-f-ryu^) x^-xa) -6-^h^^ 

5- (3- (2- (4-v?n7^A— 2-^-yyj 
A) Xf-XAO -6-^ h=*^7xXA) -2- (4- 

^h^yy» -2H— f J^y-A-fcSSttWitf) 

St* 2 1 9 - 2 2 1 °C ( ft&ihim : 7 o o* A-A - 
n -/sdj-tfy) ; I Ri/max cm-' 2216; NM 
R(400MHz, DMSO-d 6 ) Sppml. 86 
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-2. 34 (6H. m) , 3. 63-3. 71 (1 
H, m) , 4. 04 (3H, s) . 7.39(1 
H, d) , 7. 51 (1H, s) , 7. 88 
( 1H, dd), 8. 2 9 ( 1H, d) ; MS 
(EI)m/z 337 (M + ) ; 5c*#5rfiC 17 H 
15 N 5 OStf)ftJHI (%) C. 60. 52; H, 
4.48; N, 20. 76, C,6 
0.50; H, 4. 60 ; N, 20. 93. 
[0233] [HWJ50] 5-(3-(2-(4- 
y?o7^-2-f-7V'U;W) xf--;W) -2-^f- 
)Vtt7x-)V) -lH-f 

(XS1) 5- (3-^*K-2->fyW7x- 
)V) -2 - (A-^h^Ky } J)V) -2H-rh7V 

5- (3— f^H-2-><^f-^7x-/U) -1 H- 
Th7 x /-;HrHS6Wl<0lS3i:|S|«iCi!PiL, 5- 
(3— f:*b'-2-*?7H-:*7xx/i,) -2- (4- 
^ b * y^y v» - 2 H - r h 7 V->v*W8mm 

NMR (400MHz, CDC 1 3 ) dppm 2.3 

0 (3H, s) , 3. 80 (3H, s) , 5. 
77 (2H, s) , 6. 88-6. 92 (2H, 
m), 7. 07 (1H, t), 7. 3 8-7. 4 

1 (2H, m) , 7. 6 1 ( 1H, dd) , 
8. 06 ( 1H, dd) . 

[0234] (Ig2) 5- (3- (2- (4-zs? 
o7'^-;i/-2-f-TVy;p) Xf-X/P) -2-*^f- 
t7i^/H -2- (4-^< hdfv-^y^) -2H- 

5- (3-4*Y-2-X+)V+*7 x-)V) -2- 

(4-^h=3f^yv : ;u) -2H-rb7V*-;Pfc4- 
y?n/f;l/- 2 -^-)Vf-TV-)V*m&m 1 <0I 
g4£|i!8!«!yiU 5- (3- (2- 
?-;l/-2-f-7V'J/l') x^--;l^) -2-^f-/^^-7 
!_;H -2- (4-^< h^fv-^y^u) -2H-rh 

NMR (400MHz, CDC 1 3 ) dppm 1.8 
9-2. 40 (6H, m) , 2. 44 (3H, 
s) , 3. 67-3. 75 ( 1H, m) , 3.8 
0 (3H, s) , 5.79 (2H, s) , 6. 
89-6. 9 1 ( 2H, m) . 6. 99 ( 1H, 
s) , 7.36 (1H, d) , 7. 40-7. 4 

2 (2H, m) , 7.69 (1H, dd) , 
7.73 (1H, dd) . 

[0235] (IS3) 5- (3- ( 2- (4-y? 
n7"f-;l/-2-f-TVU^) x^-x/U) -2-^fvH- 
*7i-/H - 1 H-fb7V'-;KO^ 
5 - (3 - (2 - (4-^?n:7>;P-2-^7*V!J 
;k) x^;l/) -2->f;^7x-;P) -2- (4 
-*h3^y>-» -2H-xb7V-^5:IISS^]l 



oxg5i:i5i^c^at. mmzwz. 

W& 15 1-1 54 C C (ffttASK : ?on»A- 
n-^t» ; IRi/iax cm" 1 2212; NM 
RUOOMHz, DMSO-d 6 ) Jppml. 86 
-2. 32 (6H, m) , 2. 39 (3H, 
s) , 3. 65-3. 73 (1H, m) , 7.5 
9 ( 1H, s) , 7. 62 ( 1H, t ) , 7. 
72 (1H, d) , 7. 95 ( 1H, d) ; M 
S(EI)m/z 3 53(M + ): 7C»frf»T<!C 17 
H 15 N 5 S 2 (%) C, 5 7. 77; H, 

4.28; N, 19. 81. $!£€(%) C. 5 
7. 64 ; H, 4. 38 ; N, 1 9. 60. 

[0236] [IWW51] 5-<3-(2-(4- 
iy^uy^)l-2-^TYV)V) xf-~/t-) -5-7"D 
t7i-yH - 1 H-rh^V-A" : 

(Igl) 5-(3-^K-5-7ot7i-;H 
-2- (4-^hJf^y^) -2H-fb7V'^ 

5- (3-^f^K-5-7o ; E7i-yl/) -lH-rh 
^V-^HMCTlcOIgShlsia^aL. 5- (3 
-^F-5-7nt7x-W -2- (4-^hdfv 

-2H-f h7 % /-;USr#^. 
11* 1 5 4- 1 5 5°C (SSb b b?§^ : 7on*;I/A- 
n-'v5r'?y) ; NMR ( 4 0 0MHz , CDC 1 

3 ) Sppm 3. 80 (3H, s ) , 5.72 
(2H, s) , 6. 90 (2H, d) , 7.3 
7 (2H, d) , 7. 92 ( 1 H, t ) , 8.2 

4 ( 1H, t) , 8. 40 ( 1H, t ) ; MS 
(FAB) m/z 473 (M* +1); TxMftVr 

<lC 15 H, 2 Br IN« 0<7)ttgffi (%) C.38. 2 
4 ; H, 2. 57 ; N, 1 1 . 90. ffljgffi 
(%) C, 38. 2 5; H, 2. 54 ; N. 1 
2. 10. 

[0237] (IS2) 5- ( 3- (2- 
o7'f;l^- 2 -■fTVVil') xf-x/t-) - 5 -7'a^7 
x-;H -2- (4-^^^^) -2H-rb 

5- (3-{^K-5-7nt7x^) -2- (4- 
-2H-fh7 , /-;^4-y^a 
7^;P- 2 -X^Pf-TV-^^SUtM 1 ^>IS4 1 
fflBCJSSU 5- (3- (2- (4-y?o7f;l,- 
2-^~TVV)V) xf-x/i/) - 5-7'nt7x-;L') - 
2- (4-^hdfv^y>-» -2H-Th5V-;US 

»b& 12 7-1 2 9°C (HiSA^I : ^onsfyPA- 
n-^df-tfy) ; NMR (40 0MHz, CDC 1 

3 ) Sppm 1. 9 5-2. 0 9 (2H, m). 
2. 29-2. 40 (4H, m), 3.68-3. 
72 ( 1H, m) , 3. 80 (3H, s) , 
5. 73 (2H, s) , 6. 91 (2H, d) . 
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6. 9 9 ( 1H, s) , 7. 40 ( 1H, d) , 
7. 78 (1H, t) , 8. 29-8. 39 (1 
H. m) ; MS (FAB) m/z508 [ (M» + 
2) +1)].506[(M»)+1)]; 7E*# 
#rffiC 2 ,H 20 BrN 5 OS - 1/4H 2 OOff-gffi (% 

) C, 56. 4 2 ; H, 4. 04 ; N, 13. 
7 1. *t£fi(%) C, 5 6. 49 ; H, 4. 0 
7 ; N, 13. 69. 

[0238] (IS3) 5- <3- (2- (4-$/? 
o^/W-2— f-TV'J/k) Xf-x/U) -5-/ot7 
xX/U) -lH-rh^y-zK^jR 
5 - (3- (2- (4-^O^f-^-2-f-TVy 
/Hxf-x/H -5-yn^E7x-/P) -2- (4-> 
hdr^y^l/) -2H— rh^V-^HItWlOX 

MA 104~105t(decom P . ) (S^M 
I^DD^l/A-I^y-^-n-^ty) ; I 
Rnax cm:' 2210; NMR (400MHz, 
DMSO-d 6 ) 5ppm 2. 06 (2H, m), 
2. 19-2. 32 (4H, m) , 3.73(1 
H. m) , 7. 59 (1H, s) , 8. 14 (1 
H, s) , 8. 28 (1H, s) , 8. 30 

(1H, s); MS(FAB)m/z 388[(M 
+ +2) +1) ] . 386 [ (M + ) +1) ] ; 7C* 
#flfffiC 16 H 12 BrN 5 S- 1/4H 2 OWffeMI 

(%) C, 49. 1 8 ; H, 3. 22 ; N, 17. 
9 2, mm. (%) C, 49. 20 ; H, 3. 1 

2 ; N, 1 7. 88. 

[0 2 39] imW\5 2] 5- (3, 5-t*X(2 
- (A- s y^uy^)V-2-^TV^))V) X.^)V) 7 
3.-IV) -lH-rh7y-;W: 
(XS1) 5- (3, 5-^3TK7x^) -2- 
(4-^b=Sfy<yy^) -2H-t h?y— AO-^lft 
5- ( 3-ynt-5--^^b'7x^) -2- (4- 
Xh^isOiSfU) -2H-rh5y-;^HM0lJl 6 
^Ig2t|5iaWIt. 5- (3, 5-y^*K7i 
X;W) -2- (4-^h^rv^y^VP) -2H-fh7 

MA 1 7 7- 1 7 8°C (S^b b b?M : ^nn*;U- 
n-A.^Hfy) ; NMR (400MHz, CDC 1 

3 ) Jppm 3. 80 (3H, s) , 5.72 
(2H, s) , 6. 9 1 (2H, d) , 7.3 
7 (2H, d) , 8. 1 1-8. 12 ( 1H, 

m) , 8. 43 (2H, d) . 
[0240] (IS2) 5- (3, <2- 
(4-^^n7*f-;P-2-f-ry»J^) xf-x/u) 7i 

x;U) -2 - (4-* hdf^yxVP) -2H— rN5 

y-;n^« 

5- (3, 5-SM*F7x-/l-) -2- (4-*h* 
^yi/>) -2H-fh7 > /-^i:4-y?D7'f^ 



- 2 -xf-ryH-ry-^iieisw 1 kjma i 

J8SU 5 - (3. 5-t'T. (2 - (4-^?07*?-/P 
-2-^ryu;U) x^--;u) 7i-/H -2 - (4- 
^MfS^yS^) -2H-rb7y-^5r^fer ; E 
;l/7r*fc bXWi, 

NMR (400MHz, CDC 1 3 ) ^ppm 1.9 
0-2. 1 1 (4H, m) , 2. 28-2. 42 (8 
H, m) , 3. 66-3. 75 (1H, m) , 
3. 80 (3H, s) , 5. 74 (2H, s) , 

6. 92 (2H, d) . 6.98 (2H, 
s) , 7.41 (2H. d) , 7. 82 (1H, 

s) , 8. 37 (2H, d) . 
[0241] (Ig3) 5- (3, 5-t'X (2- 

(4-y?o7'f;i'- 2 -f-ryy/u) xf-x/p) 71 

^/U) - 1 H-fh7/-^^ 

5- (3, 5-t** (2- (4-v-?o7f-^-2-f- 

ryy^) x*-xao 7i-;k -2- u-;*b*v 

) - 2 H - f - h JY-fr&mffli 1 tf>18 5 1 

N£ 212-214'C(decom P . ) (gftAft 
U ■ ^nn*;l/A-z^/-/p- n-\^y) ; I 
Ri/max cm" 1 2 2 16; NMR(400MHz, 
DMS0-d 6 ) 5p P m 1. 85-2. 06 (4 
H, m) , 2.1 9-2. 34 (8H, m) , 
3. 65-3. 73 (2H, m) , 7.59(1 
H, s) , 8. 1 6 ( 1H, s) , 8.36 

(2H, d) ; MS (FAB) m/z 469(M* 
+ 1) ;7C*4MJffittC 18 H J0 N 6 S 2 -3/4H 2 0(0 
ftttfi (%) C, 62. 28 ; H, 4. 49 ; 
N, 17. 43, 8U3ttt(%) C, 62. 46; 
H, 4. 38 ; N, 1 7. 49. 

[0242] [»53] 5-(5-(2-(4- 
v^o7^-2-f-ryU;P) xf-n;l/) -3 - ( 1 
H-fh7/-;i/-5-'f;H 7x-;H - lH-fb 

5- (5— f*K-3- (-2- (4-* 
Y^i/KV&V) -2H-tY7V-)\<-5-4)V) 7 
xx/p) -2- (A-X h^isKyitiU) -2H-rh 

7y-;K^£j£ 

5- (5— f*K-3- (-2- U-^h^Ky^ 
;l^) -2H-xb7y-/P-5--f;P) 7xX;U) -1 
H-fh 7/-;^ilM 1 coifM 3 1 HttC&I L . 
5- (5— r*K-3- (-2- (4-^hdf^y^* 
;P) -2H-- f-h9*/-A'-5-4fr) 7i-;H -2 

- (4-^b^^<y^» -2H-f b9y-^* 
Jt. 

M£ 1 8 3- 1 8 6°C (ff&Ajgtt : ;qd*U- 
n-^fv) ; NMR (400MHz, CDC 1 
3 ) dppm 3. 80 (6H, s) , 5. 74 
(4H, s) , 6.91 (4H, d) , 7.3 
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9 (4H, d) , 8. 56 (2H, d ) . 8.8 
2—8. 83 ( 1 H, m) . 
[0243] (182) 5- (5- (2- 
U7>/1/- 2 -f-TV'J A) xfcylO -3- ( 1 H- 
T-hyY-fU-5— i)V) 7x-;H -lH-rh^V 

5- (5— f*K-3- (-2- (4-^bdfx<y>-' 
/I/) -2W-fYyV-)V-5-^)V) 7i-;K -2 
- (4-P< h*isKyi?>l) -2U-f-byY-)V't4 
-is?u7J-)\s- 2 -xf--;^TV-;USrHSgW 1 <D 
IS4i:H«fc«yiU iftSrHMU ?)I 

SuS >3 0 Or : ^nn*W-i^ 

-;l^-n-A.dfHfy) ; IRi/max cnr' 2 220; 

NMR (400MHz, DMSO-d 6 ) dppm 
1. 88—2. 04 (2H, m) , 2. 23—2. 
35 (4H, m) . 3. 66-3. 74 ( 1H, 
m) , 7.61 (1H, s) , 8. 46 (2H, 

d) , 8. 86-8. 87 ( 1H, m); jcM 
##HIC 17 H 13 N 9 S • 1/2H, CWH-gffi (%) 
C, 53. 1 2 ; H, 3. 67 ; N, 32. 79, 

mmm (%) 0,53.25; h, a. 05 ; 

N, 33. 06. 

[0244] [3UIW54] 5-(3-(2-(4- 
5/^o7'f-;P-2-f-7YU/l') -2-^b 
dfi/7x-;W) - lH-Th5V'-^: 

(XS1) 5- (3-^*K-2-^h*y7x^ 
;|/) -2- (4-^h^rv<y> ; ;U) -2H-rh9V 

5- (3-4*K-2-.Xb<*v'7x— AO -lH-f 

h yv-tvzmmm 1 <*>ig3 1 r8jcm«u 5 - 

(3->f^K-2-^b^y7x^) -2- (4-^< 

Rfc£ 6 5-6 9'C (?f&SH8$ : ?OD*W- n - 
*s*-ty) ; NMR (400MHz, CDC 1 3 ) 5 
PPm 3. 78 (3H, s) , 3. 80 (3H, 
s) , 5.77 (2H, s) , 6. 88-6. 
91 (2H, m) , 6. 97 (1H, t) , 
7. 39-7. 4 1 (2H, m) , 7.90(1 
H. dd) , 8. 02 ( 1H, dd) ; MS 
(E I ) m/z4 22 (M + ) ; 7E*#*fttCi 6 H 15 

in 4 o 2 mnm (%) c, 45. 52 ; h, 

3.58; N, 13. 27, H£B (%) C,4 
5. 69 ; H, 3. 75 ; N, 1 3. 48. 
[02451(162) 5- (3- (2- (4-5/7 
D7>/l/-2— fTyiW x^-x/U) -2-^h^fiV 
7x-;P) -lH-fh5/-^JR 
5- (3->f^H-2-^h^iV7x-^) -2- (4 
-^h^iv<>-jV» -2H-fbv x /-;l/t4-i/7 
a^f*- 2 -x^-^f-TV-^^HSS^J 1 <J0Ig4 



BJuii 1 5 3- 1 5 5*C dftSAftft : ?nn*W- 
n-^Mfy) ; IRi/max cm' 1 2216; N 
MR (400MHz, DMSO-d 6 )Sppml. 8 
5—2. 34 (6H, m) , 3. 65—3. 73 
(1H, m) , 4. 01 (3H, s) , 7. 42 
( 1H, t) , 7. 59 ( 1H, s) , 7. 88 
( 1H. dd) , 8. 1 2 ( 1H, dd) ; M 
S(EI)m/z 337 <M»): 7cJIMWrttC 17 
H 15 N 5 OS<Dft-gffi (%) C, 60. 52 ; H, 
4.48; N, 20. 76, Slgffi (%) C, 6 
0.34; H, 4. 53 ; N, 20. 60. 
[0246] [mW\55] Xf-/P 4- (2- (4 
-iv7n7*f-;W-2-^TV'J^) xf-x/u- 2 - ( l 
H-r-Y?Y-)V-5-4lV) y^/^i/T-tf—b : 
(ISD Xf-yp 4- (2->f*F-2- (1- 
(4-^b^^> ; J)U) -lH-rh^V-^-5- 
4/U) 7x7df jvr-br-N Rtf xfvW 4- (2 
-AJ[Y-2- (2- (4-^h^fv-5-^;P) -2 
H-f h5V-/l/-5--f/t/) 7 x /df.^7-fe-r-b<^ 

4- {2-AXY-2- {lH-TYyY->V-5-4 
/I/) 7 x iVT-fer- h SrHlfcfi&J 1 <7)Xg 3 ftK(c 
MSt. 4- {2-4 2- (1- (4-^h^fiV 
<yiv';t/) -ih— f b7 N /-A— 5---f/i/) 7x^ 
ivr-fe-f- h&tf x^-;P 4- (2— f*H-2- 
(2- <.4-Xb* : s-5->()U) -2K-TbyY- 
IV-5-MV) 7xydfivT-br-h$r^l : \<tiB& 

NMR (400MHz, CDC 1 3 ) Jppm 1.2 
6 and 1. 29 (3H, each t) , 
3.76 and 3.79(3H, eachs), 

4.23 and 4. 25 ( 2H, each 
q) , 4. 59and 4.70 (2H, s) , 
5.58 and 5.75(2H, each 
s), 6.63 and 6.72(1H, eac 
h d) , 6. 74—6. 76 and 6. 88— 
6. 90(2H, each m),6. 98— 7. 0 
0 and 7. 38— 7. 4 1 ' 2H, each 
m) , 7. 52 ( 1/2H, d) , 7. 67 an 
d 7. 7 6 ( 1 H, each dd) , 8.27 
(1/2H, d). 

[0247] (TM2) Xf-A- 4-(2-(4-i> 
9uy^)V-2-^TV x ))V) xf-x;P-2- (1H- 
Th7V-/I'- 5-4/1/) 7x/^i/T-fer-bC0^ 
x^-;U 4- (2— (1- (4-^h^fjV 
<yiv» -1H— fh9V-/l/-5— OH 7x/* 
ivT-fer-htxf-A 4- (2-' f*K-2- (2- 

(4-P<h^i/<yi/» -2H-fh7/-;l/-5- 
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A)V) 7iyJf^7tf-b^^ft ( 1 : 1 ) t4- 
y?n/f;H 2 -^-)V^TV-)Vimm 1 OX 

5 1 nances u mmtntz. 

MA 1 7 6-1 7 8'C (UliJtigK : ^DDt^A- 
n-'v^y) ; I Ri/max cm" 1 2216, 17 
30; NMR (400MHz, DMS0-d 6 ) dp 
pm 1.26(3H, t), 1.84—2.33 
(6H, m) , 3. 6 3-3. 7 1 ( 1H, m ) , 

4. 1 7 (2H, q) , 5. 1 3 (2H, 
s) , 7. 34 (1H, d) , 7. 52 (1H, 

s) , 7. 83 (1H, d) , 8. 31 ( 1 
H, s) ;MS (EI) m/z 409 (M+); 
7E*#9f*C 20 H 19 N 5 0 3 S<7)H-ffffl (%) C, 5 
8. 67 ; H, 4. 68 ; N, 17. 10, 
fg (%) C, 58. 67 ; H, 4. 68; N, 1 
7.16. 

[0248] [#1SS#!I56] 4-(2-<4-i/?o 
7f-;W-2-f-77''J^) Xf-x/U- 2 - ( 1 H—fh 
7x/=»f^B8:Xf^ 4- 

(2 - (4-v-^o7"f-;P-2-f-TVU^) x^--;U 
-2- ( lH-fb7V"-;U-5-'f;W) 7x7*^7 
-ter-b3 5 0mg{;:THF5ml&UfO. 25N*St 
ft7 h U 7 J**®® 1 0 m 1 SrflQ*. . 1 tiffiHtfF 
L^. RJfSKfc* 10 0ml fcftr, 1 Ni£|£ 10ml 

^Sr^no^A-x^y-^j&^S^BL. USA 
2 9 0 m g ££ B B B tt$*i: LT#fc. 
H£ 2 5 1-2 5 5°C; IRi/nax cm-' 221 
6,1 720; NMR (4 00MHz , DMSO-d 
6 ) 5ppm 1. 86 — 2. 34 (6H, m) , 
3. 6 3-3. 7 1 ( 1H, m) , 5.06(2 
H, s) , 7. 34 (1H, d) , 7.52 
(1H, s) , 7. 85 (1H, dd) , 8. 
34(1H, d) ; MS(EI)m/z 381 

(m + ) ; 7c*a*fttCi 8 H„N 5 o 3 svimm 

(%) C, 56. 68 ; H, 3. 96 ; N, 1 8. 
36, (%) C, 56. 54 ; H, 4. 1 

0 ; N, 1 8. 1 4. 

[0249] immM57l . 5- (3- (2- (4- 
^?07>/I/-2 — ?-7 x /U;U) Xf-;P) -2-bK 
U^i/Vx-lV) - 1 H-rb^V'-/!/ : 

(161) 5- (2-tKD«fs/-3-' f*H7xX 
;U) -2 - U-T^^Oi^) -2H-rb77' 

5- (2-th'odfi/-3--f^F7xX;U) - 1 H- 

u Hatfuai* d >7AjrfflvK H5s0a 1 wxs3 1 mm 

5- (2-thW-3->f*K7x- 
71/) -2- (4-^h^r^y^» -2H-rh7V 



NMR (400MHz, CDC 1 3 ) 5-ppm 3.7 
8 (3H. s) , 3. 82 ( 3H, s ) , 4. 
89 (2H, s) , 5.73 (2H, s) , 

6. 84-6. 88 (4H, m) , 6.99(1 
H, t) , 7. 32-7. 34 (2H, m) , 

7. 37 — 7. 40 ( 2H, m), 7.94(1 
H, dd) , 8. 04 ( 1H, dd) . 
[0250] (IH2) 5- ( 3- (2- (4-^7 

D7*f-;U-2-f-TVU/l^) xf-x;U) -2-hKn* 
x7i-/H -lH-f b5V-/K0£-j£ 
5- (2-hh'Odf^-3->f3j-H7 I -;u) -2- 
(4-^h^^yi^) -2H-ThyV-)l>k4- 
is? n7>/W- 2 -x.^--iV1-TV-)VZ$mM 1 cr>X 

UUS 1 9 5-1 99°C (dec om P . ) (Bfe B B B ?g 
jg:?nu;JykM ; IRi/max cm" 1 3 116, 2 
980, 2948, 2216, 1 616, 1 588, 1 
554.1 512; NMR ( 4 0 0MH z , DMSO 
-d 6 ) Sppml. 84-2. 34 (6H, m) , 

3. 63-3. 72 (1H, m) , 7. 16(1 
H, t) , 7. 52 (1H, s) , 7.75 

(1H. dd) , 8. 04 (1H, dd) ; MS 

(EI) m/z 32 3 (M + ) ; 7C*#«r€C 16 H 
13 N 5 OScr,9mm (%) C, 58. 61; H, 
4.15; N, 21 . 36. Sl^ffi (%) C, 5 
8.69; H, 4. 13; N, 21.04. 

[025 1 ] [HKW5 8] 5-(3-(2-(4- 
^^n7*f-/P-2-f-TVy^) xf-x/W) -2-47 
7o^y7i-;H -1 H— rh^V-yP : 

(XS1) 5- (3-^*^-2-^77*0^^7 
- 1- (4-^h^fv-^yvVP) - 1 H-rN 
7/-/W)^ 

5- (3-> f*K-2->fy7 , n^^7xX^) -l 
H-fb? V-/I^H*01 l <r>JM 3 k Htt&ftgl I . 
5- (3-^F-2MV7D^-/7x-^) -1 
- (4-* b*$s*y&A') -lH-f-hJV-A'itb 

Wat txntz. 

NMR (4 00MHz , CDC 1 3 ) dppm 1.0 
5 (6H, d) , 3. 7 1 ( 3H, s ) , 4. 
05-4. 06 ( 1H, m) , 5. 5 1 ( 2H, 
s) , 6. 68—6. 71 (2H, m) , 6.8 
9-6. 9 2 (2H, m) , 6. 9 1 ( 1 H, 
t) , 7. 29 ( 1 H, dd) , 7.99(1 
H, dd ) . 

[0252] (IS2) 5- (3- (2- 
o7^-2-f-T7U;P) xf-x/i,) -2-4 77*n 
^/7i-;H -lH-rh7y*-/K7>&E 

5- (3-^^h'-2-^y7-n^y7x-*) -1 
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- (4-* Y*i"<*y : J)V) -lH-f YyV-)VtA 

- j/^n/f;H 2 -xf-^Pf-TV-^SrlUtM 1 0 

85i:RKfc:*SlU «H»Sr»fc. 
IfaK 19 3-1 9 6'C (decomp. ) (W&m 
M ■ ?oojft/W>.-n— y v*Mfi') ; I Ri/max cm 
- 1 3096, 2976, 22 16, 1 600;NMR 
(400MHz, CDC1 3 ) Sppm 1.33(6 
H, d) , 1. 92-2. 45 (6H, m) . 
3. 7 2-3. 80 ( 1H, m) , 5. 1 0-5. 1 
8 ( 1 H, m) , 7. 04 ( 1H, s ) , 7. 
28 ( 1H, t ) , 7. 66 ( 1H, d) , 

8. 37 ( 1H, d) , 1 3. 30 ( 1H, br 
s) ; MS(EI)m/z 365 (M + ); 7C 

*a*fftC, 9 Hi 9 N 8 0Sc7)ff-gffi (%) C, 6 2. 
44 ; H, 5. 24 ; N, 19. 16, W%M 
(%) C, 62. 45 ; H, 5. 2 7; N, 1 

9. 29. 

[0253] [HSSCT59] 5-(3-(2-(4- 
x^n7'f-;U-2-f-TV'J;l-) Xf-~;U) 
;l/7x-;H -lH-fh5 , /-;i' 

(181) 5- (3— f*F-6-W7x-M 
-2- (4-^h^rx^y^) -2H-fb7/-^ 

5- (3— f5j-H-6-^^7xX;l/) -lH-fh 
y y-n^ tH*W 1 WI8 3 PWHCX» U 5 - ( 3 
->f>Th*-6-^f-;P7x-;l') -2- (4-^h^-i^ 
<yv» -2H-rh7V-;PSr#fc. 
R£ 6 7-6 9'C (IHSASgg : X* /-A--* ) ; 

NMR (400MHz, CDC 1 3 ) Sppm 1. 
33 (6H, d) , 2. 56 (3H, s) , 
3. 81 (3H, s) , 5.75 (2H. s) , 

6. 2 1 (2H, d) , 7. 04 ( 1H, d) , 

7. 39 (2H, d) , 7. 65 ( 1H, d 
d) , 8. 33 (1H, d) . 

[0254] (182) 5- (3- (2- 
n7*f-/l—2— fT/VAr) Xf-X/P) -6 -X+)V7 
xX/P) -2- (4-^h^x^yvVl/) -2H-rh 

5- (3-^f^H-6-^^7x-^) -2- (4- 
^h^f^O-^) -2H-fYyV-)VbA-^9u 

y*f-)v- 2 -^-)^TY-mmw.m 1 c7)i84 t 

H«fc*SIU 5- (3-(2-(4-y?n/f/H 

2- (4-^h^f^y^) -2H-rh7V-;^ 

NMR (400MHz, CDC 1 3 ) dppm 1.9 
0—2. 00 ( 1H, m) , 2.00 — 2.10(1 
H, m) , 2- 30-2. 50 (4H, m) . 
2. 65 (3H, s) , 3. 60-3. 80 ( 1 



H, m) , 3.81 (3H, s) , 5. 76- 
(2H, s) , 6. 92 (1H, s) , 6.9 
3 (2H, d) , 7. 3 1 ( 1H, d) , 7. 
42 (2H, dd) , 7. 55 ( 1H, dd) , 
8. 25 ( 1H, d) . 

[0255] (1113) 5- (3- (2- (4-v-? 

o7*f-^-2-f-ryy;i') xf-^io -6-^/1,7 

x-/P) - 1 H-ff7/-^M 

5- (3- (2- (4-^oyf-;i/-2-f-ryy 

/P) x^-~;W) -6-^f^7x-/l^) -2- (4-* 

h^^y^/p) -2H— fhvy-^mtWKoi 

It* 13 1-13 2°C (decomp. ) (H&h&g 
i:?OP^M) ; IRvmax cm" 1 1 6 62, 1 
586, 1 390, 1 286, 994; NMR(40 
0MHz, DMSO-d 6 ) Sppm 1. 80—2. 
00 ( 1H, m) , 2. 00-2. 10 ( 1H, 
m) , 2. 20-2. 40 (4H, m) , 2.5 
6 (3H, s) , 3. 60-3. 70 ( 1H, 
m) , 7. 54 ( 1 H, s) , 7. 56 ( 1H. 

d) , 7. 76 ( 1H, dd) , 8.02(1 
H, br) , 8. 12 (1H, s) ; MS (F 
AB)m/z 322 (M + +1); TcSMHfll 
C 17 H 15 N 6 S-H 2 Otf>tt£€ (%) C, 5 2. 3 
8 ; H, 3. 97 ; N, 1 5. 42, SISffi 
(%) C, 52. 42 ; H, 4. 04 ; N, 1 
5. 51. 

[0256] [*3t0»6O] 5-(2-(2-(4- 
v-^n7 , f-;l/-2-^ry'J^) xf-x^) 7x-;H 
-lH-xh^y-^ : 

(181) 5- (2 — f*F7xX/U) -2- (4- 
^h^^yi^) - 2 H - r h 9 V-^eo-^jg; 
5- (2— <:tK7xX/U) -1H- f h^y-^fc* 

mmi?>TU3tmmiz>mi. 5-(2->r*i<7x 

-/!-) -2- (4-.X h^isKy&Jts) -2H-ff7 

NMR (400MHz, CDC 1 3 ) 5ppm 3.8 
0 (3H, s) , 5. 77 (2H, s) , 6. 
88-6. 92 (2H, d), 7.11-7.15 

( 1H, m) , 7. 40-7. 45 (3H, 
m) , 7.7 1-7. 73 ( 1H, m) , 8.0 
0-8. 02 (1H, m) . 

[02571(182) 5- (2- (2- (4-^7 
D7"f-;i^- 2 -f-ryj^) Xf--^) 7x-;W -2 
- (4-^h^x<V^) -2H-fh7y-/^ 

5- (2-4*h'7xX>P) -2- U-* h^fxO 
y>) -2H-fh7V'-^i;4-y?D7f;l'-2- 
x^-;^ry-;P2rH»l 1 <0I84 nWcffil 
U 5- (2- (2- (4-y?n7f^-2-f7/ 
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yn>) x^x;p) 7i-;H -2- 

y/p) -2H-f h ^f-friw&mvbt ixntz. 

NMR (400MHz, CDC 1 3 ) dppm 1.9 
1—2. 08 (2H, m) , 2. 30 — 2. 39 (4 
H, m) , 3. 68-3. 73 ( 1 H, m) . 
3. 77 (3H, s) , 5. 79 (2H, s) , 
6. 81-6. 84 (2H, m) . 6.96(1 
H, s) , 7.4 1-7. 43 (2H, m) , 
7. 43-7. 52 (2H, m) , 7.72-7. 
75 ( 1H, m) , 8.1 3-8. 1 5 ( 1H, 
m) . 

[0258] (Xg3) 5- (2- (2- {4-1/9 
ny^-2-^rVU;l') X^-x/P) 7x-/P) -1 
H-f 

5- (2- (2- ( 4-^? 07*^-2-^7*/ 'J 
;l/)Xf--/U) 7i-;W -2 - (4-y h^y^y^' 
A) - 2 H -x b 9 V->VZmm 1 COXS 5 fc |5)8Hc 

Mat. £®ft£f§fc. 

14 6-1 4 7°C (decomp. ) (Sg H B B ?£ 
% : ?on;k/k&,-n- / v 3 f-9"y) ; I Ri/max cm 
- 1 2216; NMR (4 0 0MHz, DMSO-d 
6 ) S-ppm 1. 82 — 2. 04 (2H, m) , 
2. 18-2. 46 (4H, m) , 3. 61 — 3. 
70 ( 1H, m) , 7. 53 ( 1H, s) , 7. 
67-7. 73 (2H, m), 7.88-7.91 
(2H, m) ; MS(FAB)m/z 308 (M + 
+ 1) ; 7C*##rffiC 16 H 13 N 5 S0)ffltm.(%) 
C, 62. 51 ; H, 4. 26 ; N, 22. 79, 

mmm (%) c, 62. 09 ; h. a. 28 ; 

N, 22. 56. 

[0259] mmmei] 5-u-<2-(4- 

-lH-rh^y-^: 

(Xgl) 5- (4-4*h'7xXyU) -2- (4- 
* h^fyOy^) -2H-fh7/-^S 
5- (4-^f^b'7x-;P) -lH-f h7/-MH 
JSm<0Xg3fcH«fcMyiU 5-<4— f*K7x 
-2 - (4-^hJfy^yy» -2H-f 

It* 1 2 2 - 1 2 3 °C ( S3£b b « : 9 nn*;PA - 
n-N^y) ; NMR (400MHz, CDC 1 
3 ) Jppra 3.79(3H, s), 5.72 
(2H, s) , 6. 88—6. 91 (2H, 
d) , 7. 36-7. 39 (3H, m) , 7.7 
9-7. 86 (4H, m) ; MS(FAB)m/z 
393 (M + +1); 7nS#ffl!Ci 5 Hi 3 IN 4 
S^lt^fil (%) C 4 5. 93 ; H, 3. 34; 
N, 14. 29, W%Mi%) C, 46. 13; 
H, 3. 35 ; N, 14. 47. 
[0260] (Xg2) 5- (4- (2- (4-y? 



o7"^-2-^TVU;W) xf-x;u) 7i^;H -2 

5- (4-4:*K7x~/P) -2- (4-.X h^fi^y 
y>) -2H-- fh7V-^i:4->'^D7'f-;l/-2- 

xf--;H^rv-;p*sufcw i oxs4 k nmizwm 

U 5- (4- (2- (4-yy*a7*f-A-2-f-7V 
*))V) x^--;P) 7i-;H - 2- (4-^h^fyKy 
y;K-2H-fh7 V-A£?§fe?[M 4: LTfcfc . 
K£ 1 4 0- 1 4 rC (5£hfHg£ : ? OOTfr/l/A- 
n-^-tfy) ; NMR (4 0 0MHz , CDC 1 
3 ) dppm 1. 9 1-2. 08 (2H, m) , 
2. 29-2. 39 (4H, m), 3.65-3. 
74 ( 1H, m) , 3. 97 (3H, s ) , 

5. 73 (2H, s ) , 6.90 (2H, d) , 

6. 96 ( 1H, s ) , 7.38 (2H, d) , 
7. 67 <2H, d) , 8.14 (2H, 

m) ; MS(FAB)ra/z 4 2 8 ( M* + 

i) ; 7c*#w«c I4 H 21 N 5 osmnm(%) 

C. 67. 43 ; H, 4. 9 5 ; N, 1 6. 38, 

Mfem (%) C, 67. 15; H, 4. 99 ; 
N, 16. 12. 

[0261] (XS3) 5- (4- (4- (4-^9 
u7+fr-2—t-TfVAs) Xf-x/P) 7i-;W -1 

5- (4- (2- (4-^^07*^- 2 -f-TVJ 
;k) X^x;W) 7i^W -2- ( 4 h*y<y>-' 

MlH 1 6 6-1 67'C (decomp. ) (S& H B B ?§ 
?DOWA-n-Mty) ; IRt/maxcm 
- 1 2208; NMR (400MHz, DMSO-d 
6 ) Sppm 1. 86-2. 03 (2H, m) , 
2. 2 1-2. 33 (4H, m) , 3.63-3. 
72 ( 1H, m) , 7. 56 ( 1H, s ) , 7. 
89 (2H, d) , 8. 1 2 (2H, d) ; M 
S(FAB)m/z 308(M + +1); tHS* 
flf€C 16 H 13 N 5 SCOimm (%) C. 6 2. 51; 
H, 4. 26; N, 22. 79, fflSffi (%) 
C, 62. 3 1 ; H, 4. 28 ; N, 22. 60. 

[0262] [HHH6 2] 5-(3-(2-(4- 
i/9xi-?^)V-2-1-TV''))V) Xf-X/U) -6- (N 
->f;l-N-h'j7M07-fef;l') 7S77xX 
/I/) -lH-fh7 v /-^: 

(XS1) 5- (3— f*K-6- (N-^f-A-N 

- 7^jror-fe^) rs y ) <yy- b 

5- (3- (2 - (4-x?n7>A-2-?-7yy 
;P)x^-x;U) -6- ( f-A—N- h 'J 7>V*u 
7^)V) 7$. J) ^yY-h^)Vt4-ly9uf^-)V 



(56) 



tffiBTl 0-19 506 3 



j«L. 5- (3— f*K-6- (N-yf-A—N-h 

it^i 94-9 6'C (llffi£k®i& : ?DD*M-n- 
^.^y) ; NMR (400MHz, CDC l 3 ) 8 
ppm 1. 85 — 2. 45 (6H, m) , 3. 44 
(3H, s) , 3. 72 (1H, m) , 7.0 
5 (1H, s) , 7.42 (1H, d) , 7. 
87 ( 1H, d) , 7. 97 ( 1H, s) ; M 
S(FAB)m/z 390 (M + +1); TtMftVi 
ffiC 19 H 14 F 3 N 3 OS<9|f£ffi(%) C 58- 6 
0 ; H, 3. 62 ; N, 10. 79, MI 
(%) C. 58. 18 ; H, 3. 87 ; N, 1 
0. 57. 

[0263] (IS2) 5- (3- (2- (4-v? 
07**71"- 2 -f-rVU/I') x^-~;W) -6 - (N-^ 
f-^-N-h'J 7^*07*^) T5 77x-;U) - 
1H-- fh5V-A^>&ft 
2, 6-;Uf-v ; y3 9 6mgS.yDMF3ml^, 
fltffTfc h U 7/M-PlHfcO . 0 9 5ml £Jo£fc. «I 

tiim&vsoftimLttk. Ti/^hu^A80m 

(3--f^th*-6- (N-y*7l/-N-MJ7/M-o7 
•fef-H') 757) KyV-h i Jtl'3 2 0msi:tat. 7 
0—7 5°C*C6 $ l3Hfff Lfc . KG** 2 Nil 

§?5 Om 1 fcftvtf*. fffflLfcteAfc^RU 

t . f«2 7 0 m g fctfttfti: LTfcfc. 
Ul^ 1 55— 1 56'C; IRmax cm" 1 224 
4, 1 728, 1714; NMR ( 4 0 OMH z , C 
DCl 3 )Sppm 1 . 9 3— 2. 4 5 (6H, 
m) , 3. 47 (3H, s) , 3.70 (1H, 
m) , 7. 00 ( 1H, s) . 7. 47 ( 1 
H, d) , 8. 58 ( 1H, dd) , 9. 08 

(1H, d) ; MS (FAB)m/z 433 (M 
* + 1 ) ; 7c5Ji##HIC 19 H, 5 N 6 O Scoimm 

{%) C, 52. 77 ; H, 3. 50 ; N, 1 
9. 44, S!l5gfi(%) C 53. 10 ; H, 
3.83; N, 1 9. 6 1 . 

[0264] [HM0I6 3] 5-(3-(2-(4- 
i/^n7f-;l/- 2— fTV x*-x;i/) -6-^-f 
;k7S77x-/K -lH-fb7/-^: 5- (3- 

(2 - (4-S'7a7>/W-2-fTy* , J/l') xf-x 
;P) -6- (N-7f;l/-N-f'j7Wn7W) 
TS77X-/W) -lH-fh7/-;H6 0mg[; 
0. 5NMK7h'J^A7jQ§^3mia^^7-^3 

m i ^mi. mMT5fmsmttz. Kismo. sn 

SKI Om 1 tar, Wm H B H ^^>IRL^. ffl*£ B B B£7 



15 7-161'C; IRt/aaxcm-' 221 
6; NMR (4 OOMHz, CDC 1 3 ) £ PP m 
1 . 92-2. 4 5 ( 6H, m) , 2.99(3 
H, s ) , 3. 7 0 ( 1 H, m) , 4.84 

(1H, br) , 6. 72 (1H, d) , 6.9 
4(1 H, s), 8. 1 6 ( 1H, br d), 

8. 62(1H, br s); MS ( FAB) m 
/z 33 7 (M + +1 ) . 

[0265] [HH0I64] 5-(3-(2-(4- 
^^o7^;U~2-^-TVU;U) xfcyio -6-h'J 
7;l/3j-n7-febT577xx;U) -lH-rh^V- 
)V: 5- (3- (2- ( 4 -i^07>/l/- 2 -*7V 
U;^)Xf-x;P) - 6-Mj7/M-o7-feh7$/X 

1^ 2 1 0-2 1 2'C (Hgfcftigtt : ?no*;W- 
X77-./1-) ; NMR (400MHz, DMSO-d 
6 ) dppm 1 . 8 5-2. 4 0 ( 6H, m) , 

3. 70 ( 1H, m) , 7. 14 ( 1H, s) , 
7. 76 ( 1H, s) , 7. 78 ( 1 H, d 

d) , 8. 47 ( 1 H, d) , 8. 7 0 ( 1 H, 
d) , 1 2. 59 ( 1H. s) ; MS (FA 
B)m/z 418 (M* +1); 7at#W*C l8 
H I3 F 3 N 6 OSmmm (%) C, 51. 67; 
H, 3. 1 3 ; N, 20. 09 , W&Q. (%) 
C, 5 1. 5 1 ; H, 3. 33 ; N, 1 9. 97. 

[0266] CiatW65] 5-(3-(2-(4- 
TYVfV) xf-~/t,) -6-75 
/7x-;U) -1 H-rh^V-^: 5- (3- (2- 

(4-^^o7f-;U-2-f-7VU^) xf-^;k) -6 
-h>j7/M-a7-feh7$77xX/L<) -lH-fb7 

US 1 2 8-1 3 6'C (S& B B B ?g$ : ^no*W- 
X?/— /Iz-n-^Hfy) ; IRi/max cm' 1 2 
196; NMR (4 OOMHz , CDC 1 3 ) 5pp 
m 1. 83-2. 4 5 (6H, m) , 3. 83 
( 1H, m) , 6. 72 ( 1H, d) , 7.04 
(1H, s) , 7. 27 (1H, m) , 8. 0 
3(1H, d) ; MS(FAB)m/z 323 

w +i) ; jc*#*fec l6 H 14 N 6 smnm 

(%) C, 59.6 1; H, 4. 38 ; N. 2 
6. 07, PJSft (%) C, 59. 78 ; H, 

4. 79 ; N, 2 5. 24. 

[0267] [HS6PJ66] 5-(3-(2-(4- 
^^o7^-2-f-7V'J;l/) Xf-x/k) -2-7* 
h^f^f^x-^) - lH-fh7/-^ : 

5-(3-(2-(4-y7o7"f/H2 

5- (3-4*\*-2-7*h*is*m,) O^/Xh 
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Wm<?)JM4tmL£!mU 5- (3- (2- (4 
-is9uf^)\s-2-1-7VV)V) Xf-X/W) -2-7 

■fe h^f^f/Ky^h y^fcfcfc. 

H£ 84-8 7'C (HftfHglg : ?nB*W-n- 
^-^y) ; NMR (400MHz, CDCl 3 ) 5 
ppm 1. 87-2. 45 (6H, m) , 3. 71 
( 1H, m) , 5. 49 (2H, s) , 7.0 
3 (1H, s) , 7. 49 ( 1H, t) , 7. 
72 ( 1H, d) , 7. 85 ( 1H, d) ; M 
S(FAB)m/z 337 (M + +1); 7C*#$T 
ffiC 19 H 16 N 2 0 2 S- 1/4H 2 0<Ott»(I<%) 
C, 66. 94 ; H, 4. 88 ; N, 8. 22, 

(%) C, 66. 80 ; H, 4. 83 ; 
N, 7. 78. 

[0268] (IS 2) 5- (3- (2- (4-^? 
D7*^-2-f-TVU;W) x?-x>W) -2-7-teh* 
:/;>< f-;Kyy- h >J At&lgjftffll 6 2 «oig 2 i: 

it* 1 2 8- 1 3 6*C (fftSHdl *t : 7no^A- 
X$V— A'-n— N^y) ; IRi/max cirri 2 
232,1 7 1 6; NMR (4 0 0MHz , CDC 1 
3 ) 8 ppm 1. 76—2. 32 (6H, m) , 

1. 95 (3H, s) , 3. 55 ( 1H, 
m) , 5. 25 (1H, d) , 6. 88 ( 1H, 

s) , 7. 55 (1H, t) , 7.81(1 
H, m) , 7. 85 (1H, m) ; MS (FA 
B)m/z 380 (M + +1); tcH#$t®C 19 H 
17 N 5 0 2 Smnm (%) C,60. 19; H, 
4. 52 ; N, 18. 46, SISil (%) C, 6 
0.61; H, 4. 81 ; N, 1 8. 48. 

[0269] [HS60H67] 5-(3-<2-(4- 
>>?u~?1-}V-2-1-7VV )V) 3L+-)V) -2-hK 
P^fy^f-;l/7xX^) -lH-rh7V-;P: 5- 

(3 - (2 - (4-^:707^-2-^7^/*'.^) x 
f-x;l/) -2-THrhdfv^f-;P7xX^) - lH-f 
F9V-;U*Hit0l6 3i:|iiaifc:«ffllL. f»£# 
it. 

i^c 2 5 5-2 5 9*C (SISIM: ?oo*;UA- 
X^y-;k) ; NMR (400MHz, DMSO — d 
6 ) Sppm 1. 95-2. 48 (6H, m), 
3. 50 ( 1H, m) , 5. 83 (2H, s ) , 
7. 53 (1H, br s) , 7. 67 (1H, 
t) , 8. 04 ( 1H, t ) , 8.17(1 
H, br s) , 8. 72 ( 1H, d) ; MS 
(FAB) m/ z 338 (M* +1); %*ft#r 
#C 17 Hi 5 N 5 OS • 1/2 H 2 OWftJIff (%) C, 
58.94; H, 4. 66 ; N, 20. 2 1 , ffl 

(%) C 58. 72 ; H, 4. 46; N, 
20. 24. 



[0270] [HSS0IJ68] 5-(3-(2-(4- 

^^Dyf-;p-2-f-7V'J;u) xf-x/p) 7i-;H 

-2-T-fef-;P-2H— f hSV-JU: 5- (3- (2 

- (4-^^n7"^-2-^-rv , j^) xf--/u) 7 

- 1 1 5mgtc*i*BH85 

m 1 mre v v> 1 m 1 int , mst- 1 5 R-ffiHJtit l 

fc. 1 NJSRl 0 0ml ffttitSA£4 

J0&»4>IWiAL. 5 - (3- (2 - (4-y?n^ 

-2-f-ry;^) xf-xno 7i-;n -2-7*1- 

)V-2U-TYyV-)Vi:%te. 
WA 110-112'C; IRi/aax cm" 1 22 1 
6,1778; NMR (400MHz, DMSO-d 
6 )5ppm 1 . 90— 2. 4 2 (6H, m) , 
3. 03 (3H, s) , 3. 69-3. 76 (1 

H, m) , 6. 99 ( 1H, s ) , 7.56 

( 1H, t ) , 7. 67 ( 1 H, dt ) , 8. 
30 ( 1H, dt) , 8. 52 ( 1H, t) ; 
MS(EI)m/z 349 (M + ) ; 7C*ft*HlC 
18 H 15 N 5 OSCOimm (%) C, 6 1. 87 ; H, 
4.33; N, 20. 04, M%te <%) C, 6 

I. 87; H. 4. 49 ; N, 20. 06. 
[027 1 ] [HM0IJ69] 3-(3-(2-(4- 
j/^o7*f-/k-2-f-ry;;P) xf-x/t-) 7x^;H 

-4H-[1, 2, 4] ^•9-vry-^-5-^y : 
(IS1) 3- (3H^H7x-;P) -4- (4- 
* h^r^y^l/) - [ 1 , 2 . 4 ] **+t s J7V-)V 

-5-*y<7>&j8. 

3- (3— f*K7x-^) -4H- [1, 2. 4] * 

wr/-^- 5 - * y**3fcfli i ^xs 3 1 mmiz 

8HU 3- (3— f*K7x^W -4- (4-^ h 

- [l, 2. 4] *W7/-n'-5 

NMR(400MHz, CDC1 3 ) $ppm 3. 8 

0 (3H, s) , 4.74 (2H, s) , 6. 
84-6. 86 (2H, m) , 7.03-7.05 
(2H, m) , 7. 23 ( 1H, t) , 7.4 

1 ( 1H, d) , 7. 73 ( 1H, s ) , 7. 
9 1 ( 1H, d) . 

[0272] (1^2) 3- (3- (2- 
o7*^-2-f-rVJ;u) xf-x/p) 7xx/k) -4 
-(4^bWy;H-[l, 2,4]jhW'' 

3- (3-^K7x-;l^) -4- (4-^ h^vXy 
- [ 1 , 2 , 4 ] 5 -#y i: 

4 -v? o7fvt— 2 -xf-x^f-ry-^ISSfctfJ 1 
<0ie4i:^I«t:«!aL. 3- (3- (2- (4-v? 
n7f;H2- WJ/V) Xf-X/U) 7xX/U) -4 

- (4-^ h^x^y^) - [ 1 , 2. 4 ] tf*-?^ 

ry-;P- 5 -*y£?M€wiMi£: 
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NMR (400MHz, CDC 1 3 ) Sppm 1.9 
0-2. 40 (6H, m) , 3. 68-3. 79 (1 
H, m) , 3.76 (3H, s) , 4.77 
(2H, s) , 6. 81-6. 83 (2H, 
m) , 7.01 (1H, s) , 7. 01-7. 0 
3 (2H, m) , 7. 4 5 ( 1H, d ) , 7. 
50 ( 1H, t ) , 7. 65 ( 1H, s) , 
7.77 (1H, d) . 

[02731 (183) 3- (3- (2- (4-^ 
n7'f-;l/-2-f-TVU;W) xf-xyp) 7x-/U) -4 
H- [ 1 , 2, 4 ] *#-9-^7/— A'- 5 -^y^fiK 
3- (3- (2- (4-5/^0^^- 2 -f-TVU 
;!✓) xf-x/P) 7i^;K - 4- (4-* t^S^y^* 
- [1, 2, 4] mjW-*-5-*yW 

H£ 2 4 6-2 4 9'C (ff&ftjfft : ?on*^A- 
n _A,df^-y) ; iRi/iax cm" 1 2224, 17 
82; NMFt ( 4 0 OMH z , DMSO — d 6 ) dp 
pm 1 . 84-2. 34 ( 6H, m), 3.64 
-3. 72 (1H, m) , 7. 57 (1H, 
s) , 7. 69 (1H, t) , 7.91 (1H, 
d) , 7. 92 ( 1H, d) , 8. 07 ( 1 
H, s) , 1 3. 01 ( 1H, s) ; MS (E 
I)m/z 32 3 (M* ) ; 7HMHffttC 17 H 18 N 
3 0 2 S^IMWI (%) C 6 3. 14 ; H, 4.0 
5 ; N, 12. 99, il^ffl (%) C, 62. 7 
4; H, 4.07; N, 12.61. 
[0274] mmm70] (Z)-5-(3-<2 

- (4-v^o7 , f-^-2-^-rry;i') xf-x^o < 

yvv t y ) ~ 2 -f-^V f-TV'U -sT* : 

(181) 3- (2- (4-^0/^-2-^ 

3— >f 3j- F<yXT;Urh K;l^ 4 -y^a^- 2 

-3^-=.)v?TV-)vzmm 1 <?>x84 1 Rtt&toa 

U 3 - (2 - (4-^^07'f-^-2-f-rVU^) 

xfx/W) <yxr;pfti«$:*fe. 

fflU£7 7~7 9°C ; NMR (4 0 OMHz , CDC 1 
3 ) dppm 1. 89-2. 43 (6H, m) , 
3. 6 7-3. 7 5 ( 1H, m) , 6.99(1 
H, s ) , 7. 56 ( 1 H, t ) . 7.83 
(1H, dt) , 7. 91 (1H, dt) , 8. 
09 ( 1H, t ) , 1 0. 02 ( 1 H, s) . 
[0 2 7 5] (182) (Z)-5-(3-(2- 
(4-i*-?u~ri-}V-2-1-TW}V) lf-;l/) ^y 

3- (2- (4-i/-7u71-)l>-2-1-TYV)l>) xf- 
x;U) \yX7/l-ftH5 3 5mg, D/zy2 6 6m 
g h »J »> A 6 5 6 m g 2 0 m l S-JD 

4«fi»lSK0KSU:. ftiflflL Rj6»£*2 0 0m 



: B«xf-;W= 2 0:1) fcTfcKU ?dd* 
/l^-n-^^y^Blg&U £gi%£t8!g&&hfl 

Su£ 198— 20 1'C; I Ri/max cm" 1 220 
8,1732; NMR (400MHz, CDC 1 3 ) 
dppm 1 . 9 1-2. 4 1 ( 6H, m),3.6 
9-3. 77 ( 1H, m) , 7. 00 ( 1H, 
s) , 7. 49-7. 5 1 (2H, m) , 7.6 

3 ( 1H, s) . 7. 64-7. 67 ( 1H, 
m) , 7. 69 (1H, s) , 9. 77 (1H, 

s ) ; MS (E I ) m/z 382 (M* ) ; % 

s^5fffic 19 H 14 N 2 os 3 mnm(%) C, 5 

9.66; H, 3. 69; N, 7. 32, MSM 
(%) C, 59. 52 ; H, 3. 66 ; N, 7. 2 
2. 

[0276] [101017 1] 5-(3-(2-(4- 
i/^o7'f-;l/-2-f-TV'J^) xf-x/u) 7 I -;K 
-[1, 2, 4] **V-i?TWy-3-*> : 

(181) 5- (3-^^K7x-W -2- (4- 
^ h^i^y^) - [ 1 , 2 . 4 ] tf^-tf^'TVy y 
-3-^yc^-fiS; 

5- (3-^K7i-W - [ 1, 2, 4]**W 

TVU y- 3 -^ySr^M^J 1 oiS3 

U 5- (3-> f/j"H7x-;P) -2- (4-^3-v 

- [1, 2, 4] tt-r&Tfvys-* 

NMR (400MHz, CDC 1 3 ) dppm 3.8 
0 (3H, s) , 5. 32 (2H, s) , 6. 
92 (2H, d) , 7. 42 ( 1H, d) , 
7. 85 ( 1H, d) , 7. 94 (1H, t) , 
8. 06 (1H, d) , 8. 43 (1H, s) . 
[0277] (182) 5- (3- (2- (4-^7 
u-7+)V-2-+TW)V) xf-x;l/) 7i-;H -2 

- ( 4 Y^isKy&V) - [ 1 , 2 , 4 ] 

5- (3->f3t-K7xX/P) -2- (4-^b^f^y 

i^/H - [1, 2, 4] ^-tvryjy-3-^yt 

4 -^?n7>/t— 2 -xf-x^-frr-^^HSfi^J 1 
<7)I84fc|Hl«^at. 5- (3- (2- (4-^7 

n7*f-;P-2-f-ryy;i') xf--/u) 7i-;H -2 

- ( 4 b^f v^y^'/u) - [ 1 , 2 , 4 ] ^ty 

TVu y- 3 .-*y*%m&mvmt ixnt*. 

NMR (400MHz. CDC 1 3 ) ^pprn 1.9 
0 — 2. 00 ( 1H, m) . 2.00-2.10(1 
H, m) , 2. 20-2. 4 0 (4H, m) , 
3. 60-3. 80 ( 1H. m) , 3.82(3 
H, s) , 5.34 (2H, s) , 6.92 
(2H, d) , 6. 99 (1H, s) , 7.4 
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4 (2H, d) . 7.53 (1H, t) , 7. 
78 ( 1H. d) . 8. 09 ( 1H, d) , 8. 
30 ( 1H, s) . 

[0278] (IS3) 5- (3- (2- (4-^ 
uf^)V-2-^-TV'))V) Xf-X/U) 7x-)U) - 

[1, 2. 4] **^7V'J>--3-:tyc7>£j£ 
5- (3- (2- (4-^o7'f-;l/-2-f-TV , J 
)V) X.1--)l>) 7x-)V) -2 - (4-^^y<yy 
)V) - [1, 2, 4]**'t5WU>'-3-*>t|| 
MM 1 «0I8 5 i: Is&fcWayi L , fm&ftfc. 
Mj£ 2 0 8-2 1 2'C ( jftgJHgSK : ?nn*;U- 
*$J— iV-n-^^jTV) ; IRi/max cm" 1 1 
600, 1470, 1380, 1 248, 1 136; 
NMR (400MHz, DMSO-d 6 ) Sppm 

1. 80-1. 90 (1H, m) , 1. 90-2. 
1 0 ( 1H, m) , 2. 20-2. 40 (4H, 
m) , 3. 60-3. 80 ( 1 H, m) , 7.5 

5 (1H, s) , 7. 61 ( 1H, t) , 7.8 
8 (1H, d) , 8. 03 (1H, d) , 8. 
25 (1H, s) , 10. 66 (1H, br 

s ) ; MS (FAB) m/z 324 (M + +1); 

7cS^«ffflC 17 H 13 N 3 0 2 S O. 4 7 5H 2 0(0 
ft** (%) C, 6 1. 5 1 ; H, 4 . 24 ; 
N, 12. 66, SOJtffi (%) C, 6 1. 92 ; 
H, 4. 64 ; N, 1 2. 50. 
[0279] [HJS0IJ72] 3-(3-(2-(4- 
^nrf-/P-2-^-7VU;U) xf-x;p) 
-5-t Kn*W7tf*-»?-7"-/t/: 3 - (3--<^F 

7i-;K -5-hh'o=3fv-f y^-9-V-;Pt4-^ 

4 i: mmimm l . s»ni£fifc. 

M£ 1 4 3-1 4 8'C m&88m : ?on*;U- 

; NMR (400MHz, CDC 1 
3 )Jppm 1 . 90— 2. 00 ( 1 H, m) , 

2. 00—2. 10 (1H, m) , 2.20—2. 
40 (4H, m) , 3. 6 0 — 3. 80 ( 1H, 
m) , 4. 20 (2H, ds) , 6.99(1 
H, s) , 7. 54 (1H, t) , 7.56 
(1H, d) , 7. 63 ( 1H, s), 7.66 
(1H, d) ; MS(FAB)m/z 323 (M 

+ +1) . 

[0280] [5HIM7 3] 2-(3-(2-(4- 
Ss9\a71'fr-2—fT/\)A') xf-x/P) 7i^;H 
-Ci, 3, 4] **wr s /vy-5-*> : 2- 

(3— f*K7xryp> - [l. 3. 4]**1^7V 
U y- 5 4-y^oyf^- 2 -Xf-x;l^7 

y-^tww! i ^xg4 t ^a»c«ui t . mmmm 

M&l 86-190*0; NMR (4 0 OMHz , DM 
SO-d 6 ) Jppml. 90-2. 00 (1H, 



m) , 2. 00-2. 1 0 ( 1H, m) , 2. 20 
-2. 50 (4H, m) , 3.60-3.80 (1 
H, m) , 7. 00 ( 1 H, s ) , 7.50(1 
H, t) , 7. 7 1 ( 1H, d) , 7. 85 
(1H. d) , 8. 08 (1H, s) ; MS 
(FAB)m/z 324 (M + +1); 5HS4Wf 
fiC 17 H 13 N 3 0 2 S-0. 3H 2 0<7)ft3MI (%) 
C, 63.44; H . 4 . 02; N.12.3 
3. M%m (%) C 63. 1 5 ; H, 4. 24 ; 

N, 12. 34. 
[0281] [H«ff97 4] 2-(3-(2-(4- 

-Li, 2, 4] 3j-^-9-^*rvy^y-3, 

y : 2 - (3—f7j"K7iX;W) - [ 1, 2, 4 ] 
^TV'J^'y-3, 5-y*5j-yi:4->'^o7"f-^- 
2 -xf-x^f-rV-;l/*llltffl 1 OIS4 i: RKtC»l 

14 1 — 145°C (decomp. ) ; IRv 
max cm- 1 1738, 1 574, 1 358, 1 18 
2; NMR (400MHz, DMSO-d 5 ) 5-pp 
m 1. 90-2. 00 ( 1H, m) , 2.00- 

2. 10 (1H, m) . 2. 20-2. 40 (4H, 
m) , 3. 60-3. 80 ( 1H, m) , 6.9 

6 (1H, s) , 7. 48 (1H, t) , 7. 
61 (1H, d) , 8. 14 (1H, d) , 
8. 47 (1H, s) ; MS (FAB)m/z 3 
4 0 ( M + + 1 ) . 

[0282] [HSS0J75] 5-(3-(2-(4- 
^^n7^-;W-2-^-TV , J;P) x^-x/U) Ky=JVf 
» f-TVUv'y-2, 4-^y : 3- ( 2- (4- 
i/?u7+)V-2-+TW)V) xf-x;P) OXT/t/ 
TbHt2, 4-^-rVUy^y^llife0l7Of:|3ia 

116 1 9 8-2 0 re (?H£A$JK : ?no*;l,A- 
n-Mfy) ; IRvmaxcnr 1 2212, 17 
48; NMR (400MHz, CDC 1 3 ) Sppm 
1. 89 — 2. 44 (6H, m) , 3. 6 9— 

3. 77 ( 1H, m) . 7. 00 (1H, s) , 
7. 47 — 7. 53 (2H, m) , 7.63 — 7. 
65 (1H, m) , 7. 73 (1H, s) , 

7. 83 ( 1H, s ) , 9. 09 ( 1H, s) ; 

MS (EI) m/z 3 6 6 ( M + ) ; 7HR#tfr«C 
19 H 19 N 2 0 2 S 2 2- 1/4H 2 OWff«fi(%) 
C, 6 1 . 52 ; H. 3. 94 ; N, 7. 5 5, 
SllSffl (%) C 6 1. 51 ; H, 3. 89 ; N, 
7. 31. 

[0283] [HJS0IJ76] 1- (3- (2- (4- 

-4H-xh5V'Jy-5-^y : 
(Xgl) l-(3H*b-7i-^)-4-(2- 



(60) 



tfBPPl 0-1 95063 



1- (3— f*H7*=^) -4H-rh7yyy-5 
-^y202mg, ftK* U 1 5 2mg{CDMF5 

misrjn^.. o-ctWt-c. (2-7oo*b*vx 

3 04h 36fca»C2lW!flWLfc. RJS»S:*1 0 
Om 1 (eft?, »»xf-;PT«imLfe. naia*, f&ft 

£LTf#o£ft|,$g£^y;$^£fflv^#7A7n 

= 1 : 1) TfifiSU l- (3— f*P7x-;H -4 
- (2 - (HJ^/l^U/l-) xh*S/> X+)V-AH 

NMR (400MHz, CDC 1 3 ) dppm 0.0 
3 (9H, s) , 0. 99 (2H, t) , 3. 
75 (2H, t) , 5.39 (2H, s) , 

7. 24 ( 1H, t) , 7. 70-7. 73 ( 1 
H , m) , 7. 97-7. 99 (1H, m) , 

8. 35 ( 1H. s) . 

[0284] (IS2) 1- (3- (2- (4-^7 
uy+)i>-2-*7VV)V) X.^-)V) 7i-;H -4 
H-r b 9VU >— 5 - Ji-yotejfc 
1- (3M^K7x-;K -4- (2- 
S/UA') xhdfv) ^f;H4H-fh7/'Jy-5- 
JtVt 4 -i/^o/f^- 2 -xfz^fTV-^JI 

tm\<r>iM4tm.MmL. 3i#^#^*icdmf 

3ml, r h7^;Wry*xi7A 7/kt'J H ( 1 . 
OMtf>THF»jR) lml£JH;L. 6 0XJT2lSBfflW 
Lfc. Rj6»fc 1 NUKl 0 0ml tffflttA* 

&au mmmzmm&mxtLTfttz. 

MM 1 96 — 1 99*C; IRi/iax cr 1 221 
2,1 742; NMR (4 0 0MHz , DMSO-d 

5 ) 5ppra 1 . 9 1—2. 46 (6H, m), 
3. 7 1—3. 80 ( 1H, m) , 7.01(1 

H, s) , 7. 52 (1H, t) , 7. 59 

( 1H, d) . 7. 99 ( 1H, d) , 8. 33 
(1H, s) ; MS (FAB)m/z 323(M 

♦ + 1 ) ; 7B&a*rec, 6 h 13 n 6 osmnm 

(%) C, 59. 43 ; H, 4. 0 5 ; N, 2 

I. 66, SlJgffi (%) C, 59. 06 ; H, 
4.09; N, 2 1. 33. 

[0285] [ftStW7 7] 4-(3-(2-(4- 

^n7*f-^-2-f-rvy;p) xf-x/p) 71-/U 

-1 or 2 or 3H- [ 1 , 2 , 3 ] - h V 7 
V-)V : 

(X81) xf-;U 4- ( 3-7*0*71-/1') -1 

h- [i. 2, 3] -hyrv-^-s-^Wv-v 



TS-MfcthU^Al. HgJDMFlOmlCiiS 
®X^-/P X7>-f/H • 3gWDMF5ml»iK*5* 

tjwtcsrFUfc. Rjeassffl-c 1 worn Lfc», 
$ 4. ic 6 o *c-e 3 o Lfc . %.mm . * 

10 0ml &1>'2M1I®5 Om 1 4>(3£tvC. ffiajUS 

£fj&: ?QD*W : x77-^=8 : 2) TUMU 
4- (3-7*nt7i-W -1H- [1, 2, 3]- 
hyrV-;H. 5 2g^„ 
NMR (400MHz. CDC 1 3 ) dppm 1.3 
9 (3H, t) , 4.44 (2H, q) , 7. 
34 ( 1H, t) , 7. 58 ( 1H, m) , 
7. 84 ( 1H, d) , 8. 05 ( 1H, br 
s) . 

[0286] (1112) Xf-^ 4-(3-7n*7 
i-^) -1- (4-^h^f^yy;H - 1 H- 

[1. 2, 3] -\-VTV-lV-5-i3lVX*l/\<- 
k (3-7'ot7x-;K -2- (4-* 

^i^y^'/k -2H- [ 1 , 2, 3]-hyrv- 
)V-5-iJ}Vifs^V—YM^ Xf-;l/ 4- (3-7 
nt7i-;K -3- (4-^ h^fi/^S/'/P) -3H 
-[1, 2, 3] -hU7Y-^-5-*^>l«^U- 
hcO-£l£ 

x^-;l- 4-(3-7*Dt7x-^)-lH-[l, 
2, 3 ] - r y 5 -#>M«f i'V- b £HSt 

0V 1 OI8 3 b PHRtcOa U xf-;i/ 4 - ( 3 -7n 
t7i-^) -1- (4-^hJfy<yy;l') -1H- 
[1, 2, 3] -h»JTV--/l'-5-jJr/W«f5/V- 
k xf-/W 4-(3-7*nt7x-;l')-2-(4- 
*\-*v<> : J)V) -2H- [1 , 2, 3]-MJ7V 
-;P-5-^;P^^U-h&tX x^-;i/ 4- (3- 
7o*7x-;k - 3- (4-^h^fy^y^) -3 
H- [ 1 , 2, 3 ] - h U 7V-)V- 5 
-b^lfi. 2ttatf3tfl«>8HHl!fcLT1lfc. 
NMR (400MHz, CDC1 3 ) ffppm 1. 2 
4 — 1 . 34 (3H, m) , 3.78 (3H, 
s) , 4. 2 5-4. 45(2H, m). 5-5 
9— 5. 87 (2H, series of s), 
6. 83-7. 97 (8H, m) . 
[0287] (IS3) 4- (3-f^H7i-;l/) 
-1H- (4-^h^y^y/H -1H- [1, 2, 
3] -hy7V->k ttiii 4- (3-4*F7x- 
;u) -2- (4-^h^y<yy;H -2H- [1, 
2, 3] -HJTV-Jk ££144- (3— f*K7x 
x;l/) - 3- (4-^ h^fy<>'y» -3H- [ 1 , 
2,3] -h'jr/-/K0£J« 

jm 3 o7n 5 h- mmm 1 9 *>ig 2 1 mmizmm 
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mm ■. n -^vy ■. m&xi-)v= 5 : 1 ) x-mmt. 

[SltBftC. I^XXr^Uc. 4- (3-' f ^K7x-/1^) 
-1H- -1H- [1, 2, 

3] -hUTV-;k ifcti 4- {3-> f:*K7xX 

-2- (4-*h*;"0'i'» -2H- [1, 
2, 3] -MJ7V-/k ifctt 4- (3-4#h*7 
xX;P) - 3- {A-tY^is^siSlV) -3H- 
[ 1 , 2 , 3 ] - h 'J 7V'-;U5r?4«%Sr t LTflfc. 
NMR (400MHz, CDC 1 3 ) dppm 3.8 
2 (3H, s) , 5.5 1 (2H, s) , 6. 
93 (2H, d) . 7. 13 ( 1H, t) , 
7.27 (2H. d) , 7. 60 ( 1H, m) , 

7. 70 ( 1H. d) . 8. 1 2 ( 1H, m) . 
[0288] (XS4) 4-(3-(2-(4-^ 
D7*^-2-f-7Vy^) xf-~;i/) 7x-;H -1 

or 2 or 3 - ( 4 b^^y v>) - 1 
H- [1. 2, 3] -hV7V-)W)&& 
JM 3 Tlt^cf * Fft 1 4 - y7n/f;H 2 -x*= 
;H-7/-/l^ 3S»mfllg4fcH«fc*!iJIU 4 
- (3 - (2 - (4-is?u71-jU-2-1-7YVJ\s) 
7i-^) -1- (A-XY^isKvVfr) 
-1H- [1, 2, 3] -HJ7V-/k ifctt 4- 

(3 - (2 - (4-^^a7^;i/- 2 -^rvy^) X 

f-x;l^) 7i-/H -2- (4-^h^^y^) - 
2H-[1, 2, 3]-hy7V-/K 4- 
(3- (2- (4-y^o7f-^-2-^-7Vy;U) x 
7xX^) - 3- (4-^Ky^yy» - 
3H- [1, 2, 3 ] - h U 7/-/l-$rHMi: IX ft 

NMR (400MHz, CDC 1 3 ) d ppm 1.8 
5-2. 43 (6H, m) . 3. 69 ( 1H, 
m) , 3. 83 (3H, s) , 5.52 (2H, 
s ) , 6.94 (2H, d) , 6.96(1 
H, s ) , 7. 28 (2H, d) , 7.4 2 
(1H, t) , 7. 53 (1H, m) , 7. 63 
(1H, s) , 7. 88 (1H, m) , 7.9 
5 ( 1H, t) . 

[0289] (IS5) 4-(3-(2-(4-^ 

a7^-2-^7 N /y;u) xf--/p) 7x-;K -l 

H- [ 1 , 2. 31 - b 07Y-)U7>&J8. 

±.mxmx"&t>titzit-$m. mtmwxmt 

M& 1 4 6-1 5 0*C (?fi£ft&jK : ;no*;W- 
n -"v^-tf-y ) ; IRi/maxcnr 1 2216; N 
MR (400MHz, CDC 1 3 ) dppm 1.85 
-2. 45 (6H, m) , 3.71 (1H, 
m) , 6. 97 ( 1H, s) , 7. 47 ( 1 H, 
t) , 7.59 (1H, d) , 7. 87 ( 1 



H, d) , 7. 79 (1H, s) , 8. 05 
(1H, b r ) ; MS (E I ) m/z 306 
(M* ) ; 7cS#flr€C 17 H H N 4 S- 1/5H 2 O 
C, 65. 68; H, 4.70; 

N, 18. 02, Wfem (%) C, 65. 83 ; 

H, 4. 67 ; N, 1 7. 55. 
[0290] [3QIW7 8] X+fr 4- (3- (2 

- (4-^^n7f-;l/-2-^7Vy^) xf-^/H 7 

x-;H -1H- [1. 2, 3 ] - h 'J 7V-;P- 5 - 

(IS1) X^)V 3- (2- (4-^07^- 
2 -f-7V 'J ^ )xf-;l/)7i x;l/7*o t: jJvHW)£ 
fig 

xf-/P 3--f^h'7x-^7nh'^Ki:4-^^n 
7f-/l^- 2 -xf-^f-TV-^SrHlfe^J 1 cOIg4 fc 
t , X^)V 3 - ( 2 - ( 4 -y^D/f/P 
-2-f-7V'y^) Xf-x;l/) 7x-/P7Df^H5: 

NMR (400MHz, CDC 1 3 ) dppm 1.3 
7 (3H, t) , 1. 85-2. 45 (6H, 
m) , 3. 70 ( 1 H, m) , 4. 3 1 (2H, 

q) , 6. 98 ( 1H, s ) , 7.38(1 
H, t) , 7. 5 9 ( 1H, d) , 7.65 
(1H, d) , 7. 79 (1H, s) . 
[0291 ] (182) X1-JU 4-(3-(2- 

2 -+TW)V) xJ-xjU) 7x 
x;l/)-lH-[l, 2, 3] -hU7V-^-5-^ 

x^/P 3 - ( 2 - ( 4 -y;n7f;h 2 -f-77'J 
;W) xf-i*) 7xX;U7Pf^K^H»J7 70I 

m& 1 4 2-1 4 5°C (W 9 }M : ?on*^A- 
n-Mty) ; I Ri/ max cm" 1 22 16, 17 
12; NMR (40 0MHz, CDC 1 3 ) dppm 
1. 37 (3H, t) , 1. 85—2. 45 (6 
H, m) , 3-73 (1H, m) . 4. 42 

(2H, q) , 6. 99 ( 1H, s ) , 7.4 
5 (1H, t) , 7. 62 ( 1H, d) , 7. 
89 ( 1H, d) , 7. 99 ( 1H, s ) ; MS 

(EI) m/z 378 (M* ) ; 7C5g##HIC 20 H 18 
N, O, SOHtf (X) C, 63.47; H, 
4.79; N, 14. 81, St£it (%) C, 6 
3. 37 ; H, 4. 90 ; N, 14. 55. 

[0292] [K3I097 9] 4-(3-(2-(4- 
y?o7f;H2-f7/ l J/H Xfd/U) 7i-lH 
-1H-[1, 2, 3] -VV7Y-)V-5-l))VX> 
m.:X^-)V 4- (3- (2- (4-y?n7f-/P-2 
-f-TVU*') xf-~;U) 7xc;H - 1 H- [ 1 , 
2 , 3 3 - h 'J 7V-/U- 5 -jfrA^i'U- h zmm 

m5 6k emkjsiu mmzm. 
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MM 1 4 2- 1 4 5-C (S*£Ib?$$ : ?DD*M- 
X ; IR^max cm" 1 2216, 174 

0; NMR (400MHz, DMSO-d 6 ) dpp 
m 1 . 85-2. 40 (6H, m) , 3.68 
( 1H, m) , 7. 32 ( 1H, s ) , 7.54 
( 1H, t) , 7. 65 ( 1H, m) , 7.9 
5 (1H, br), 8. 09 (1H, br) ; 
MS(EI)m/z 3 50 (M + ) ; 7uS^*f<lC 
18 H 14 N 4 0 2 (%) C 6 1. 70 ; 

H, 4. 03 ; N, 15. 99, MfeW. (%) 

C, 6 1 . 84 ; H, 4. 27 ; N, 1 5. 7 1 . 
[0293] mmm80] 4-(3~(2-(4- 
v^n7'^-2-^-rVU^) x-fx;p) 7i-;H 
-l-^f-;P-lH-[l, 2, 3] -hUTy-^- 
s-tf/MO-K: 

(XS1) xf-;l/ 4- (3- (2- (4-i/?o7" 
^-2-^-77'';^) xf-xyW 7i^/K-l-^ 
1 H- [ 1 , 2, 3] -YVTV-)V-5-il)V 
X^i/U-b.&tf x^k 4-(3-(2-(4- 
^^n7"^-2-^T x /U;U) x^-x^) 7i-/H 

-2-W-2H- [i, 2, 3]-hurv'-;i^- 

5-^;P^vP-hO^ 
xfvU 4- (3- (2- (4-i^n7'f-^-2-f- 
TVU;P) Xf-x/l,) 7x-;H -1H- [1, 2, 
3 ] - h'J 7V-^- 5 vl^- h SrHSSflJ 1 

1 : 1 rtB&hb IXX^)U 4-(3-(2-(4- 
^nyf-zl^-f-TyLW x?-x;p) 7ii;H 
-1-W-1H- [1, 2, 33-hUTV'-^- 
5-#/M?*;^-K Mf xf-;P4-(3-(2- 
(4-y?n7 , f;l/-2-f7V' l J;l') Xf-x/t^) 7x 

-)V) -2-*&)V-2W- \_\, 2, 3]-M)7V 

5-^^^l^-hS:?S^i: LT*t£. 
NMR (400MHz, CDC 1 3 ) <?ppm 1.3 

2 and 1.39 (3H, each t) , 

I. 85-2. 45 (6H, m) , 3.70(1 
H, m) , 4.3 1 and 4.36 (3H, 
each s) , 4.37 ans 4.43(2 
H, each q) , 6. 96 ( 1H, s) , 
7. 46 (1H, t) , 7. 64 (1H, br 
d) , 7. 78and 7.88QH, each 

br d) , 7.97 and 8. 07 ( 1H, 
each b r s ) . 
[0294] (IS2) 4-(3-(2-(4-^ 
Wf+lV-l-f-TW )V) X^-x^) 7i-;H -1 
[1, 2, 3] -hUTV-^-5- 

±IB. l-^;Mfc. Rtf2-^/Wfc<7)Ml^J$:. M. 



142~145 < C; IRymx cm" 1 221 
6; NMR (400MHz, DMSO-d 6 ) 5-pp 
m 1 . 82~2. 3 5 (6H, m) , 3.68 
( 1H, m) , 4. 18 (3H, s) , 7.4 
9 ( 1H, t) , 7. 53 ( 1H, s) , 7.6 
2 ( 1H, d) , 8. 1 3 ( 1H, d) , 8.4 
4(1H, s) ; MS(EI)m/z 364 (M 

♦ ) - 

[0295] [Hifc0IJ81] 4-(3-(2-(4- 
^^ay^)U-2-^TYV)l) Xf-X/P) 7i-;H 
-2-^^-2H-[l, 2, 3]-b'JTV-;U- 
5-#/k*>"gh 4- (3- (2- ( 4-!/?w7+fl> 
-2-f-TVy;!') xf-x/to 7i-;K -2-^^- 

-2H-[i, 2, 3] -hury-^-5-^-K^ 

^P-h^^»J5 6t|i]«CMSt, *Hft*f*fc. 
Ibft 142-145'C; I R v max c m" i 221 
6; NMR (400MHz, DMSO-d 6 ) 5pp 
m 1. 82—2. 35 (6H, m) , 3. 67 
( 1H, m) , 4. 1 0 (3H, s ) , 7.4 
8 (1H, t) , 7. 53 (1H, s) , 7.5 
7 (1H, d) , 8. 17 (1H, d) , 8. 3 
7(1H, s) ; MS(EI)m/z 364(M 

* ) . 

[0296] [#IM«82] 5-(3-(2-(4- 
i/^D7'f-;l/-2-f-ry''J^) Xf-x;l^) 7i-iK 
-1- (2-^h^f^Xhdfv-) .Xf-^-lH- [1, 
2 , 3 ] - r V TV-JV- 4 -#)U#>M : 

(XS1) xf-A< 5- (3-^F7x-yH -1 
- (2-* r^i/Xh*^) ^fyP-lH- [1,2. 
3] -HJ7V-^-4-#/M<*i'l'-K xf-rt' 
5- (3-^K7x-/P) -2- (2-^hdf^xh 
*^-2H- [1, 2, 3]-hUTV'-^- 
4-#/U#3-^l'-K &t/ xf-yP5- (3— 
7x^;H -3- (2-* r^-vXr*^) 
H-[l, 2, 3] -HJTV-^^-tf/W-^P 

Xf-;P 5- (3-4* h'7xXA0 -1 H- [ 1 , 
2, 3] -hUry-;L—4-*^t'df>-l/-hSr||Jfe 

OC. 2 - (2-^h^ylKy)^f^ ?niJK 
£fflv\ HSUMIL, 1.2, StX3ffiiOS^<OX 
+iV 5- (3-^t^7i-;H -1- (2-^r^ 

i^xh*^) .x^/w-ih- [i, 2, 3]-hury 

4 P-K 5- (3-4* 

K7xx;l-) -2- ( 2-* h^vxh^v-) .X^P- 

2H- [i, 2, 3] -hury-;i/-4-^;i/^v 

0 if* 5- (3-4*r'7xX;U) - 
3- {2~*Y*i'*Y*i') ^f;P-3H- [1 . 
2, 3] -YVTV-tV-A-tDVif^V-YZmi 
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NMR (400MHz, CDC 1 3 ) dppm 1.2 
5—1. 42 (3H. m) , 3.25-3.40(3 
H, series of s), 3. 3 6(1 H, 
s) , 3.54 (2H, m) . 3. 49-3. 
85 (4H, m) , 4. 30-4. 48 (2H, 
m), 5.80 — 6. 12 (3H, series o 
f s ) , 7.1 5—8. 23 (4H, m) . 
[0297] (1112) Xf-;> 5-(3-(2- 

(4-^?oyf-;i—2-f-rv i ;^) ^-iv) 7x 

->U) -1- (2-^h^fvXh^f^) ^f-^-lH- 
[1. 2, 3] -^y7VW^-4-#;^;^*df>'^--^ 
<7)-£'J£ 

JblEIglt1»6*ifc« 4*Fftb4-i/7U7'1-fr- 

7 4- (»SJ*: n-^-^y-iHSx^=4 : 1) 
T^JtU xf-/i/ 5- (3- (2- (4-y?n7f 
;l/-2-f-7VU^) xf-x;i^) 7i-;H -1- (2 
-^h^fv-xbdr^) ^-1H- [1, 2, 3]- 

tz. 

NMR(400MHz, CDC1 3 ) 5ppm 1. 3 
1 (3H, t) , 1. 88-2. 43 (6H, 
m) , 3. 36 (3H, s) , 3.54 (2H, 
m) , 3. 68 ( 1H, m) , 3.82(2 
H, m) , 4. 35 (2H, q) , 5.70 
(2H, s) , 6. 97 (1H, s) , 7. 52 
(1H, t) , 7. 57 (1H, m) , 7.7 
4 ( 1 H, m) , 7. 7 6 ( 1H, m) . 
[0298] COM3) 5- (3- (2- (4-^ 
u?+fr-2-1-7V l Jfr) ^-)V) 7i-/H -1 
- (2-Xh*i'Xh* 1 s) ^f-;l/-lH- [1, 2, 

3 ] - h y 7V-;p- 4 

Xf-/P 5- (3 - (2 - (4-v?o7-f^-2-f- 
7Vy;W) xf"^) 7i^H -1- {2-*Y*is 

x^y) w-ih-[i, 2, 3]-hyrv- 
)v- 4 h imam 56 1 nmzwm 

RL£ 14 3-1 4 6'C (5£iyg|g : ?oo»A- 
n—MMfJO ; NMR (400MHz, DMSO- 
d 6 ) dppm 1. 82—2. 38 (6H, m) , 
3. 23 (3H, s) , 3.43 (2H, m ) , 

3. 64 (3H, m) , 5.6 1 (2H, 
s) , 7.41 (1H, s) , 7. 59 (1H, 
t) , 7. 67 ( 1H, br d) , 7.75 

(1H, br d), 7. 84 ( 1 H, br 
s) ; MS(EI)m/z 439(M + +1). 

[0299] [HS60IJ83] 5-(2-(3-(2- 

(4-i/^nrf-;i^-2-^7Vy;p) m-->v) ?i 



x;U) -4-f-77*y;W -iii-ThyY-lU: 
(Xgl) 5- (2- (3— f#K7xX/|,) -4- 
f-TVy^) -2- (4-.X h^^y'JjU) -2H- 

5 - (2 - (3-' f*H7x^) -4-f-rVU^) 

-lH-th 5 v-)v*mm i «xs 3 t mmmm 

U 5- (2- (3-^ftH7iX;l/) -4-f-TVy 
)V) - 2- (4-^h^f^y^) -2H-rh5V 

HIS 17 3-1 7 6*C (Sggj|$£ : ?do*;U- 
n-^fy) : NMR (400MHz, CDC 1 

3 ) Jppm 3.76 (3H, s) , 6.13 
(2H, s) , 6. 84-6. 87 (2H, 

m) , 7, 25 (1H, t) , 7. 31-7. 34 
(2H, m) , 7. 84 ( 1 H, d) , 7. 93 
( 1H, d) , 8. 32 ( 1H, s ) , 8.3 

5(1H, s) ; MS(EI)m/z 475 (M 

♦ + 1 ) ; 7G*#SH£C I8 H U I N 4 OSc7)!tirfi| 
{%) C, 4 5. 4 9 ; H, 2. 9 7 ; N, 1 

4. 73, «£<!(%) C, 4 5.46; H, 3. 

06 ; N, 14. 74. 

[0 30 0] OM2) 5-(2-(3-(2-(4 

-v-^n7*f-;P-2-f-7Vy;W) xf-x^) 71- 

;P) -4-f-7Vy;P) -lH-fb7/-/K^fK 
5- (2- (3- (2- (4-^^07*^-2-^-7 
yy;U) xf-x;i^) 7i-;H -4-f-7Vy^) -2 

- (4-X b^-^<y>)l') -2U- c rhyY-fUt4 

- i/9u7f->V- 2 -x.1--)V1-TY-)V&mm\ 1 (7) 

MA 1 5 6-1 59°C (dec omp. ) (Bftfyg 
i:?00*M) ; IRi/iax cm" 1 22 16; 
NMR(400MHz, DMSO-d 6 ) dppm 
1. 88-2. 33 (6H, m) , 3.65-3. 
73 (1H, m) , 7. 57 ( 1H, s) , 
7. 69 ( 1 H, t ) , 7. 84 ( 1H, d) . 

8. 1 7 ( 1H, d) , 8. 39 ( 1 H, 
s) , 8. 66 ( 1H, s) ; MS (FAB) m 
/z 39 1 (M + +1) ; 7C«##f(SC 19 H 14 N 6 
S,Oft»fi(%> C, 58. 44; H, 3. 6 
1 ; N, 2 1. 52, Mfem (%) C, 58. 6 
0 ; H, 3. 34 ; N, 21. 55. 
[0301] [SSStM8 4] 3- (3- (2- (4- 
v^n7^-2-^7Vy;P) xf-x/U) 7xX/U) 

(IS1) 3- (3- (2- (4-v-y*o7f-/P-2 
-f-7Vy^) xf-x/10 - l -7n±Ky*£yff)^f£ 

4 -y^O/f/l'- 2 -xf-x;l^f-7V-^t 1 -7*n 

3 - ^ f * K^y-fe'y zmmm 1 *>ig4 1 iBHttsa 

at. 3- (3- (2- (4-^07^-2-^-7 
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vu;i/) xf-x;u) - 1 -rv^Ky^y^i&Wmb l 

NMR (400MHz, CDC 1 3 ) dppm 1.8 

5-2. 45 (6H, m) , 3. 70 ( 1H. 

m) , 6. 97 (1H, s) , 7. 24 (1H, 

t) , 7. 52 ( 1H, m) , 7.74(1 
H, s) . 

[0302] (182) 3-(3-(2-(4-^ 

u7^)V-2-i-tv'V)V) xf-x/io 7x-;K <y 

3- (3- (2- (4-^O^f-;l^-2-f-rVU 
;k) x^--;U) -l-7'n ; e<y-lfy6 0 0mg. 3- 
*;l/5;P7i-;l^*;nx./^ 7yK232mg, &tf 

TY7*X ( MJ7xX/P7*X7>f y) [0]^^' 
•7 A 1 0 9 m g £ 2 M c m-l$SH- h U *7A*ifS 3 . 
5mlWl, 2-^h=^^X^y2 5m 1 SrjDX. 
2lBfiajPS^iiEL^. #iflf&. *1 OOmZMt. 8Mb 

HJ»: n-^dfD-y-»|gX^=3 : 1 ) 

- (3 - (2- (4-v^o7f-^-2-^TV'J;W) 

Xf--;l/) 7xX^) <yXT^rt h'325mg£?ft 

NMR (400MHz, CDC 1 3 ) 5ppm 1.8 
5 — 2. 45 (6H, m) , 3. 7 1 ( 1H, 
m) , 6. 97 (1H, s) , 7. 49 (1H, 
t) . 7. 58-7. 67 (3H, m) , 7. 
84-7. 92 (3H, m) . 8. 1 2 ( 1H, 
t) , 10. 1 1 (1H, s) . 
[0303] (IS 3) 3- (3- (2- (4-v? 
07*f-;l/-2-f-7VU^) xf-x/P) 7i-lK 
yxh>j/K7)£j£ 

3- (3- (2- (4-^7o7f-;U-2-^-7VU 
)V) xf-x^) 7 xX;U) /<.yXT;Pr t K 3 0 0 m 
g x t Kn=Jfx;i/75yJSHS6 5mg. &lPrI?-M- 
!)W119mg fc*K 5 m 1 Srflni . 2 BmiJM« 

'J *7 t/c . 8IE£fB; l/a§4>*U»*£ x 'J 
^^»^*7A?07h/77^- (*a}»: n 
-^■9-y-»»x^=9 : 1 ) X'ftffiL3- ( 3- 
(2 - (4-^^o7f-;w-2-^rV l J;u) x^-x 
AO 7xX/P) *yyxhy/U280mg£«fRSHji:U 

NMR (400MHz, CDC 1 3 ) Sppm 1.8 

7-2. 45 (6H, m) , 3. 7 1 ( 1H, 

m) , 6. 98 ( 1H, s ) , 7. 48 ( 1 H. 

t) . 7. 54-7. 94 (7H, m) . 
[0304] (Ig4) 3- (3- (2- (4-v7 



n7*f-^- 2— f-rVU/P) xf-x^) 7i-;H 

3- (3- (2- (4-v?o7f-^-2-f-TV'y 
/p) xf-x/10 7z-;H OV-h'J^SOmgt 
4N*UHt^hy>A*»«5m l&tfx*y-/H 0 
m 1 fcflni, 5B$imftKgU:. &9f££M£ 1 N 

U SSStl£S»7-yXA B i,tLT#*:. 

1L4 119— 12 0'C ; I Ri/max cm" 1 22 1 

6, 1694; NMR (400MHz, CDC1 3 ) 
5ppm 1. 85-2. 45 (6H, m) , 3. 7 
1 (1H, m) , 6. 97 (1H, s) , 7. 

4 5-8. 14 (7H. m), 8. 35 ( 1H, b 
r s) ; MS (E I ) m/z 3 59 (M + ) ; 

7mmmc 2i n il N 2 smnm {%) c, 73. 

5 1 ; H, 4. 77 ; N, 3. 90, (%) 
C, 73. 80 ; H, 5. 00 ; N, 3. 52. 

[0305] CHS6CT85] 5-(3-(2-(4- 
5^n7*'f-;l'-2-f-ryy;l') xf-x^) 7i-;K 
- 3 -x^-/M y ^•9-y-;w- 4 : 

(181) 5-(3-^^K7x-yH-3-xf^ 

XfvP 3— f^H7°afc' , ^-;^7 5 0mg. 4-?n 
07xXMVy7yll. 19g. l-xbarw? 
V334mg, &t»'Jxf-;UT5yyO. 087ml 
C<yt'y3 0m 1 SrBDX. 2 BfaRttfLfc. *«fft£ 

7A;D7h/77^- («KiJ»: n-**af*y-ft» 
Xf-^=1 0 : 1 ) X'ftML5- (3-^^71- 
)V) - 3 -xf-/M yJf-9-y-;U-4 -tf/l^vl'- 
h 8 5 6 m g fc^Stfeiitfftfc Itfl^. 
NMR(400MHz, CDC1 3 ) Sppm 1. 3 
3 (3H, t) , 1. 34 (3H, t) , 2. 
97 (2H, q) , 4. 3 1 (2H, q) , 

7. 22 ( 1H, m) , 7.83 (2H, m) , 
8. 22 (1H, d) . 

[0 30 6] (182) xfvk 5-(3-(2- 

(4-x^o7'f-;i'-2-f-ryy;w) xf-xyu) 71 

X;W - 3 -Xf-;M V:t<SMfy-rt'-4 -J^WC*^ 

5- (3->f*h'7x-W -3-XfMV«t/ 
-;l/-4- U- h 1 4 - v-? uf+ju- 2 - 

xf-x^ry-^tsatw 1 <oi84 1 Httc&i 

U xf-/P 5- (3- (2- (4-y;a7W-2 
-f-ryu^) xf-x^) 7ix;H -3-xfMV 

fc. 

NMR (4 00MHz. CDC 1 3 ) ^ppm 1.3 
3 (3H, t) , 1. 36 (3H, t) , 1. 
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85-2. 45 (6H, m) , 2. 98 (2H, 
q) , 3. 70 (1H, m) , 4. 33 (2H, 

q) , 6. 9 7 ( 1H. s ) , 7.49(1 
H, t) . 7. 72 (1H, d) , 7. 89 ( 1 
H, d) , 8.10 (1H, s) . 
[03073 (IS3) 5- (3- (2- (4-v? 
oyf-A~2-^7yi)A-) xf-ryu) -3 
-x*jW V**W-fr- 4 -#A^>-ig<7>£j£ 
xf-A- 5- (3- (2- (4-^7o7f-A—2-f- 
TVU/l') Xf-XAO 7i-/H -3-if;Hy^ 

try- a-- 4 - * /m?* v ix- h ^nsfiM 5 6 1 mmiz 
as 1 4 9~ 1 5 o°c mmim ■ x-tao •, 

IRi/mx cm" 1 2224,1 710; NMR (4 
00MHz, CDCI3 ) d ppm 1.37(3H, 

t) , 1. 85-2. 43 (6H, m) , 3. 
01 (2H, q) , 3.71 (1H, m) , 
5. 70 (1H, br) . 6. 98 (1H, 
s) , 7. 47 (1H, t) , 7. 67 (1H, 

d> , 7. 92 ( 1H, d) , 8. 08 ( 1 
H. s) ; MS (E I ) m/z 378 (M + ) ; 
7C*frflr«C 21 H 18 N 2 0 3 S- 1/2H, 0<^tf1WI 
(%) C, 65. 1 0 ; H, 4. 94 ; N , 7. 
23, il^ffi (%) C 65. 1 6 ; H, 4. 7 
8 ; N, 7. 08. 

[0308] [HMSW8 6] N-(lH-rb5V- 
A— 5—fAO -5- (3- (2- U-S^nyf-zP 
-2-^7VUA0 xf--;l/) 7i-;K - 3 -xfvW 
-<V^drW-^-4-^;^3f-9-S H : 5 - (3- 

(2- (4-y;o/f^-2-f7/'J/P)xfz 
AO 7i^) -3-xf-iM V^df-9-y-A—4-^ 
MVl300mg, 5-T5y-lH-xh7V-;k 
8 5 m g . &tf 1 , 1 ' -i])VX-)Vi/4 5 jJ'Y-A- 1 
74mgCDMF5m 1 £flnx8 0-8 5XT?5l$fSJI 
Jf Lfc. ftiPflL RJE9te*l 00ml ffiftL 
fct&SI * t It . KiSsI* 7 n o*A^ -x7 7 -)V 

BA 265— 268°C; IRfmaxcnr 1 222 
0,1 682; NMR (4 00MHz , DMSO-d 
6 ) Sppm 1. 25 (3H. t) , 1. 8 5- 
2. 35 (6H, m) , 2. 85 (2H, q) , 

3. 67 ( 1H, m) , 7. 56 ( 1H, 
s) , 7. 64 (1H, t) , 7.86 (2H, 

d) , 8. 04 ( 1H, s ) , 12.61(1 
H, br) ;MS (EI) m/z 445(M + ); 

7Cfg#*T(BC 22 H 19 N 7 0 2 S<7)gtnm(%) C, 
59.31; H, 4. 30 ; N. 22. 01, M 
€(I (%) C, 59. 1 6 ; H. 4. 30 ; N, 
21. 83. 

[03 09] [HS60J87] l-(3-(2-(4-. 



>-7n7>A— 2— fryjA-) xf-x;U) 7i-;W 
-3-*+fr-5- (IK-t\~7V-)V-5-4)V) 
-2, 4- ( 1H, 3H) -\£»§&y&tV: 1- 
(3 - (2 - (4-^^a7>;U-2-f-ryy;W) x 
f-x^) 7i-;K -3-^f-A-5- (2 - (4-* 
h^O-^AO -2H— f h9V-^- 5-4A-) - 

2, 4- (ih, 3H) -eys^y^tfyfcgatm 

2 5 6-2 5 9'C : 7nn*A-A- 

X77— A- n-'xJf-tf 7) ; I Ri^max cm" 1 1 
722, 1 658; NMR (400MHz, DMSO 
-d 8 ) Sppm 1. 86-2. 02 (2H, 
m) , 2. 20-2. 31 (4H, m) , 3.3 
5 (3H, s) , 3. 63-3. 71 ( 1H, 
m) , 7. 54 (1H, s) , 7. 62-7. 6 
9 (2H, m) , 7. 77 ( 1H, d) , 7. 
87 ( 1H, s ) , 8. 64 ( 1H, s ) ; MS 

(EI) m/z 43 1 (M + ); 7G*#W«C n H 
17 N 7 0 2 SOff-gffi (%) C, 58. 45; H, 
3.97; N, 22.73, Wm. (%) C. 5 
8.19; H, 4. 03 ; N, 22. 62. 

[03 10] [336018 8] xf-A- l-(3-(2 

- ( 4-^707^- 2 -f-ryuAO x^-ao 7 

-5- ( \\{-T\-v y /-)V-5-4)V) - 
2, 4-y^V-3-(lH, 3H)-b-ys^yr 
■t-h : 

(XMl) xfvP 1- (3--f:*K7x-A') -5 

- (2- (4-7 h*is<yi?J\s) -2H-rh7V'- 
a— 5-4A0 -2, 4-5*t*V-3- (1H. 3 
h) -t'jSv-'yr-fe-h^fiK 

X^-A 1- (3-> f*F7x-;H -5- (lH-r 
Yj./-)V-5-^)V) -2, 4-5*t*V-3- (1 
H, 3H) -tUS^yr-fe-hSriatWl^IiSSi: 
x^p l- (3-^tK7x-;H - 
5- (2- (4-7 hdfvXyvA") -2H— f h^/ 
-A—5-4A-) -2. 4-^^7-3- (1H, 3 
H) -eyss/j^E-hfcr^rt^r^fcl/Cfcafc. 

NMR (400MHz, CDC 1 3 ) Sppm 1.2 
9 (3H, t) , 3.78 (3H, s) , 4. 
23 (2H, q) , 4.81 (2H, s) , 
5. 75 (2H, s) , 6. 87-6. 89 (2 
H, m) , 7. 24 ( 1H, t) , 7. 36- 
7. 38 (2H. m) , 7. 40 ( 1H, d) , 
7. 77 (1H, s) , 7. 81 (1H, d) , 

8. 30 (1H, s) . 
[0311] (JDS 2) X^-A- l-(3-(2- 
(4-v7oyf-;l/-2-^-ry i J;l^) xf--;l^) 7x 
XA-) - 5- (2 - (A-^Y^i/^yi/lV) -2H- 
rh^y-A— 5-4 AO -2, 4-5***V-3- 
(1H, 3H)-h-'J$y/7t-h<7)M 
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x^;k 1- (3— f^P7x-^) -5- (2- (4 
-^b^i^y^/l') -2H-fb7V-yl-5->f 
/!✓) -2, 4-^^V-3- (1H, 3H)-b'U5 
WT -fe- N 1 4 -i/?oyf/H 2 -x^--;H-7*7" 
-;US:^St^Jl^X^4 fcHS^aL. xf-* 1 - 
(3- (2- (4-^nrf-^-2-f-rVU/W) X 
f-x;H 7x-/H -5- (2 - (4-^hdf^y^' 
;P) -2H-f h 5 V-^- 5 -2, A-i>* 

dfy-3-(iH, 3H) -try Svyr-t-hSrr^ 

NMR (400MHz, CDC 1 3 ) Sppm 1.3 
4 (3H, t) , 1.9 1-2. 08 (2H, 
m) . 2. 28-2. 39 (4H, m) . 3.6 
5-3. 74 ( 1 H, m) , 3.78 (3H, 
s) , 4. 30 (2H, q) , 4. 8 1 (2H, 
s) , 5. 70 (2H, s ) , 6. 86-6. 
88 (2H, m) , 6. 99 ( 1H, s) , 
7. 1 6-7. 18 (2H, m) , 7.29(1 
H, d) , 7. 45 (1H, s) , 7. 49 (1 
H, t) , 7. 64 — 7. 67 ( 1H, m) , 
7. 67 ( 1H, s) . 

[0 3 12] (IS 3) xfvP l-(3-(2- 
(4-j^o7f-^-2-f-7Vy/t') Xf-x/tO 7i 
- 5- ( l H-rh9V-;P-5— f;P) -2, 
4-S**<*V-3- (1H, 3H) -K!/5S»T-k- 

xf-;p l- (3- (2- <4-x?ny?v>-2-f- 
7VU;W) xf-x;l/) 7xX/U) -5- (2- (4-* 
h^r^y^VU) -2H-rh5V--^-5-'f;P) - 
2, 4-5***V-3- (1H, 3H) -tUSv'yT 
•b-h*S8St0ll»IS5i:H«fc:«ffilU *»ft£f§ 

MA 2 4 7-2 4 9t(decom P . ) (SM B B B g 
^ : ^nn^;kA-n-A.df-Hfy) ; IRi/max cm 
- 1 22 1 6. 1 752, 1 720, 1 656, 1 60 
2; NMR (400MHz, DMSO-d6 ) dpp 
m 1.22 (3H, t) , 2. 18-2. 32 

(4H, m) , 3. 63-3. 7 1 (V^H. 
m) , 4.18 (2H, q) , 4. 74 (2H, 

d) , 7. 55 ( 1H, s) , 7.65(1 
H, t) , 7. 71 (1H, d) , 7.79(1 
H, d) , 7. 92 (1H, d) , 8. 75 

( 1H, s ) ; MS (E I ) m/z 5 0 3 

( M 4 ) ; 7Cfg##fdC 24 H 21 N 7 O, S- 1/4H 
2 OCD=mm(%) C 5 6. 74; H, 4. 2 
7 ; N, 1 9. 3 0, ffl£{g (%) C, 5 6. 5 
4; H, 4.28; N, 19. 12. 

[03 13] l-(3-(2-(4- 
n 7^-2 -^-7*7 U/U) x^-x/H 7i^;K 
-3-*fvU-5- ( 1H— TVy s /-)V-5-4)V) 



-2, 4-i***y-3- (1H, 3H)-fy$^*y 
B^:X^ l- ( 3- ( 2- (4--/;n7W- 
2-f-rv*y;P) xf-x;p) 7i-;K -5- ( 1H- 
rh7V-;u-5-'f;u) -2. 4-s*t*y-3- 

(iH, 3H> -try ^jvT^-vzm&mbm 

Si* 2 1 9-222'C (dec omp. ) (ffKftjg 
i^nn^A-I^y-;!/) ; IRi/iax cm" 1 

2220, 1726, 1 666, 1658, 160 
4; NMR (400MHz, DMSO-d 6 ) dpp 
m 1. 95-2. 02 (2H. m) , 2.20- 

2. 30 (4H, m) , 3. 62-3. 7 1(1 
H, m) , 4. 65 (2H, s) , 7. 54 

( 1H, s ) , 7. 6 5 ( 1 H, t ) , 7.7 1 
( 1H, d) , 7. 79 ( 1 H, d) , 7.92 
( 1H, s ) , 8. 74 ( 1 H, s ) ; MS 
(EI) m/z 47 5 (M + ) ; 7Cfg##fffiC 22 H 

n N 7 o 4 s • 3/4H 2 oam%m.{%) C 5 

4.04; H, 3. 8 1 ; N, 20. 0 5. $I5£ 

ffi (%) C, 53. 9 1 ; H, 3. 93 ; N, 1 
9. 94. 

[0314] [5tMfH9 0] 1 - (3- (2- (4- 

^^o7"f-;u-2-f-ryy;i/) xf-^) 71-/W 

-3- (4-^hJf>"<yi/» -5- (lH-fh7 
y-;|/-5— \)V) -2, 4- ( 1H, 3H) -tys 

(IS1) l-(3-(2-(4-^D7*f;H2 

-f-ryy^) x^x/h 7i-;n -3- u-xh 
*is<y>>)V) -5 - (2- (4-^h^fv^y^» 
-2H-rh7y-;P-5--<;u) -2, 4- ( 1H, 

3 h ) - f y 5 v y : J* ycostfi 

1- (3-^f^H7xX;P) -3- (4-Xh*i/<y 
VlV) -5 - (2- (4-^b^f>"<.y^) -2H- 
fh?Y->U-5-4)U) - 2, 4-(lH, 3H) - 

£ y s a? y i?*y 1 4 - or f-;w- 2 - xf-x/pf- 
ry-^iiutw i (oi@4 1 r&cxiiji t , i - ( 3 

- (2- (4-y^D/f;l,-2-f7y i J^) if- 
IV) 7i-;H - 3- (4-^h^^y^) -5- 
(2 - U-^Mfa^yS^) -2H-fh7/-^ 

-5-> f;P) -2. 4- ( ih, 3H) -try $y'yy 

NMR (400MHz, CDC 1 3 ) Sppm 1.9 
1—2. 08 (2H. m) , 2. 28-2. 41 (4 
H, m) , 3. 65-3. 74 (1H, m) , 

3. 77 (3H, s) , 3. 78 (3H, s) , 
5. 1 9 (2H, s) , 5.76 (2H, 

s) , 6. 82—6. 88 (4H, m) , 6.9 
7 (1H, s) , 7. 35-7. 37 (2H, 
m) . 7. 4 1 ( 1H, d) , 7. 50 ( 1H, 
t) , 7. 55-7. 57 (2H, m) , 7.6 
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0 (1H, s) , 7. 65 (1H. d) , 8. 
26 ( 1H. s) . 

[0315] (IS2) 1- (3- (2- (4->-? 
Xif^)V-2-^TV^)V) Xfx/U) 7i-;H -3 
- (4-*h*is<y ; J)U) -5- (lH-fb7 > /- 
7P-5— UV) -2, 4- ( 1H, 3H) -h'U$^> 

1- (3- (2- (4-^^o^;U-2-^TV'U 
;U) 7iZ;H -3- ( 4 

;U) -5- (2- (4-^h^^y^) -2H-t 
YyV-)V-5-4)V) -2, 4- (1H, 3H) -t' 
'J 5 i^'y^y £HSSW l OIS5 £ RfllKSiyiU 3 
fife 4 -p< h^^y^>SS:*-ri.aS!i%Srf#^ < 
M£ 2 0 5-2 0 7*C (decomp. ) (Hi£,P B ?§ 
?uwfc)l'&-n- J \*-fy) ; IRvmax cm" 1 
22 16, 17 18, 1666, 1604;NMR 
(400MHz, DMSO-d 6 ) Sppm 1. 88 
-2. 02 (2H, m) , 2. 20-2. 30 (4 
H, m) , 3. 65-3. 69 ( 1 H, m) , 
3. 72 (3H, s) , 5. 08 (2H, s ) , 

6. 82-6. 9 1 (2H, m) , 7.36- 

7. 38 (2H, m) , 7. 54 ( 1H, s ) , 

7. 64 (1H, t) , 7. 71 (1H, 

d) , 7. 78 ( 1H, d) , 7. 92 ( 1H, 

s) , 8. 67 (1H, s) ; MS (EI ) m 
/z 537 (M + ) . 

[03 16] [HBW9 1] N-(lH-rb5V- 
71 — 5 — f yU) -3- (2- ( 4 -z/9w7*}-)V-2 - 
fT/VM Xf-X^) K : 3- (2- (4 

-i/9u-7+)V-2-1-TVV>V) xf-x/t,) 
fc5-TS7-lH-T b yY-/l*m$m\8 8 k ft$ 
fc«SIU *B»fc#fc. 

It-S 2 4 4-24 6*C (decomp. ) (Uttftjg 
: ?nn*W-n-Mfy) ; IRi/max cm 
- 1 2220,1 674,1 590; NMR(400 
MHz, DMSO-d 6 ) 5ppm 1. 84—2. 1 
0 (2H, m) , 2.1 9-2. 3 5 (4H, 
m) , 3. 68 (1H, m) , 7. 56 (1H, 

s) , 7. 69 (1H, t) , 7. 95 (1 
H, d) , 8. 17 (1H, d) , 8. 41 (1 
H, s) , 1 2. 57 ( 1H, s) ; MS (FA 
B)m/z 351 (M + +1); 7CSg#$fffiC n 

h 14 n 6 osconnm (%) c 58.27; h, 

4.03; N, 23. 98, Sl^tt (%) C, 5 

8. 1 0 ; H, 4. 00 ; N, 23. 82. 
[0317] [HM0IJ92] N-(lH-fh7/- 

/l'- 5 -4/10 -3- (2- (4-^^07*^-2- 
^TVU7P) xf-x;W) -6-^ h^v-^yXTS h* : 
(1*1 1 ) 3 - (2 - (4-$/^or^-2-f7V 
xf-x/W) -6-*h*>3c,eSlW>£jft 



1 8 1 RHMC t TW^nfcxf-A' 3- (2- 
(4-^nrf-^-2-f-ryU/P) xf^;K -6 
- * h * i/ 7 x -)VJ] )VX* is U - h 1 9 b R 

«fc*81U 3- (2- (4-^07^-2-^7 

IfcA 141-144*C (decomp. ) (?fghf|& 
: ?DO^i>,-n-^ty) ; IRckx cm 

-i 22 1 2,1 700,1678; NMR(400 

MHz, CDC1 3 ) 5ppm 1.89-2.41 
(6H, m) , 3. 65-3. 74 (1H, m) , 
4. 12 (3H, s) , 6. 96 (1H, 

s) , 7. 08 (1H, d) , 7.77 (1H, 
dd) , 8. 41 (1H, d) ; MS (EI) 

m/z 313 <M» ) ; 7WffiffiC 17 H 15 N 3 O 

5 • 1/4 Hi OCDff-mffi (%) C, 64.23; 
H, 4. 9 1 ; N, 4. 4 1, fljjgtt (%) C, 
64.38; H, 4 . 89 ; N, 4. 1 6. 
[0318] (JM2) N-(lH-fh7/-;H 
5— 4)V) -3- (2 - (4-y?D7*f^-2-fT 

3 - (2- (4-^oy^-2-f-ryu^) xf- 

x;P) -6-^h^f^&#i?t 5-TSy-lH-r 
h7y-^S-HSfiCT8 8i:|p|at^L, iSK^f 
tz. 

MA 2 3 3-2 3 5°C ( d e c omp . ) (l&Aff 
li^OD^A-n-^tV) ; IRi/max cm 
221 2. 1 680, 1 614, 1564, 1 52 
8, 1 502; NMR(400MHz, DMSO-d 

6 ) Jppm 1 . 88-2. 28 (6H, m) , 
3. 63-3. 68 ( 1H, m) , 3.94(3 
H, s) , 7. 30 ( 1H, d) , 7.50 

( 1H, s) , 7. 84-7. 88 <2H, 
m) , 1 2. 0 1 ( 1H, s ) ; MS (E I ) m 
/z 380 (M + ) ; 7aR#9f*C, 8 H, 6 N 6 0 2 
SOltffd (%) C, 56. 83; H.4.24; 

N, 2 2. 09, SBe«(%)C, 5 6. 74; 
H, 4. 1 5 ; N, 22. 35. 

[03191 LmM93] N-(lH-fb7/~ 
)V-5-4tV) -3- (2- (4-i/?D7'f;l/-2- 
^-ryU;P) x^--;p) -6— lV?u#:*i"<s>XT 
: 

(IS1) 3-(2-(4-y^D7'f;P-2-f7 

YV>u) xf-x/i,) -6-4 yroij«afs^RA«w>^ 
fix: 

##fS»J 1 8 fc RKC LX% htdz 4 V 7*Q tVl/ 3 - 

(2- (4-v^oy^-2-^ry , j;i') xf-x 

;p) -6-4 V rn^y 7 x-MM^ y h 

z.mMi9b®mimmi. 3- (2- u-^? 

□ /f;H2-f7/'J/K xf-x/P) -6— f VTo 
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«& 1 6 8- 1 7 0-C (5&JH8IS : ?OD*;W- 
; IRfiax cm' 1 2216, 17 
38, 1692, 1602, 1500; NMR (40 
0MHz, CDCI 3 ) 5ppm 1. 52 (6H, 
d) , 1. 89-2. 4 1 (6H, m) , 3.6 
5— 3.72UH, m) , 4.86—4.96 
( 1H, m) , 6. 96 ( 1H, s) , 7.0 
6 (1H. d) . 7. 74 (1H, dd) , 8. 
43 ( 1H, d) , 10. 98 (1H, s) ; 
MS(EI)m/z 341 (M + ) ; 7C*#&r«C 
19 H 19 N 3 OS - 1/4 H, 0<0ttgffi(%) C, 6 
5.97; H, 5. 68 ; N, 4. 05, Si5£<I 
(%) C, 66. 09 ; H, 5. 59 ; N, 3. 
83. 

[0320] (182) N- (lH-ThyY-)^- 
5--OV) -3- (2- (4-^nyf-;l/-2-f-T 
y>J;W) xf-XAO -6— < V7D^yKyXT$K 

3- ( 2- (4-^oyf-;l/-2-f-rVJ^) xf- 
X/k) -6-4 yroilWf 3<$UMHte 5-757-1 

fcttfc. 

fll£ 2 1 1-2 14°C (decomp. ) df$£ B B H ?§ 
$g : ^ODiJi/l^A- n— N^lfy) ; IRi/max cm 
- 1 2 2 16,1 664,1 592; NMR(400 
MHz , DMSO-dg ) dppm 1.34(6H, 
d) , 1. 88—2. 30 (6H, m) . 3. 
61 — 3.68UH, m) , 4.83-4.86 
(1H, m) , 7. 32 (1H, d) , 7.5 

0 ( 1H, s) , 7. 80 ( 1H, d) . 7.9 

1 (1H, s) , 1 1. 88 (1H, br 

s) ; MS(EI)m/z 4 08 (M + ) ; 7c3t 
a*f*C,oH„N 6 0 2 S<7)imm(%) C. 58. 
81 ; H, 4. 93 ; N, 20. 57, m%M 
(%) C, 58. 6 1 ; H, 5. 05 ; N, 2 
0. 58. 

[0321] [HSS0494] N-(lH-ff7/- 

;i/-5— -f/P) -3- (2- (4-^^orf-;P-2- 

f-rVU;W) x^-x;U) -2->f/KyX75 F : 
(181) 3-(2-(4-y;o7'f^-2-f7 

yyrtO xf-x/p) -2-*?->Hg&#Rtf>£jft 

## 1 8 ftttlc LT»6*lfcXf-/l' 3 - ( 2 - ( 4 
-y?07'f/H2-f7/ , J;P) Xf-X/U) -2-7 
f-7U7 F £ % 1 9 1 RftC 

JftSU 3- (2- (4-^07^-2^7/'; 
;P) xfx/P) -2--X-?-/l^cA#K*ft3t. 
lt£ 1 1 5°C ( : 9 nn*W-n 
yy) ; NMR (400MHz, DMSO-d 6 ) 5 
PPm 1. 85-2. 40 (6H, m),2. 55 
(3H. s) , 3. 69 ( 1H, m) , 7.4 



4 ( 1H, t) , 7. 48 ( 1H, s ) , 7. 
72 ( 1H, d) , 7. 80 ( 1H. d) , 1 
3. 40 ( 1H, br) . 

[0322] (182) N- ( lH-xh^y-^- 
5-4^) -3- (2- (4-i/^o/f-;l/-2-f-7 
y«J;U) xf--;i^) -2-7-f;K>X75 K<D£j£ 
3- (2 - ( 4 -y?nW- 2 -f-ry 'J ;u) Xf- 
x/p) -2-7^-;l^E#lSi:5-75y-lH-rh 

5y-^wtW8 8 natKMsu 

Ib£ 289*C(decomp. ) (HftfHgft : ?D 
n^;PA-x^y— ;P) ; IRi/max cm" 1 164 
6; NMR (400MHz, DMSO-d 6 ) 8pp 
m 1. 85-2. 35 (6H, m) , 2.57 
(3H, s) , 3. 66 ( 1H, m) , 7. 44 
(1H, t) , 7. 56 (1H, s) , 7.6 
9 ( 1H, d) , 7. 80 ( 1H, d) , 1 
2. 52(1H, br s); MS (FAB) m/ 
z 365 (M* +1); 7G*#*rffiC 18 H ls N 6 
OS^H-gft(%) C, 59. 32; H.4.4 
3 ; N, 2 3. 06, SU£€ (%) C, 5 9. 1 
3 ; H, 4. 48 ; N, 23. 34. 
[0 323 3 [HS6FIJ95] N-(lH-fh7/- 
/W- 5 — W;l^) -3- (2- (4-y^a7f;l/-2- 
f-7yy/P) xf-x/U) -4-7^0^X75 F : 
(181) 3-(2-(4-y^n7f;|/-2-f7 
y tj ,i ) x^xyp ) - 4 - 7>M- o££#BW>£j£ 
##0J 1 8 1 HttK LT#^ft£xf-;l, 3- (2- 
(4-^Dyf-;|/-2-^-7yy;P) xf-xyu) -4 
-7;^P7x-M^«yk-h&. ##0U 9i 

rk&siu 3- (2- (4-y^D/f^-2-f 

TYU^) xf-xrt0 -4-7/M-n£&#g?£#rt:. 
S505 1 5 6'C (IH&AI8JK : ;on*W-n-^ 
^) ; NMR (400MHz, DMSO-d 6 ) 5 
PPm 1. 82-2. 35 (6H, m) , 3. 68 
( 1H, m) , 7. 53 ( 1 H, t ) , 7.6 
0 (1H, s) , 8. 09 ( 1H, m) , 8. 
2 1 ( 1H, m) , 1 3. 39 ( 1H, br ) . 
[0324] (182) N- ( lH-ThyY-/U- 
5— -f/1/) -3- (2- (4-^707^-2^7 
yy;P) xf-x/l/) -4-7/M-UOX7S K<D-£j£ 
3- (2- (4-i/7a/f-^-2-f-7yy;l') xf- 
x;P) -4-7/M-a£,t#igfc5-7$/-lH— f 

h ^/-^naws 8 1 mnizw® t . 

fc. 

MA 2 4 7-2 5 9"C (S^ H B B if « : 7DO*U- 
X?y— ; IRmbx cr 1 1668; NM 
R (400MHz, DMSO-d 6 ) Sppml. 85 
-2. 40 (6H, m) , 3. 69 ( 1 H, 
m) , 7. 63 (2H, m) , 8. 24 (1H, 
m) , 8. 50 ( 1H, m) , 12.50(1 
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H , br) ; MS ( FAB ) m/z 369 (M* 
+ 1) ; jc3t##r<IC 17 H 13 FN 6 OScotmm 
(%) C, 55. 42 ; H, 3. 56 ; N, 2 

2. 81. C, 55. 47 ; H, 

3. 76 ; N. 23. 17. 

[0325] [*KW96] N-(lH-xh9V- 
;u-5— f;P) -3- (2- (4-^?n;7>/u-2- 
f-TVU^) xf-x/U) -6-^^-/^yXT5K : 

CDgl) 3- (2- (4-^o^-2-f7 
V U ^ ) xf-x;W ) -6-* ?7l3c&#iJW>£j£ 
l 8 1 LTftfcftfcxfvl' 3- (2- 

i4-i'9X37+Jl,-2-f'Tf\)fr) x^-~/U) -6 

«fc«yiu 3- (2- (4-^orf-^-2-f-r 

V U ;w ) xf-x/P ) - 6 - * f-/l^,t#K£#£ . 
m& 16 3-1 6 5'C (decomp. ) (Httft$ 
?nn*;>A-y^7-;H ; NMR(400M 
Hz, CDC1 3 ) 5ppm 1.90—2.00(1 
H, m) , 2. 00-2. 1 0 ( 1 H, m) , 
2. 20-2. 50 (4H, m) , 2. 68 (3 
H, s ) , 3. 70-3. 80 ( 1 H, m) , 
6. 98 (1H, s) , 7. 29 ( 1H, d ) , 

7. 63 ( 1H, d) , 8. 3 1 ( 1H, 
s) . 

[0326] (IS2) N- (1H— fh^/-/U- 

5-4)1) -3- (2 - (4-^07"f^-2-f7 

V'J/l/) x^-x;p) -6-^/KyXTS 

3- (2 - ( 4-^07^^-2 -f-TVU/l') xf- 

x/P) -6-*^7l^,&#Kfc 5-TSy-lH-f-b 

5V-;P«r«fc0!8 8fcR*fcfliiIU 

USA 2 5 0-2 5 3'C (decomp. ) (UlSftff 

f ^nDi}!^-^^/-^) ; NMR (400M 

Hz, DMSO-d 6 ) Jppm 1. 80—2. 00 

( 1H, m) , 2. 00—2. 10 ( 1H, 
m) , 2. 20-2. 40 (4H, m) , 2.5 
5 (3H, s) , 3. 60-3. 80 ( 1H, 
m) , 7. 49 (1H, d) , 7. 57 (1H, 

s ) . 7. 77 ( 1H, d) . 7.97(1 
H, s) , 8. 02 (1H, br) , 12. 52 

(1H, s) ; MS (FAB) m/z 365 (M 
+ +1) ;7E*#*ffflC, 8 H 16 N 6 OS-3/4H 2 O 
<7)ft»ft(%) C, 58. 52 ;H, 4. 52; 
N , 2 1. 55, M%M (%) C, 58. 75 ; 
H, 4. 59 ; N, 21. 35. 

[0327] [H»0!I9 7] N-(lH-f>7/- 
)V-5-4)V) -2- (2- (4-^0^-2- 
1-TYVjU) xf-x/P) OXT5. K : 

(lill) 2- (2- (4-^orf-^-2-f-7 
V'Jyl-) x^x/p) ScJ&SK^Ifi 

1 8 i: P3K(c LT#£>*l£x^ 2 - ( 2 - 



(4-v^o7f-;P-2-f-ryU^) x^x;U) 71 
x/k$/W^W-r£, ##ffll 9fcRft(CffilU 
2- (2- (4-v^n7^-2-f-TV'J^) xf- 
x;P) 3fA«»t»Jt. 

M£ 142-145'C (decomp. ) (B^SS 
I:?DQ^A-^^y-;L-) ; NMR(400M 
Hz, DMSO-d 6 ) 5-ppm 1. 80 — 1. 90 
( 1H, m) , 1 . 90-2. 00 ( 1 H, 
m) , 2. 20-2. 50 (4H, m) , 3.7 
0-3. 80 (1H, m) , 7. 08 ( 1H, 
s ) , 7. 50—7. 70 (4H, m) , 12. 
50-12. 70 ( 1 H, b r ) . 
[03283 (IS2) N- ( IH-tYJV-IV- 
5-41V) -2- (2- (4-v-?o7f-^-2-?-7 

2 - (2- (4-^^uyf-;w-2-f-7y'D;w) xf- 
x;U) 5-757-1 H-fb 5 V-^*H 
Ji«8 8 i: mtt&m. I s «H«!*f»fc. 

M£ 1 6 8-1 7 O'C (decomp. ) (W^m 
I:^an*;l/A-^^/-^) ; NMR (400M 
Hz, DMSO-d 6 ) Sppm 1. 80 — 1. 90 
( 1H, m) , 1 . 90-2. 00 ( 1H, 
m) , 2.1 0 — 2. 40 (4H, m) , 3.6 

0 — 3. 80 ( 1 H, m) , 7. 07 ( 1H, 

s) , 7. 50-7. 70 (4H, m) . 12. 
20(1H, br) ; MS(FAB)m/z 35 

1 (M + +1 ) . 

[0329] [&ffeft9 8] <E)-5-(2-<3 

- (2 - (4-^^n7>;P-2-f-77U;l^) x^-x 
JV) 7i-*) if-/H -lH-rh^y-^: 
(IDgl) (E) -5- (2- (3-4*K7xX 
;H if-zl') -2- (4-* h^i/O-vVH -2H 

(E) -5- (2- ( 3->f*H7x-;H xf-;H 

-iH-fh jY-jvzmtm 1 <7)iS3 1 ^Rtcjea 

U (E)-5-(2-(3-^F7i^)If- 
/!✓) -2- (4-^h^fv-Ky^) -2H-rr?y 

SJl£ 115-11 6°C (?f&f|jg*£ : ?DD*M- 
n-^-y-y) ; NMR (4 0 0MHz , CDC 1 

3 ) Sppm 3. 80 (3H, s ) , 5.69 
(2H, s) , 6. 88-6. 92 (2H, 

m) , 7. 1 0 ( 1 H, d) , 7. 1 1 ( 1 H, 
t) , 7. 34-7. 37 (2H, m) , 7. 48 
( 1H, d) , 7. 59 ( 1 H, d) , 7.6 

4 ( 1 H, d) , 7. 88 ( 1 H, s ) ; MS 
(EI) m/z 418 (M* ) ; 7G*#*ff|C 17 H 
15 I N 4 CNOfHMt (%) C, 48. 82; H, 
3. 62 ; N, 13. 40. ffigfil (%) C, 4 
8.99; H, 3. 72 ; N, 1 3. 24. 
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[0330] (Ig 2) (E)-5-(2-(3- 
(2- (4-^on-jU-2-^TYV)U) xf-x 
7i-;Kxf^) -2- (4-^b^f>"<y^ 

;P ) - 2 H -r h 5 V-/P<7)-£jft 
(E) -5- (2- (3-4*K7xx;i,) xr-^) 

-2- (4->h^^y/H -2H-rh7V-;U 

1 4 - v9u^)V- 2 -xfx;H-7 V'-^Sr^SS^ 
lC0XS4tli|«^at. (E)-5-(2-(3- 
(2- (4-^07^- 2-f-7yi>/l') x^-x 

;U) 7i-^)if-i) -2- (4-^b^f^O^' 

NMR (400MHz, CDC 1 3 ) Jppm 1.9 
1 — 2. 08 (2H, m) , 2. 30-2. 30 (4 
H, m) , 3. 66-3. 74 (1H. m) , 
3. 80 (3H, s) , 5.70 (2H, s) , 

6. 89-6. 92 ( 2H, m) . 6.96(1 
H, s) , 7. 14 (1H, d) , 7. 35- 
7. 4 1 (3H, m) , 7. 53-7. 56 (2 
H, m) , 7. 68 ( 1 H, d ) , 7.7 5 

( 1H, s) . 

[033 1] (183) (E)-5-(2-(3- 
(2- (4-y?o7'f^-2-f7 > / l J;l') xf^ 

;K 7xx/H x-rx/u) -lH-fh 7V-;^M 
(E)-5-(2-(3-(2 - 

2-f7/y;H xfx;p) 7x-;H x-f-zl^) -2 

- (4-^h^v<y^» -2H-xh7V-^H 

Kj£ 158-168'C (decomp. ) (Uttftjg 
^ : ^oo^kA-n-^^f-^y) ; I Rvmax cm 
- 1 2216, 1 650, 1 598, 1 574, 1 55 

4,1 504; NMR (4 00MHz , DMSO-d 
6 ) <5-ppm 1. 86 — 2. 03 (2H, m) , 

2. 1 8-2. 33 (4H, m) , 3. 63-3. 

71 (1H, m) . 7. 47 (1H, d) , 

7. 53 (1H, s) , 7. 54 ( 1H, t) . 

7. 63-7. 67 (1H, m) , 7. 65 (1 
H, d) , 7. 83 (1H, d) , 8. 04 
(1H, s) ; MS (EI ) m/z 333 

(m* ) ; 7c*4Mffific 18 H, 6 N 6 smnm(%) 

C, 64. 84 ; H, 4. 53 ; N. 21. 0 
1 . M%M (%) C, 6 5. 05 ; H, 4. 6 
0 ; N, 20. 70. 

[0332] [H««9 9] (E)-5-(2-(3 

- (2- (4-y^n^;U-2-f-rVU^) x^-xl 
;p) 7x-/u) - 1-ro^.y-i — i)V) -ih— f 

(181) (E) -5- ( 2- (3->f*K7x- 
)V) - 1 -7o^y- 1 — -2- (4-^< b-^v 
^yy» -2H-fh7V-M)^lK 

(E) -5- (2- (3-'f^K7x-;H -1-7'n 



'O'-l— -OW -l h— fh5V-^*Hft«li<oi 
83fcP3»fcWlU (E) -5- (2- (3— f#K 
7x-;u) -l-ro^y-i-^) -2- (4-^ 
h^i/<yy;K -2H-rb7 > /-^r ; &;W7 77. 

NMR (400MHz, CDC 1 3 ) Sppm 2.6 

6 (3H, d) , 3. 79 ( 3H, s ) , 5. 

72 (2H, s ) , 6. 75-7. 45 (8H, 

m) , 7. 88 (1H, s) . 
[0333] (182) (E)-5-(2-(3- 
(2- (4-y7n7^-2-^7Vy;P) xf-x 

/i/) 7ix/w -l-ro^y- -2- (4 

-^hdfv^y^) -^H-rh^y-A'O&jS 
(E) -5- (2- (3— f*H7x=^> -1-7*0 
'O'-l — -2- -2 
H-ff7 V~)Vt 4 -y?n7*f/l'- 2 -xfx;Pf- 

rv-jvzmm i wi84 fc m^ws t , < e > - 

5- (2- (3- (2- (4-^07*^-2-^7 
yiJ/P) x-f-x/W) 7i-;H - 1 -7*o^y- 1 -4 
)V) -2- (4-^h^f^y^VW) -2H— rh^y 
-Jl*»fe»tt»i: LTftfc. 
NMR (400MHz, CDC 1 3 ) S'ppm 1.8 
5—2. 44 (6H, m) , 2.62 (3H, 
d) , 3. 70 (3H, s) , 3. 80 (3H, 
s) , 5. 72 (2H, s ) , 6. 86-7. 
80 ( 1 OH, m) . 

[0334] (X83) (E)-5-(2-(3- 
(2- (4-v^o7^-2-f-7yU^) xfx 
IV) 7i-^) - 1 -To^y- 1 -A )V) - 1 H— r 

(E) -5- (2- (3- (2- (4-y?n7f^- 

2-f-7yy;w) xf-x/u) 7i^) -1-yo^.y 

-l-4)V) -2- (4-><hdfy<y^) -2H- 
r h ^y-zUSIIitW 1 ^185 k B8KJ?UIU an 

11* 1 3 4-1 3 5°C mm^m : ?on*W- 
n -/\dfHfy) ; IRi/maxcm- 1 22 16; N 
MR (4 0 0MHz, DMSO-d 6 —CDC 1 3 ) d 
PPm 1. 85-2. 42 ( 6H, m) , 2. 
68 (3H, d) , 3. 69 ( 1H, m) , 
6. 80 (1H, s) , 7. 15 (1H, s) , 

7. 48 (1H, t) , 7. 58 (1H, 
d) , 7. 63 ( 1 H, d) , 7. 78 ( 1H, 

m) ; MS (FAB) m/z 348 (M* + 
1) ; 7C*#SfttC 19 H 17 N s S- 1/4H, Otf>tt 
g& i%) C, 64. 84 ; H, 5. 01; N, 1 
9. 90, mm. i%) C, 65. 01 ; H, 
5.06; N, 1 9. 89. 
[0335] [HitWlOO] (E)-5-(l- 
(3- (2 - (4-y^o7f-;U-2-f-7yj;U) x 
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fx*) 7i-;H -i-7*D^y-2-^f;W) - ih 

-f h5V-*: 

(IS1) (E) -5- ( 1- (3->f^h'7x- 
*) - l -TcK<y-2-4*) -2- 
<yi/'*) -2H-f b7V-*<7)£jft 

(E) -5- (2 1 (3-4:tK7x-^) -l-TO 
^y-2-4*) -lH-rh5V-^$rim^Jl^I 

mtmizwmi. <e> -5- a-o— f*i* 

7i^K - 1 -7o^y-2-^*) -2- 

NMR (400MHz, CDC 1 3 ) dppm 2.3 

4 (3H, d) , 3. 80 (3H, s) , 5. 
69 (2H, s ) , 6.90 (2H, d) , 

7. 13 (1H, t) , 7.47 (3H, m) , 
7. 63 (2H, m) , 7. 76 ( 1H, s ) . 
[0 3 36] (IS2) (E)-5-(l-(3- 
(2- (4-^7o7f*-2-f TV'j"*) if- 
*) 7i-;H - 1 -ro^y-2— f*) -2 - (4 
i"<yy;K -2H-f h7V-*?>-&j£ 

(E) -5- ( 1- (3->f*K7x-^) -l-7o 
"C-2 — f*) -2- (4-* h^O-^'*) -2 
H-fh 7 V-*i: 4-3^ o7f *- 2 -if x*f 
TV-;USrHtt0! 1 fc Pl^tc^a L . ( E ) - 

5 - ( 1- (3 - (2 - (4-^7Ct7*f*-2-f7 

y>j*)xfx*) 7i-;H - 1 

)V) -2 - U-XYStisOitlV) -2H-f h9V 

NMR (400MHz, CDC 1 3 ) 5ppm 1.8 
5-2. 40 (6H, m) , 2. 38 (3H, 
d) , 3. 70 (1H, s) , 3. 77 (3H, 
s) , 5.70 (2H, s) , 6.90(2 
H, d) , 6. 95 ( 1H, s) , 7. 38 
(2H, d) , 7. 43 ( 1H, m) , 7. 51 
( 1H, m) , 7. 64 ( 1 H, b r s ) , 
7. 7 1 ( 1H. br s ) . 
[03 37] (IS3) (E)-5-(l-(3- 
(2- (4-y7n7'f;l/-2-f7/ l J^) xf - 
*) 7i-;H - 1-7*0^-2 -4 /W -lH-f 

(E) -5- ( 1 - (3- ( 2- (4-i/7o7f*- 
2-f 7VU*) if x/i>) 7i-*) - 1 -7'n^y 
-2-4*) - 2- (4-^ ^v-O-i/'*) -2H- 

fh7 Y-f^mmm 1 <oxg 5 1 mmzim 1 . 

1 3 4- 1 3 6'C (?3&Hg*K : 7 nn*W- 
n-A.df-^-y) : IRi/maxcm" 1 2216; N 
MRUOOMHz, CDC 1 3 ) Sppm 1. 85 
-2. 40 (6H, m) . 2.42 (3H, 
d) , 3. 78 ( 1H, m) , 7. 04 ( 1H, 



s) , 7. 35-7. 45 (4H, m) , 7. 
61 (1H, s) ; MS(EI)m/z 347 
(M* ) ; 5c*4MJfttC19H17N5 SiDff-gffi (%) 
C, 65. 68 ; H, 4. 93 ; N, 20. 1 

6, (%) C, 65. 40 ; H. 5. 0 
5 ; N, 19. 89. 

[0338] Lmmm ion ( e > - 5 - ( 2 - 

(4 - (2 - (4-^7o7^-2-f-7V'J;P) X 
fx*) -2-fx~;H -2-if-iH -lH-f 
H7V-* : 

(IS1) (E) -5- (2- (4-7*n*-2-f 
xx*) -2-xf-;H -2- (4-^<h^v<y^ 
*) -2H — ThJY-fW'&fSL 

(E) -5- (2- (4-7"Dt-2-fXX;H -2 
-if-* ) — 1 H-f h yV-)\s£9mM 1 tf)Ig 3 
fcE«fc:«UlU (E) -5- (2- (4-7*n*-2 
-fX-;l.) — 2 -If-*) -2 - (4-^b^S^ 
>>-'*) -2H-f b7V-*£#fc. 
US 8 3-8 4°C ( j5&fH8*S : ?DD*U-n - 
^3-?:x) ; NMR (400MHz, CDC 1 3 ) 5 
PPm 3. 79 (3H, s) , 5. 67 (2H, 
s) , 6. 88-6. 95 ( 2H, m) , 7. 
07 (1H, s) , 7. 17 (1H, s) , 

7. 34-7. 36 ( 2H, m) , 7.85(1 
H, d) . 

[03393 (IS2) ( E ) — 5— ( 2 — {A— -4 
tl<-2-fxi;i/) -2-xfi;P) -2- (4-* 
h*i/<y : J)V) -2H-f h7V-*<7>&)£ 

(E) - 5- (2 - (4 -70^-2 -fix*) -2 
-If-*) -2- (4-^t^v-O-v*) -2H- 

f h 9 v-A*satw 1 6 ff)xn 2 t mttzwm 1 s 

(E) -5- (2- (4--f^H-2-fI-*) -2 
-Xf-*) -2- (4-> h^fy^y/H -2H- 
f h7V-*£ftfc. 

M& 1 0 3 - 1 0 4 °C ( 5&R jg& : 7 O U**A - 
n-A.df-tfy) ; NMR (400MHz, CDC 1 
3 ) $ppm 3. 80 ( 3H, s ) , 5.68 

(2H, s) , 6. 89-6. 94 (2H, 
m) , 7. 1 3 ( 1 H, s) , 7. 34-7. 37 

(3H. m) , 7. 73 (1H, d) . 

[0340] (IS3) (E)-5-(2-(4- 

(2- (4-y7U7*f*-2-f 7VU*) Xfx 
*) -2 -fix*) — 2 — If I*) -2- (4-* 

Y^i/^y&V) -2H-f h77'-*c9£j£ 

(E) -5- (2- (4-4*K-2-fH*) -2 
-XfX*) -2 - (4-^hJfy<yy*) -2H- 
f h 7V-*k 4 -^7o7f *- 2 -if x*f TV 
-^tWtW 1 WXS4 1 ( E ) - 5 - 

(2- (4- (2- (4-i"7o7f*-2-f7VU 
*) If I*) -2-fl-*) — 2 —If—*) -2 
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W& 1 3 3-1 3 5'C (SttAiStt : ?nostVki>- 

; NMR (400MHz, CDC 1 
3 ) Jppm 1 . 90— 2. 1 0 (2H, m) , 
2. 28-2. 38 (4H, m) , 3. 64-3. 
73 ( 1H, m) , 3. 80 (3H, s) , 
5. 68 (2H, s) , 6. 89~6. 92 (2 
H, m) , 6. 94 (1H, s) , 6.95 
( 1H, d) , 7. 34~7. 37 (2H, m) , 

7. 56 ( 1H, s) , 7. 74 ( 1H, 
d) . 

[0 34 13(184) (E)-5-(2-(4- 

(2- (4-^^a7 , f-;p-2-f-ry y^) xf-- 

)V) -2-fxr;l/) -2-xf-/H - 1 H-rh5 

(E) -5- (2- (4- (2- (4-y7D/f/l,- 
2-f-ry'J;l^) xf--;p) -2-fx~;L-) -2-x 
f-;H -2- (4--X h^v'O'x/W) -2H-f h 

5V-/P£nsfcmoiii5fcn«£MJiu aaa* 

SUA 1 5 6-1 63'C (dec omp. ) (?|£ft$ 
jg: ^QO^/PA-n-'s^-'f y) ; IRvmax cm 
-i 2216; NMR (4 00MHz, DMSO-d 
6 ) Sppm 1 . 83-2. 05 (2H, m) , 
2. 1 8-2. 3 2 (4H, m) , 3.62-3. 
70 (1H, m) , 7. 12 (1H, d) , 7. 
52 ( 1H, s) , 7. 74 (1H, s) , 
7. 80 ( 1H, d) , 8. 21 ( 1H, s) ; 

MS(EI)m/z 33 9 (M + ); 
C 16 H 13 N 5 S2 • 1/4H, OOH#fi(%) C, 
55. 87 ; H, 3. 96 ; N, 20. 36, $9 
%M (%) C, 56. 1 1 ; H, 3. 92 ; N, 
20. 32. 

[0342] [H*W102] (E)-5-(2- 

(5 - (2- (4-v^o7'f-;P-2-f-rV , J^) X 
f-x;P) - 2 -KW [b] fxx^) -2-xf- 
;|/) -Itt-TYyV-iV : 

(181) (E) -5- (2- (5-4*F-2-< 
>V [ b ] -2-xfx/H -2- (4-* 

HfS"**^) -2H-f b7/-;l/^ 

(E) - 5- (2 - (5— f*H-2-^yy [b] 
xx;H -2-if-zH -lH-fhyY-^MW. 

miwxmtmnizaimi. (e)-5-(2-(5 

— f [b] fxx;H -2-xrx 
;W) -2- (4-*MrS'OaM') -2H-fh7 > / 

ib£ 1 4 4- 1 4 6'C (ff&A&K : ^DD*;W- 
n-'vif-tf-y) ; NMR (400MHz, CDC 1 
3 ) 5ppm 3. 80 (3H, s) , 5.69 



(2H, s) , 6.90 (2H, d) , 7.0 

0 ( 1H, d) , 7. 26 (1H, s) , 7.3 
6 (2H, d) , 7. 52 ( 1H, d) , 7. 
59 ( 1H, d) , 7. 87 ( 1H, d) , 

8. 08 ( 1H, s ) . 

[0343] (1^2) (E)-5-(2-(5- 
(2 - (4-^^07"^- 2 -f-TVU^) xf-~ 
)V) -2-K// [b] fXXiH -2-xfxyK - 
2- (4-^h^^y^VW) -2H-fh7 > /-W 

(E) - 5- (2- ( 5-4":*b*-2-<yV [b] ?■ 
x-;U) -2-xf-;H - 2- (4-^h d fv<y> ; 
;p) -2H—fb7V-;Pi: 4-^^07"^- 2-x 

+=jw-t mm 1 <7>i84 1 rkc&i t , 

(E) -5- (2- ( 5- (2- (4-^?n7f-;>- 

2-f-ryjyp) xf--^) -2-o-y [b] txx 

JV) -2-xfxyl.) -2- U-^h^i^yi^) 
-2H-fb7/-/^#^„ 

14 5-14 8°C (SS^iM : 7au*)],A- 
n-A.dj.Hfy) ; NMR (40 0MHz, CDC 1 
3 ) Sppm 1. 89-2. 1 1 (2H, m) , 
2. 30-2. 4 1 (4H, m) , 3.68-3. 
76 (1H, m) , 3. 80 (3H, s) , 
5. 70 ( 2H, s ) , 6. 89-6. 92(2 
H, m) , 6. 95 (1H, s) , 7. 02 
( 1H, d) , 7. 38-7. 35 (3H, m) , 

7. 52 (1H, d) , 7. 77 (1H, 

d) , 7. 89 (1H, d) , 7. 96 ( 1 H, 
s) . 

[0344] (183) (E)-5-(2-(5- 

(2- (4-^^oyf-;i/-2-f-ry;^) xfx 
)V) -2-^yy [b] f-xzvu) -2-xr-;H - 

lH-xh^y-ZKO-^jS 

(E) -5- (2- (5- (2- U-i^orf-zP- 
2-f-ryj^) x^;l/) -2-<yy [b] f-x- 
;p) -2-xfx/H -2- (4-* b^f^O^VP) 
— 2H-f h 9V->l<fc3BiW 1 5 i: Htttcgyi 

li^ 2 2 2~22 4°C (decomp. ) 

^: ^oo*;PA-x^/-;P-n-A.^Hfy) : i 

Ri/max cm-' 22 1 6,1638; NMR (40 
0MHz, DMSO-d 6 ) Sppm 1. 86~2. 
03 (2H, m) , 2. 21-2. 31 (4H, 
m) , 3. 63-3. 72 ( 1 H, m) , 7.1 

1 (1H, d) , 7. 53 (1H, s) , 7. 
64 ( 1H, d) , 7. 82 ( 1H, s) , 

7. 98 ( 1H, d) , 8. 1 2 ( 1H, d) , 

8. 20 (1H, s) ; MS(FAB)m/z 
390 (M + +1) ; 7nSt##HIC 20 H 15 N 5 S 2 Oft 
gffl (%) C, 61. 67 ; H, 3. 88 ; N, 1 
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7. 98. m&m(%) C. 61. 97 ; H. 
3.99; N.17.61. 

[0 34 5] [HJ&0IJ1O3] N-(3-(2-(4 
-i"fX37+fir-2—f'T % f\)A') Xf-x/l,) 7i- 
;U) - 1 H-fh7/-^-5-«t5 H : 

(Igl) N- (3- (2- (4-^?07^-;U-2 
—f-TYVfV') xf-x/i>) 7xX/U) -2- (4-*b 
dfvOiM') -2H-Th5V-;U-5-^;^^1f 

3 - (2- (4->-^a-/f-;l/-2-^-TV'U^) x^ 
-;UT- U y 5 0 9 m g s ##00 1 9 <0;Jr >P#yi8 1 • 

i4g, i-xf-^-r - r 

o WiHV&M 5 KSBB 1 - 0 4 g&tf 4 - ^ * 
;PT5 yfU^>598mg^t;^^-U-yi Om 1 * 

ioomi t«R u mwstx** ^ y ^^*»», 

Vhfyyj- m&m: n -^*^y : @|&x^/l/= 
3:2) THRU #MifcffliSft£?on#/kk-x 
-r^frfclBSAU N- (3- (2- (4-v?D7- 
f-;l^-2-f-TVy;W) xf-x/P) 7i-/K -2- 
(4-^h=if^yy» -2H-f-h7V-^-5- 
j&jWWMTS H 1 g£$Hfe#t#H.i: LTf»fc. 
ffllAl 1 4-1 1 5°C ; NMR (400MHz, CD 
Cl 3 ) 5ppm 1 . 88~2. 1 1 (2H, 
m) , 2. 27—2. 4 1 (4H, m) , 3.7 
2 (1H, m) , 3.80 (3H, s) , 5. 
79 (2H. s ) , 6. 90 (2H. d ) . 6. 
96 ( 1H. s) , 7. 37-7. 42 (4H. 
m) , 7. 77 ( 1 H. ddd) . 7.78(1 
H, s).8. 06 (1H, s) ; ftMWftVtC 
25 H 22 N 6 0 2 SOfUM (%) C. 63. 81 ; 
H. 4. 7 1 ; N, 1 7. 86, MMM (%) 
C, 6 3. 73 ; H, 4. 84 ; N, 1 7. 78. 
[0346] (IS2) N- (3- (2- (4-5"? 
pyf-^-2-f-TVy^) x^--;i/) 7i-;H -1 
H-rb5V-;l/- 5 -a/MMflf 5 Ko^iK 
N- (3- (2- (4-y?a^-2-fr/'J 
/HXf-X/U) 7i-;H -2- 
;P) - 2 H -r h 5 -tf/Mf*? 5 H SrUffi 

m i «xs 3 1 mmiznm i . as» £ itfc . 

H16 2 1 4 — 2 1 5°C ( d e c omp . ) (ffigiftrti 
H^nnWA-x^y-^-n-Mty) ; I 
Rmx cm" 1 2216,1660; NMR(40 
0MHz, DMSO-d 6 ) dppm 1. 85 — 2. 
06 (2H, m) , 2. 20— 2. 51 (4H. 
m) , 3. 68 (1H, m) , 7. 44-7. 5 
2 (3H, m) , 7.95 ( 1H, d) , 8. 
16 (1H, s) ; jE*#UfffiC 17 H M N, OS<7) 



mm (%) C, 58. 27 ; H, 4. 03 ; N. 
23.98. Wmm (%) C, 58. 15; H. 
4.25; N, 23. 55. 
[0347] [SOW* 104] N-(3-(2-(4 
-i/9n?1-)V-2-1-TVV)V) Xf-x;W) -2-* 
f;l/7z-;H -iH-rb5V-;U-5-^;U^-^ 
SK: (XUl) 3- {2- {4-is?u7*h}V-2 

- f-T V U ^ ) xf- x iv ) - 2 - * j-)UT- U 

f-)V- 2 -xf-xyPf-TV-/P*##W 1 6 il&HMg 
U 9I#«S[###W1 7i:l§|«tMaLT. 3- (2- 
(4-^Dyf-;l/-2-f-TVy;U) Xf-X/W) -2 

NMR (400MHz, CDC 1 3 ) Sppm 1.9 
1-2. 40 (9H, m) . 3. 70 (1H, 
m) . 6.71 (1H, dd) , 6. 94 (1 
H, s) , 6. 99-7. 05 (2H, m) . 
[0348] (IS2) N- (3- (2- (4-v? 

oyf-^-2-f-ryy;w) xf-x^) -2-*f-^7 

1- ;H -2 - (4-^Ky^yy;H -2H-fh 

##0IJ1 9c0^;^y®l . 26g. &tflS<ft:f-:*x;W 
0. SmUCWWxySml&irjJWSaiODMFSill 

SB^fifl^f-l'^OinlfciSHU <Ift£3- (2 

- (4-^^ay^-2-f-TVy^) x^x;p) - 

2- ^f-^Txyy9 6 6mg2M^hyxf-/PTSy 

o. &m\<nmj.+vy20m\mmz^ o°cxim 

fc. RJ£$£ 1 NfflR5 0m 1 ^ODt^At 

ttssu:. ttttsssrf&ftmfcs-^hy^AmM^ 
raw- h y ^a-ck* tfc. aaesrs* 

^y'JA^ffll^^^i^DVh^?^ - (g 
tB?S : ?nn*W : ^ ^y-/P= 10 0: 1 ) -CfflHR 
U N— (3- (2- (4-5^o:7**-2— *-7V 
U;l/) Xf-x;l/) -2-^f-;P7xX;P) -2- (4- 
^b^f^y^) - 2 H -f f 7V-;W- 5 
HI. 9 5g£*gfe*M»i:bT#fc. 
NMR (400MHz, CDC 1 3 ) Sppm 1.9 
2~2. 08 (2H. m) . 2. 28~2. 40 (4 
H, m) , 2.56 (3H. s) , 3.66- 
3. 72 ( 1H. m) , 3. 80 (3H, s ) , 

5. 80 (2H, s ) , 6.90 (2H, 
d) , 6. 97 (1H, s) , 7. 27 (1H, 

t) . 7. 42 (2H. d) , 7. 46 (1 
H, d) , 8. 1 1 ( 1H, d) . 8.82(1 
H, s ) . 

[0349] (IS3) N- (3- (2- (4-y? 
n7"f-;U-2-f-TVy^)xf-x;U) -2-*?7W7 
xX/U) -1H-tH9V-;P-5-^/1/^^5H^ 
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£j£N- (3- (2- (4-^orf-;U-2-f-rV 
\J)U) -2-Xj-)U7 x-;P) -2- (4- 

^h^^o^>) -2H-rh5V-;w-5-*;w^ 

BA 190-1 91*C (decomp. ) (UttAft 
^OP*;PA-x^y-;P-n-A.df-9-y) ; I 
Ri/mx cm" 1 2208, 1700, 1672, 16 
00, 1 542, 1 504; NMRUOOMHz, 
DMSO-d 6 ) dppm 1. 88—2. 03 (2 
H, m) , 2.1 9-2. 31 (4H, m) , 

2. 4 2 (3H, s ) , 3. 63-3. 72 (1 
H, m) , 7. 36 (1H, t) , 7.51- 
7. 54 ( 1H, m) , 7. 54 ( 1H, s ) , 

7. 60 (1H, d) , 10. 96 (1H, 
s) ; MS(FAB)m/z 365 (M* + 
1) ; 7C3il#t)TffiC 18 H 16 N 6 OScOH-gffi <%) 
C, 59. 32 ; H, 4. 43 ; N, 23. 07, 

Wm. (%) C, 59. 28 ; H, 4. 34 ; 
N, 23. 26. 

[0350] [HSfeflajl 05] N-(3-(2-(4 
-^^uf^)V-2-^TV^))V) Xf-X/t,) -6-^ 
^71-^) -lH-ff^Z-Zl'-S-W^t 
SK: (IS1) 3- (2- (4-^^n^;U-2 

2 -xf-x ;l^-rV-^*#tM 1 6 ftttC*S9 
U 5l#^###^Jl7i:|i|«fc«mtT. 3 - (2- 
(4-xi?07'f-^-2-^TV''J;U) xf--;l^) -6 

MA, 1 2 5-1 2 6*C (WtgftiBtt : ?oa*U- 
n-^tfy) ; IRi/iax cm' 1 3460, 33 
48, 2980, 2940, 2200, 1 624, 1 5 
66; NMR (400MHz, CDC 1 3 ) <5ppm 
1. 90-2. 07 (2H, m) . 2.17(3 
H, s ) , 2. 28—2. 38 (4H, m) , 

3. 63-3. 70 ( 1H, m) , 6.88(1 
H, d) , 6. 91 (1H, s) , 6. 94 (1 
H, dd) , 7. 03 ( 1H, d) ; MS (FA 
B)m/z 269(M*+1); 7Cfg##fffiC 15 H 
i 6 N 2 SflfttM i%) C. 71.60; H, 6. 
01; N, 10. 44, M%M(%) C 7 1. 3 
2; H, 5.85; N.10.37. 
[0351] (XU2) N- (3- (2- (4-i>>? 

n7+)V-2-*TVy)V) xfx;l/) -6-P<f-;U7 
i-;H -2- (4-^h^r^y^) -2H-f> 

m%Mi9m>\sXymt3- (2 - u-s/^nyf- 

;W-2-^TVU;l/) Xf-x;U) -6-^^T-'jy 
£^m0 4Olg2fcH«(c«uiU N- (3- 



(2- (4-^D/f;P-2-f7y' 1 J;l') XfX 

;p) -6-*+)V7x.-iv) - 2- (4-* h*i"<y 

: J)V) -2H-f VyV'-)V- 5 -a/M&*tf5 

MA 13 8-14 0'C (W&gfim: ;dd*w- 
n-^fy) ; IRi^max cm" 1 3 4 08, 2 2 
12, 1704, 16 14; NMRUOOMHz, 
CDC 1 3 ) 5ppm 1. 93-2. 07 (2H, 
m) , 2. 29-2. 36 (4H, m) , 2.3 
9 (3H, s) , 3. 66-3. 71 ( 1H, 
m) , 3. 80 (3H, s) , 5. 80 (2H, 
s ) , 6. 89-6. 9 1 ( 2H, m) , 6. 
94 ( 1H, s) . 7. 23 ( 1H, d) , 
7. 35 ( 1H, d) , 7. 40-7. 42 (2 
H, m) , 8. 3 2 ( 1H, s ) , 8.78 
(1H, s); MS (FAB)m/z 485(M 
* +1) ; 7C*4ttM!C„Hi«N e 0 2 SOftgtf 
(%) C, 64. 44 ; H, 4. 99 ; N, 1 7. 
35, *g£ft (%) C, 64. 22 ; H, 5. 1 
4 ; N, 17. 64. 

[0352] (1^3) N- ( 3- (2- (4-x? 

-lH-tN^r-zp-s-^miw 

N- (3- (2- (4-^^ny^-2-^-TVy 
;l^) Xf-X/U) -6-^f^7x-;H - 2- (4-^ 
h ) - 2 H - f h 7 V'-IV- 5- A )V#* 

MA 2 14-2 1 5'C (dec omp. ) ( Bfa«rtl? 
jR: ?nn*u-i^;-;Hn-^fy) ; I 
Rvmax cm-i 34 12, 3092, 2204, 17 
10, 1 570; NMRUOOMHz, DMSO- 
d 6 ) tfppml . 85-2. 02 (2H, m) , 
2. 20-2. 31 (4H, m) , 2. 50(3H, 

s) , 3. 64 — 3. 70 ( 1H, m) , 7. 
4 1 ( 1H, d) , 7. 50-7. 5 1 ( 1H, 
m) , 7. 54 (1H, s) , 7. 68 (1H, 

s ) , 1 0. 84 ( 1 H, s ) ; MS (FA 
B)m/z 36 5 (M* +1); 7tK#&HIC 18 
H 16 N 6 OS • l/4H 2 0<7)ftgffi (%) C, 58. 
60 ; H, 4. 5 1 ; N, 2 2. 78, Slgffi 
(%) C, 58. 7 6 ; H, 4. 53 ; N, 2 
3.16. 

[0353] [3S»W10 6] N-(3-(2-(4 
-^ufi-)V-2-^TV^}V) Xf-x^) -2--X 
h*^7xX^) -1 H— fh7V-^-5-#/W^ 
: 

3- (2- (4-^n7>;l—2-^T 
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2 -Xf--;H-7V-/U£##<FJ 1 6 Rtttcffi 
3U 9I***#*0«17J:H*K:JPIUT. 3- (2 
- (4- : s?u7j-lU-2-1-TYV)U) x^-x;H - 

2-x y*isT-vv*m&mm»t txnti. 

NMR (400MHz, CDC l 3 ) 5ppm 1.9 
0-2. 07 (2H, m) , 2. 28-2. 39 (4 
H. m) . 3. 6 5—3. 74 ( 1 H, m) , 
4. 00 (3H, s) , 6. 77 ( 1H, d ) , 
6. 88 (1H, t) , 6. 92-6. 94 (2 
H, m) . 

[0354] (XU2) N- (3- (2- (4-5^ 
n7 , f-;P-2-^-rV'J^) x^x/U) 
7i-;H -2- -2H-f 

m>m\9<?>*])VXymt3- (2- 
^-2-f-rV'J^) xf-x;W) -2-^h^ri/Tx"; 
ffcHltfll 1 0 4 «>Ig2 1 FlttCKffll U N - ( 3 - 
(2- (4-^n7 r f;H2-f7y | J;H xf z 
iV) -2-^Ki/7x-;l') -2- (4-^h^f^ 
yy;H -2H-rh7V*-^-5-^^^5 Kfc 

iStiS 137— 1 38°C; IRenax cm" 1 338 
4, 3 100, 221 2, 1 704, 1 606; NM 
R (400MHz, CDC1 3 ) 5ppm 1.91- 

2. 09 (2H, m) , 2.29 — 2.40 (4 
H, m) , 3- 68-3. 73 ( 1 H, m) , 

3. 80 (3H, s ) , 4. 1 7 ( 3H, s ) , 
5. 80 (2H, s) , 6. 90 (2H, 

d), 6. 99 ( 1H, s), 7. 13(1 H, 
t) , 7. 34 (1H, d) , 7.42(2 
H, d) , 8. 58 ( 1 H, d) , 9.56 
(1H, s) ; MS(FAB)m/z 501 (M 
+ +1); 7cS#flfffiC 26 H 24 N 6 0 3 S • 1/4 

h 2 ommm. (%) c,6i.83; h, a. 

8 9 ; N, 16. 64. W&A (%) C, 61. 9 
6 ; H, 4. 87 ; N, 16. 19. 
[03 55] (Ig3) N- (3- ( 2- (4-^7 
U?+)V-2-+7VV)V) x^-x/l/) -2-^h^fi/ 
^f^7i-^) -iH-rh7V-;U-5-^*^ 

N— (3- (2- (4-v^o^;P-2-f-7Vy 
AO xf-x/l,) -2-p<h^^7xX;l/) -2- (4- 
x V * i»<y V)V ) - 2 H - r h 9 - 5 - # /p* 

Ul£ 2 2 0-2 2 1'C (decomp. ) (ffltftft 
f:^OD*^A-l^y-yl/-n-Mfy) ; I 
Rmx cm-' 3384, 3090. 221 2. 16 
06; NMR (400MHz, DMSO-d 6 ) dp 



Piti 1. 86-2. 03 (2H, m) , 2.21 
-2. 33 (4H. m) , 3.64-3.72 (1 
H, m) , 4. 03 (3H, s) , 7. 27 
(1H, t) , 7. 53 ( 1H, d) , 7.5 
6 ( 1H, d) , 8. 02 ( 1H, d) , 1 

0. 32(1H, s) ; MS (EI)m/z 38 
0 (M + ) ; 7C*^«rfflCj 8 H 16 N 6 0 2 SOfttMl 
{%) C. 56. 82 ; H, 4. 24 ; N, 2 

2. 10, m%M (%) C. 56. 63 ; H, 
4.38; N, 2 1 . 73. 

[0356] [Httm0 7] N-(3-(2-(4 
-is7uf*f-)V-2-i-7W!V) xf-xyU) -6-* 
h^j/7x-;H -lH-fh5V-^-5-^;^ 
H : 

(XB1) 3-(2-(4-y^n7'f/l/-2-f7 
y>J/H xf-^) -6-^h^f^TxUycT)^ 
3 - 4 * h' - 6 h * h uKy*£y 1 4 - v ? n 
T'f-n'- 2 -xf-x;l^7V-^£##0iJ 1 6 ftttCA 

at, B\^m^mmi7tmmt,z>mix. 3- (2 

- (4-v-^n7'^-2-f-TVU;W) x^x;p) - 

6 -x i/7-v yzmmwfat ixntz. 

NMR (400MHz, CDC 1 3 ) d PP m 1.8 
9-2. 07 (2H, m) , 2. 28—2. 38 (4 
H, m) , 3. 63-3. 72 ( 1H, m) . 

3. 87 ( 3H. s ) , 6. 75 ( 1H, d) , 
6. 89 ( 1H, s) , 6. 92 ( 1H, 

d) , 7. 0 1 ( 1 H, dd) . 
[0357] (Xg2) N- ( 3- (2- (4->-? 
P7*f-^-2-f-TVU/W) xf-x/W) -6-^h^fv 
7i-;H -2- (4-^hdr^<y^) -2H-T 

#tMl9<7)^ylk3- (2 - (4-y;o7f 
/P-2-f-TVU;P) xf-x/P) -6-^h^^Tx'J 
>"£HMU 0 4<7)X@2i:|5]«{;^t. N- (3- 
(2- (4-y^n7f^-2-fryy^) xf - 
;U) - 6-^Ky7i-W -2- (4-^ h^f^< 
y^P) - 2 H -r h 5V-;l^- 5 -#;W#dr1fS K£ 

lb& 1 58— 160"C; IRi/maxcnr 1 338 

4. 2212, 1698, 1612, 1550, 151 
0; NMR (400MHz, CDC 1 3 ) Sppm 

1. 91-2. 07 (2H, m) , 2. 29-2. 
38 (4H, m) , 3. 64-3. 73 ( 1H. 
m) , 3. 80 (3H, s) , 3.98 (3H, 

s) , 5.80 (2H, s) , 6. 89-6. 
92 (4H, m) , 7. 38 ( 1H, dd) , 
7. 4 1 ( 1H, d) , 8. 75 ( 1H, d) . 

9. 46 ( 1H. s) ; MS (E I ) m/z 5 
0 0 (M* ) ; 7C*fttfHlC 26 H 24 N 6 0 3 ScOl+E 
m (%) C, 62. 38 ; H. 4. 83 ; N, 1 
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6. 79, W%m (%) C, 62. 15; H, 
4.93; N, 16. 75. 
[0358] (XU3) N-(3-(2-(4-^ 
n7^;P-2-f-TVU;i/) xf-x/u) -6-^h*>- 

^f^7i-/H -lH-rb7V-^-5-^^ 

N- (3 - (2 - (4-v?o:/f-/P-2-^7V'y 
X^-x/l,) -6-^h= 3 f^7x-;U) - 2- (4- 

^ b^f i^fx/P ) - 2 H - r h 5 V-Ar- 5 

5 H tmmW 1 fiOXS 5 fc RtotzHm t . *fift£ 

m& >3 0 O'C (?5|gA$tt : ?on*/kk- n 
df-tfy) ; NMR (400MHz, DMSO-d 6 ) 
dppm 1 . 89 — 2. 0 2 ( 2H, m),2.2 

2 — 2. 29 (4H, m) , 3. 64 — 3. 68 

( 1H, m) , 4. 00 ( 3H, s) , 7.20 
(1H. d) , 7. 40 (1H, d) , 7. 48 
( 1H. d) , 8. 63 (1H, s) , 9.6 

3 (1H, s) ; jc*#WftC 18 H 16 N 6 0 2 Stf> 
H-Slffi (%) C, 56. 82 ; H, 4. 24 ; 

N, 22. 10, M%M (%) C. 56. 63 ; 
H, 4. 38 ; N, 2 1 . 73. 
[03 59] [&WH108] N-(3-(2-(4 

-5^n7*/i'-2-*Tyyrt') xf-^w) 7x- 

>10 -N- (xh^#;M-;x;M^-/P) -lH-f> 
7V-;P-5-^;^t'^S h* : 
CDS1) N— (3— (2— (4-y?o7f^-2 
-f-TVU^) xf-x/W) 7i-/H ^U>-y xfvW 

3- (2- (4-v-^nyf-;l—2-f-TVU;w) xf- 

^7-yy3 0 1mg, li* l J'7A204mg, & 
t>'7"oA@j#xf-/l' x.Xf /I/O . 14 5mltDMF 

5m i srjni. m&z'2mmmwttz. mmm® 

xf-^3 0 0ml T"#t?U teW^fi*^^. KBS 

$ : n -*s*yy : »i*Xf-/W= 2:1) TftHU N 
- (3- (2- (4-y?o7f;l/-2-f7 > / l J^) 
Xfz;|/) 7x-;l/) /'Jyy xf-/U XXf^2 1 
4mg£#>t. 

K£l 1 0-1 1 2"C ; NMR (400MHz, CD 
C 1 3 ) dppm 1. 31 (3H, t) , 1.8 
8—2. 10 (2H, m) , 2. 27—2. 42 
(4H, m) , 3. 69 ( 1H, m) , 3.9 
0 (2H, d) , 4. 26 (2H, q) , 4.3 
7 (1H. t) , 6. 64-6. 67 (1H, 
m) , 6. 80 (1H, t) , 6. 93 (1H, 

s) , 6. 99 (1H, d) , 7. 17 (1 
H, t) . 

[0360] (IS2) N- (3- (2- 



xf-x/U) 7i-;M -N 

- (Xb^x^jtfx/k*^) -2- (4-^N^fS/ 
KVis)V) - 2 H-f h 9V-^- 5 -tf/l/tf^-tS H 

N- (3- (2- {A-i/9X37*j-)V-2-*hTW 
IV) Xf-X/U) yx.-)V) X.Xt)V 
b ###J 1 9 *>#A'#>'»£I6*0I 1 0 4 tf>lg 2 fc H 
fcfcffiHU N- (3- (2- (4->-^a7 , ^;U-2 
-f-TVUrtf) x^-x/10 7i-;H -N- (xh*^ 
#/i^x;Mf-/i/) -2- (4-^h^^y^w) - 
2H-fb 5 5 -tf/Psittf -frS K £8atfiJlMK 

NMR (400MHz, CDC 1 3 ) 5ppm 1.2 
9 (3H, t) , 1. 91-2. 08 (2H, 
m) , 2. 28—2. 39 (4H, m) , 3.6 
5-3. 73 (1H, m) , 3. 75 (3H, 
s) , 4. 24 (2H, q) , 4. 58 (2H, 

s ) , 5.54 ( 2H, s ) , 6.82(1 
H, d) , 6. 97 (1H, s) , 7. 10 
( 1H, d) , 7. 1 9-7. 23 (2H. m) , 

7. 43-7. 45 ( 1H, m) , 7. 48 ( 1 
H, s) . 

[036 1] (IS3) N- (3- (2- (4->-? 

X^-x/l^) 7i-ll') -N 

- (xhdfx#/^-;Mf-;P) -1H- f b?V-^ 
-5-#^**-9-$KO-&f£ 

N- (3- (2- [4-is907'+fl'-2—f-T/\) 
/!✓) Xf-X/W) 7i-;K -N- (iKy^i;^-^ 
- 2- (4-^h^^y/H -2H-rh 

7/-^- 5 -#/M^->r$ h *mm i 5 1 m 

184 — 186'C (decomp. ) ; IRi> 
max cm- 1 3408, 2216, 1744, 162 
4; NMR (4 00MHz, DMSO-d 6 ) 5-pp 
m 1.18 (3H. t) , 1. 85-2. 04 
(2H, m) , 2. 18-2. 30 (4H, 
m) , 3. 62-3. 70 ( 1H, m) , 4.1 
3 (2H, q) , 4.71 (2H, br s) , 
7. 27-7. 45 (4H, m) , 7.51(1 
H, s) ; MS (FAB) m/z437 (M ( + 
1) ; 7C*»*HtC,iH 10 N 6 0 3 S<Dft3Mt(%) 

C, 57.78; H, 4.62; N, 19.2 
6, $J£ffi(%) C, 57. 46 ; H, 4. 62 ; 
N, 19. 74. 
[0362] [HMIJ109] N-(3-(2-(4 
-^□7^-2-^ f-T/Vfr) Xfx/I/) 7i- 
)V) -N-^fyl- 1 H-f 5-*;^ 
■9-SH : 

(Hjgl) N-(3-(2-(4-y?o7f/l'-2 
-f T/'J^) 7i-;H M>7/M-n7-fe 
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3- (2- (4-v?o7f-;L—2-f-7y*y/U) X^- 
7-Uy2 09mgat»Ux^TS>'lml 
(«fl/y 1 0 m 1 Srjll*.. *^JS^TC h 'J 7/U 

^■D»KiE*!ti!io . i26mi zMttz. smmm& 

X' 1 5 B^tSMff Lfcft. 1 NJSS 1 0 0 m 1 Ztol . i§ 
: n-N^V : B»xf-^= 5:1) XHtML. 

n- (3- (2- (4-^o^f-^-2-f-ryy 

;U) xf-~;W) 7i^) f >j7;l/*nr-fe^S H 1 9 
8mg£?|irt£%|2: L"Cf»fc. 

NMR (400MHz, CDC 1 3 ) £ppm 1.9 
9-2. 09 (2H, m) , 2.27-2.42(4 
H, m) , 3. 70 ( 1 H, m) , 6.98 
(1H, s) , 7. 41 (1H, t) , 7.4 
7 (1H, dt ) , 7. 6 1 ( 1 H, d) , 
7. 81 (1H, t) , 7. 93 ( 1H, br 
s) . 

[03631(182) N-3- (2- 

Xf-x^) -N-^f-^T- 

U 

(3- (2- (4-S/^07*^-2-f-TVy;U)X 
7i^;H HJ7/M-07-fc*5l*19 8in 

g. *K*y^Ai i ymgMa^Mf^o. 04 

m 1 CDMF5m 1 &tat. Mffl-C8B#f§BIf¥ Lfc. R 
»ClNtgK10ml&y*10 0mlS-jDt. 
xf-^ttfflL*:. ttfflftfcttWt^-CiJHIK*, Ktt 
^hy^A-CSe^L^. S8fcf?*LT**«i4»itfc: 
■BfflW-MJ^-M 20mg, *5m l&tf**/-/H 
5 m 1 fcjn*. Si&TSiSiaatffW:. RjK&SrgElp: 
fMOOml ?*RU »W«g*T2fei»a. SSItf- 
MJ^ATaSfcLfc. i&BS£«£LT. N-3- (2- 

(4-v^n7*f-;^-2-^rVy;P) xf-x;u) -n 
-^f-^rxy y l 3 0 m g fcffetftffii: IXWZ. 
H^73~75*C; NMR ( 4 0 0 MH z , CDC 1 
3 ) Jppm 1 . 8 7—2. 1 0 (2H, m) , 
2. 2 6-2. 4 0 (4H, m) , 2.83(3 
H, s) , 3. 69 (1H, m) , 6.63 

( 1H, d) , 6. 80 ( 1H, t) , 6.9 
2 (1H. s) , 6. 93 (1H, d) , 7. 

1 6 ( 1H, t ) . 

[0364] (183) N- (3- (2- (4-5^ 
07>/P-2-f-7VyA') Xf-x;P) 7xX;U) -N 
(4->h^y<>y)l') -2H-rh 

n-3- (2- (4-^o7'^-2-^rvy;u) 

xf-xrtO -N-^f-;l/T-yyt##W2 io/mW? 
>»*HiSMl0 4<OlS2i:H«t:«yiL, N- (3 



- (2- (4-v?07>;U-2-^7Vy;l') x^~ 
/P) 7i-;K -N-^f-^-2- U-* h=3fvO- 
y^)-2H-fh5 V-Zk- 5 -tf/l^-tf" 5 h* 

NMR (400MHz, CDC 1 3 ) Jppm 1.9 
1-2. 09 (2H, m) , 2. 28-2. 39 (4 
H, m) , 3.50 (3H, s) , 3.65- 
3. 73 ( 1H, m) , 3- 75 (3H, s) , 

5. 54 (2H, s) , 6.82 (2H, 
d) , 6. 97 (1H, s) , 7. 08-7. 1 
0 (3H, m) , 7. 20-7. 2 1 ( 1H, 
m) , 7. 34 ( 1 H, s ) , 7. 4 2 ( 1 H, 

d) . 

[0365] (184) N- (3- (2- (4-^7 
P7*f-^-2-f-7Vy/l^) xf-x;l/) 7i-;H -N 
l H— rh5V-;P- 5-*;Wf^§ HO 

N- (3- (2- (4-^OT'f-;l— 2-f-TVy 
xf-x/U) 7xX/U) -N-^f-;W-2- (4-* 

h^fx^y^) -2H-xh7V-;P-5-Xr/P^ 
KfcSdtW 1 0>IS5 fcHlMSHU *®ISS:» 

MA 2 2 9 — 2 30°C (dec omp. ) ; \Ku 
max cm" > 3 4 04,22 16,1 618; NMR 
(400MHz, DMSO-d 6 ) £p P m 1. 86 
-2. 01 (2H, m) , 2.17-2.30(4 
H, m) , 3.4 2 (3H, s ) , 3.6 1- 
3. 70 ( 1H, m), 7. 23 ( 1H, d), 

7. 34 (1H, t) , 7. 43 (1H, 
d) , 7. 46 ( 1 H, s) , 7. 5 1 ( 1H, 

s) ; MS (FAB)m/z 365 (M + + 
1) ; 7£*ft0HfC, 8 H, 6 N 6 OS(Dtmm(%) 
C, 59. 32 ; H, 4. 43 ; N, 23. 07, 

Mfem (%) C, 58. 89 ; H, 4. 27 ; 
N, 22. 78. 

[0366] [mmi 1 0] N-(3-(2-(4 
-y^n7'f;H2-f7/ l J;l') xf ^) 7i- 
)V) — 1H— [1, 2, 3] h 'J 7V-^ : 

(181) N-(3-(2-(4-y^n7f/H2 

-f-7Vy;u) xf-x;u) 7i-yK mt^rs K 

3- (2- (4-^^07*^-2— f7Vy^) Xf- 
x/U ) T-'jytTD b-^;H?$r HJICT 10 3 WIS 1 

tmwimmu n- (3- (2- (4-x?n7>/p 

MA 1 5 8- 1 6 0 C C (?fttA$£ : 7nm*/PA- 
x— r;U) ; NMR (400MHz, CDC1 3 ) 5 
PPm 1. 88-2. 10 (2H, m) , 2. 27 
-2. 42 (4H, m) , 2. 99 (1H, 
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s) , 3. 70 ( 1H, m) , 6. 97 ( 1H, 

s ) . 7. 34 ( 1H, t ) . 7.36(1 
H, dd) , 7. 59 ( 1H, dd) , 7.7 
5 (1H, s) , 7. 77 (1H, br s) . 
[0367] (IS 2) N- (3- (2- (4-S/? 
n?^)l-2-^-7VV)V) X.1--)V) yx-fr) -1 
H- [1, 2, 3] h U TV-fW-Sfo 
N— (3- (2- (4-5/*o7*/l'-2-*7V'y 
/D xfcyp) 7i-;H 7oWJ K£HS60iJ7 
7 COIS 1 fc Rttlcffia t , «B*£»fc . 

2 5 9-2 6 2X: (SISJia««:X^/-;l/-x 
~f;D ; NMR (400MHz, DMSO-d 6 ) 
dppm 1. 87-2. 05 (2H, m) , 2. 1 
9-2. 31 (4H, m) . 3.67 ( 1H, 
m) , 7. 38 ( 1H, d) , 7. 46 ( 1H, 

t) , 7. 53 ( 1H, s) , 7.92(1 
H, d) , 8. 16 (1H, s) . 8. 59 
(1H, brs) , 10. 62 (1H, s) ; 
MS (E Dm/ z 34 1 (M + ) ; 7C*#;ff«C 
18 H 15 N 5 OS • 1/2H 2 OOitJMI (%) C, 6 
0.32; H, 4. 50 ; N, 1 9. 54. Sfljg 
m (%) C, 60. 58 ; H, 4. 3 1 ; N, 1 
9. 1 6. 

[0368] imWMl 1 1 ] N-(3-(2-(4 
-y?n^-2-f7/ | j/Wxf_^) 7x- 
;D VWVTS KM: 3- (2 - (4-5/*o7f-A- 
xf-"/D 7-yy274mgW 
H*vW>m 06mgt^xy5m lS^THF 
2m 1 SrJn*.. 2i$BM!!ai£U:. $9l/Ct»Mi4 

M^. 1 70— 1 72°C (de c omp. ) ; I Ru 
max cm- 1 3412,2216,1708,162 
8; NMR (400MHz, DMSO-d 6 ) 5pp 
m 1 . 84-2. 09 (2H, m) , 2.19- 
2. 33 (4H, m) , 3. 67 (1H, m) , 
6. 32 ( 1H, d) , 6. 50 ( 1H, d) , 

7. 37 ( 1H, d) , 7. 44 ( 1H, 
t) , 7. 53 (1H, s) , 7. 63 (1H, 

d) , 7. 98 ( 1H, s ) , 1 0. 53 ( 1 
H, s) , 1 2. 96 ( 1H, s ) ; MS (E 
I ) m/z 3 53 (M* ) . 

[0369] mmmi 1 21 2-n-o-(2- 
(4-^ttyi-)u- 2— f-7V'J;D xf-x/D 7x 

x/D 75y*;l-*-;u- l -^7w\*4*y- 1 
A'jtfyK: 3- (2 - (4-i/9af+/l'-2-+7V 
>J/D x^x;D T-Uyi:3, 4, 5. 6-fb7b 

Hoisi*7^;H8*iat0(i 1 1 timizw&L. mm 
MA i 3 9- i 4 rc {M&s&m ■. ?op^a- 



n-^t» ; IRi/max cm" 1 3 3 00, 2 9 
44, 2216, 1718, 1662, 1640, 16 
06; NMR (400MHz, DMSO— d 6 ) dp 
pm 1.63 (4H, s) , 1. 83-2. 08 
(2H, m) , 2. 20-2. 33 (8H, 
m) , 3. 62 — 3. 70 ( 1H, m) , 7.3 
1 ( 1H, d) , 7. 39 ( 1H, d) , 7. 
52 (1H, s) , 7. 59 (1H, d) , 
7. 96 (1H, s) , 10. 17 (1H, 
s) , 1 2. 46 ( 1H, b r s) ; MS (F 
AB)m/z 4 07 (M* +1) ;5HWHff*C t3 H 
22 N 2 0 3 S • 1/4 H 2 0<ffi*& (%) C, 6 
7.21; H. 5. 52 ; N, 6. 82, WMB 
(%) C, 67. 1 5 ; H, 5. 40; N, 6. 
89. 

[0370] tmmi 13] 2-n- (3- (2- 

(4-^^n7*f-;P-2-^TV';;D xf--;D 71 

1! : 

(111) 2- (N- (3- (2- (4-v 

?n7*^-2-^7y*y/D xf-x;D 71-/H 7 

3- (2- (4-^;7U7'-?-/u-2-f-77' , J;D x^- 
-;D 7-'J >t 2 b^f y*^^- 1 -y?n 

mnyfiivxvmzmmmio 3oigi tmmim 

SU 2- (N- (3- (2- (4-y^o7 

f-/U-2-f-7V'J/D xf-x/D 7xX;D T57^ 
/l/jtfx/D - 1 -y^n7nAy^3fyi/-h^ 

NMR (400MHz, CDC 1 3 ) Sppm 1.4 
2-1 . 4 5 ( 1 H, m) , 1.70—1.80(1 
H, m) , 1.9 1-2. 09 (4H, m) , 
2. 1 1-2. 38 (4H, m) , 3.69(1 
H, m) , 3.75 (3H, s) , 6.95 

(1H, s) , 7. 27-7. 30 (2H, 
m) , 7. 60 (1H, d) , 7. 72 (1H, 
s) , 8. 56 ( 1H, s ) . 

[0371] (H£2) 2- (N- (3- (2- (4 
-^a7f-^-2-f-77"y/D xf-x;U) 7xX 
)V) 7$.y*DVX-)V) -l-^y-orn^y^/Ptfy 

^f-A- 2-N- (3- (2- (4->'?07'f7t'-2 
-f-7V'J;D xf-x;D 7z-;H 75y#/M*x/W 
- 1 -isiuyunviuvit* ^P-hfclljfcWS 6 fc 

Mfc£ 17 7-1 7 8*C (ff& 9 B B }W : X? 7-^-x 
-f-;D ; NMR (400MHz, DMSO-d 6 ) 
dppm 1. 18-1. 23 ( 1H, m) , 1. 5 
8-1.62(lH, m) , 1.87-2.09 
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(3H. m) , 2. 19-2. 38 (5H, m) , 

3. 6 5 ( 1H, m) , 7. 20 ( 1H, 
s) , 7. 25 (1H, t) , 7- 32 (1H, 
d) , 7. 58 ( 1H, d) , 7.98(1 
H, s) , 10. 20 (1H, s) , 12. 0 
6(1H, s) ; 7BR#*fttC 2 oH 18 N 2 0 8 S • 
1/4H 2 0<r>imm(%) C, 64. 76; H, 
5. 03 ; N, 7. 5 5, Sll^ffi (%) C, 6 
4.92; H, 5. 01 ; N, 7. 53. 
[0372] [HHM114] 2-N-((3-(2 
- (4-i'?v?J-)l'-2-f-7YV)V) ^-)V) 7 
x.-)V) 75. J) A)\/T$=-)V- l-y?D^f^-l 
-t))Vi£yW: 3 - (2- (4-^07'^-2-f- 

1 , 2 -^^yifeKiftsiKtMi 1 1 tnmzm 

1 7 0 - 1 7 2 "C ( ff ttiHggg : 9 oo*;U - 
n-^y-y) ; I Ri/max cm 1 3320, 29 
48, 2216, 1698, 1 590; NMR(40 
0MHz, DMSO-d 6 ) dppm 1. 63 (4 

H, s) , 1 . 85-2. 02 (4H, m) , 

2. 20-2. 30 (4H, m) , 2.63—2. 
65 (2H, m) , 2. 76-2. 77 (2H, 
m) , 3. 62-3. 70 ( 1H, m) , 7.3 

6 (1H, d) , 7.42 (1H, t) , 7. 
53 ( 1H, s ) , 7. 64 ( 1H, d) , 

7. 97 ( 1H, s) , 1 0. 4 1 ( 1H, 
s), 12. 69 (1H, brs) ; 7C*fr*TffiC 
22 H 20 N 2 0 3 S • 1/4 H 2 O<0U1Wt {%) C 
66.56; H,5.20; N.7.06, SIS 
It (%) C, 66. 47 ; H, 4. 98 ; N, 7. 
4 1 . 

[0373] [HMMU5] (cis)-2-N- 
(3- (2- (4-v-^n7*f-;p-2-f-TVU;l') x 

■fey-l-^sJ?yK: 3 - (2- U-S^oT'fVl/ 

-2-f-rvu/w) xf-^p) r-yyt (ci s) - 

4-x^n^-fey-l, 2-^;P*>K**!ftSrll 
StHl 1 lfcH«fc*asU 

H£ 17 6-1 7 9'C (HtSftSffi : ?DU*;PA- 
X^y-;k-n-A.df^-y) ; I Ri/jnax cm" 1 3 
320, 2940, 2216, 1710, 1688; 
NMR (400MHz, DMSO-d 6 ) Sppm 

I. 86-2. 02 (2H, m) , 2.18-2. 
23 (4H, m) , 2. 25-2. 62 (6H, 
m) , 2. 90-2. 91 ( 1H, m) , 3.0 
4-3. 05 (1H, m) , 3.61-3.70 
(1H, m) , 7. 29 (1H, d) , 7. 38 
(1H, t) , 7. 5 1 ( 1H, s) , 7.5 

7 (1H, d) , 7.95 (1H. s) , 9. 



92 ( 1H, s) , 1 2. 1 3 ( 1H, s) ; 
MS(FAB)m/z 407 (M + +1); HM 
#$TfflC 23 H 22 N 2 0 3 S- 1/4H, Omnm 
(%) C, 67. 2 1 ; H, 5. 52 ; N, 6. 8 
2, Mi (%) C, 67. 26 ; H, 5. 4 

1 ; N, 6. 81. 

[0374] [UltMl 1 6] N-(3-(2-(4 

xfcyp) 7x- 
;P) -2-W7W^7SHi: 3- (2- (4- 
^^o^f-;l/-2— fTVy/W) x^-x/i,) T-'J^t 
;W?W fittbicttfclSJfcfll 1 1 1 4:H«t*Bl 

KjA 132-136'C (decomp. ) ; IRv 
mx cm-i 221 6,1 706,1632; NMR 
(400MHz, DMSO-d 6 ) dppm 1. 83 
—2. 09 (2H, m) , 2. 00 (3H, 
d) , 2.1 6-2. 34 (4H, m) , 3.6 
7 ( 1H, m) , 6. 1 1 ( 1H, d) , 7. 
33 ( 1H, d) , 7. 42 ( 1H, t ) , 
7. 53 (1H, s) , 7. 62 (1H, d) , 
7. 97 (1H, s) , 10. 33 (1H, 
s) , 1 2. 85 ( 1H, s) ; MS (FAB) 
m/z 367 (M* +1) ; 7E*#9f*C, 0 H 18 N 

2 0 3 S • H 2 OfiStfUB. (%) C, 6 2.48; 
H. 5. 24 ; N, 7. 29, SJSgfi (%) C, 
62.77; H, 4. 88"; N, 7. 28. 
[0375] [HJfiflJl 17] N-(3-(2-(4 
-^oyf-^-2-^TV>;^) X^-n^) 7i- 
;W) -2-7i-*7l/^ yT5 FK: 3- (2- (4 
-^n^f-;W-2-f-rVU^) xf--;W) T-'Jy 
k7z-/P7l/>( ylHfekttfcSSifcm 1 1 

SL* 1 72-1 75'C (decomp. ) ; IRk 
max cm" 1 2212, 1712, 1686; NMR 
(400MHz, DMSO-d 6 ) dppm 1. 84 
-2. 05 (2H, m) , 2. 19—2. 33 (4 
H, m) , 3. 67 ( 1H, m) , 6.6 1 
(1H, d) , 7. 37 (1H, d) , 7.4 
4-7. 55 (7H, m) , 7. 65 ( 1H, 
s) , 8. 04 (1H, s) , 10. 54 (1 
H, s) , 1 3. 20-1 3. 23 ( 1H, b 
r) ; MS(FAB)m/z 429(M*+1); 

7m#tJHiC 25 H 20 N 2 0 3 Stf>fHWS<%) C, 
70.07; H, 4. 70 ; N, 6. 54, jftg 
€ (%) C, 69. 70 ; H, 4. 86 ; N, 
6. 43. 

[0376] [HS60IJ 118] N-(3-(2-(4 
;P)-2. 3-^oo-?wyrSKI8: 3- (2- 

(4-^^oy^-2-f-ryy;u) x^-r.;w) r- 
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y vh 2 . 3 - s/> op-? w y»l<fe£ii»ij 1 1 

lb£ 1 53— 1 56'C (decomp. ) ; IRw 
max cm" i 2212, 1724, 1678, 160 
8,1 586; NMR (400MHz, DMSO-d 

6 ) Jppm 1 . 84-2. 05 (2H, m), 
2. 18-2. 33 (4H, m) , 3.67(1 
H, m) , 7. 42 (1H, d) , 7.47 
(1H, t) , 7. 54 (1H, s) . 7.5 
9 (1H, d) , 7.90 (1H, s) , 1 
0.96UH, s) ; MS (FAB) m/z4 2 
1 (M + ) ; 7C*#Br£C 19 H, 4 C 1 2 N 2 0 3 SCO 
m.m (%) C 54. 17 ; H, 3. 35 ; N, 

6. 65, mmm (%) c, 54. 01 ; h, 

3.52; N, 6. 43. 

[03 7 7] [UttWl 19] N-(3-(2-(4 
-i/7nzf1-}V-2-1-TVV)V) xf-x;p) 7i- 
)V) - 2, 3-^7n*vMy7Sb'i$: 3 - (2- 

U 2 , 3-y/ot7l/>( yK*7K^$-HJW 1 1 

jRjft 1 19-1 20*0 (decomp. ) ; IRk 
max cm" 1 2212, 1674, 1608, 158 
4; NMR (400MHz, DMSO-d 6 ) Spp 
m 1 . 84-2. 05 (2H, m) , 2.18- 
2.33 (4H, m) , 3. 67 ( 1H, m) , 

7. 4 1 (1H, d) , 7. 46 ( 1H, t) , 
7. 54 ( 1H, s) , 7. 59 ( 1H, 

d) , 7. 89 ( 1H, s) , 10.86(1 
H, s) ; MS(FAB)m/z 513[(M + 
+ 4) +1 ) , 5 1 1 [ (M* +2) + 1 ) ] , [50 
9 (M* ) +1] ; 7CS#iJHIC 19 H l4 Br 2 N 2 0 

3 smnm (%) c, 4 4. 73 : h, 2. 7 

7 ; N, 5. 4 9, fflSffi (%) C, 4 4. 9 
2; H, 3. 13; N, 5.39. 

[0378] [3SJfi«120] 4-N-(3-(2- 
(4-^^07>;l^-2-f-TV'J^) Xf-X/U) 7x 

R: 3 - (2 - (4-->^D7 , ^-2-^-TVy;W) 
Xf--;P) T-'J yfc ( c i s ) -73 ~f-yiss*ft 

Wj& 1 3 1-1 3 2'C (decomp. ) (S& B B B ?g 
$ : ^DD*;kA- n-^dfty) ; I Rt/max cm 
-» 2212, 1 7 18, 1 634, 1 582, 1 55 
0; NMR (400MHz, DMSO-d 6 ) 5pp 
m 1 . 84-2. 05 (2H, m) , 2.19- 
2. 33 (4H, m) , 3. 32 (2H. s) , 

3. 67 ( 1H, m) , 6. 46 ( 1H, 
s) . 7. 36-7. 33 ( 1H, m) . 7.4 
3 (1H. t) , 7. 53 (1H. s) , 7.6 



3 ( 1H, d) , 7. 97 ( 1H, s ) , 1 
0. 47 (1H, s) , 12. 59 (1H, b 
r) , 1 2. 96 ( 1H, b r) ; MS (FA 
B)m/z 411(M + +1); 7C5H#tJHIC 21 H 
l8 N 2 0 5 S- 1/2H 2 O0%mm(%) C, 6 

0. 13. H.4.57; N, 6.68, 

(%) C, 60. 44 ; H, 4. 55 ; N, 6. 
62. 

[0379] [HJIMl 21] (cis)-N-(3 

- (2- {A-zs?u~7i-)V-2-f-7yV)V) xf-x 
)V) 7i-/l') -1, 3 

- (2- (4-^nrf-;l/-2-f-7VUA') x^-x 

7-V>t. (c i s) -1. 2-y;a\^ftyy 

^#yK**ft*iatw 1 1 1 fci«i«fc«isu m 

®& 17 9-18 O'C (j%H| : ?OD*W- 
x^y— ;l/-n-A.3fHfy) ; iR^maxcm- 1 2 
2 16, 1 706, 1 606, 1 584, 1 544; 
NMR (4 0 0MHz , DMSO-d 6 ) Sppm 

1. 31-2. 31 (14H, m) , 2. 60- 

2. 6 1 ( 1H, m) , 2. 94-2. 95(1 
H, m) , 3. 62-3. 70 ( 1H, m) , 
7. 29 ( 1H, d) , 7. 38 ( 1H, t ) , 
7. 5 1 ( 1H, s ) , 7. 56 ( 1H, d) , 

7. 97 (1H, s) , 9.91 (1H, 
s), 1 1. 95 ( 1H, br s); MS (F 
AB)m/z 4 09 (M + +1 ) ; 7C*MrfiC 23 H 
24 N 2 0 3 S- 1/4H 2 0<OfttMS(%) C, 6 
6. 89; H, 5. 98; N, 6. 78, jfflJEfi 
(%) C, 66. 9 5 ; H, 5. 95 ; N, 6. 

7 5. 

[0380] CSQSW12 2] (trans)-N- 
(3 - (2 - (4-y^n7^-2-f-7y'U;l-) x 
f-W7x-/H-l, 2-y^o A v^ft>'7S K 
K: 3 - (2- (4-y-^n7^-2-f-7V''J^) 
X^-~;k) 7-'Jvi (trans) -1, 2-y?o 

^^ry^jv^ymM^mmtmi 1 1 tH*t«i 

M 20 0-2 0 1 *C (5i£Ajg*£ : ?nD*;P 
A) ; IRi/max cm- 1 2216, 1726, 166 
6, 1 644, 1 608, 1 582, 1 500;NMR 

(400MHz, DMSO-d 6 ) 5ppm 1. 85 
-2. 55(16H, m) , 3.62-3.70 

(1H, m) , 7. 29 (1H, d) , 7.3 

8 (1H, t) , 7. 51 (1H, s) , 7. 
58 ( 1H, d) , 7. 96 ( 1H, s) , 1 
0. 1 3 ( 1H. s ) , 1 2. 08 ( 1H, 

s) ; MS(FAB)m/z 409 (M*+1); 

7C*#tfrffiC 23 H 24 N 2 0 3 SOf+gffi (%) C, 
67.62: H, 5. 92 ; N, 6. 86, Wfc 
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C, 67. 51 ; H. 5. 86 ; N, 

6. 83. 

[0381] [H«W123] N-(3-(2-(2 

-^yv"f-7V-/u) xf-— ;io yr 

5 Fife : 3- ( 2 - ( 2 -<y)T+Tf-*) xf-x 

Mat. aBftiftfc. 

1 6 9~ 1 7 1 *C (gttjyglE : ? on*;U2*- 
X?/-;P) ; IRviiax cm" 1 2212, 170 
2, 1 628. 1 554; NMR ( 4 0 0 MH z , C 
DC 1 3 ) dppm 6. 33 ( 1H, d) , 6. 
50 ( 1H, d) , 7. 44~7. 50 (2H, 
m) , 7. 68 ( 1 H, d) , 8.0 5~8. 1 
0 (2H, m) , 8. 1 8 ( 1H, s) , 1 
0. 57 (1H, s) , 12. 95 (1H, 
s) ; MS(FAB)m/z 349 (M++1). 
[0382] [HifeMl 24] (Z)-N-(3- 
(2- (A-^9uf^,v-2-^TV^))V)x.^~ 
IV) 7i-/H -3- ( lH-f h^y'-^-5--f 
;U) yy^ATS H : 

(JDS1) 2- (4-^b^r^yy'^) -2H-f 

1 9 o^/i^y^ 1 6 g £x?y-^ ioomi 

fc*JK U Or-CJWPTtC*^*^*-^ h U ^ 3 . 

5 7 g tam £fc . mw.iM&T l 2 $ISHK# L 

fcfk **1 0 0m 1 Oat. ^A^MiJniT+ftL 
Tf#WdMi£. h^xyi 00 

m i mfffl&zMfc?yti> 1 5 . 3 g zmi . 3 B$ia 

/l^ffl^S*?A?D7h/?7^ - (MS: n-'S 

^y : *»x^=4 : i ) rmmt. 2 - {a-* 

hdf y*cyy» - 2 H-r h 77*-/k- 5 -#;W\> 

ft h 4 . 5 g zm&mttmt ixwz. 

IRi/mxcm-' 1726; NMR (4 0 OMH 
z, CDCI3 ) <5ppm3. 80 (3H, s). 
5. 79 (2H, s) , 6. 9 1 (2H, dt ) , 

7. 39 (2H, dt) , 10. 19 (1H, 
s) . 

[0383] (XS2) 2- (2- (4-^h*^ 

2- (4-^h^^y^VP) -2H-f h77"-/l— 
5 — Xr/W^Tt K9 1 OmgSrTHF 2 0ml fcigjj? 
U 0rT«Tfc7xX7y?y*y->A 7"o$H 
( lMc7)THFi§$) 5m 1 fcflnifc. K£%£R£& 

■c 1 h*ish»* Lfca. mm&T y 3 0 

m 1 srjoifc. aw«t»iixf-^-c*ajL, jam** 



n7h^77-f- n-^-9-y : ij&X^P 

= 4:1) TUMU 2- (2- ( 4 h*y<yy* 
;p) -2H-rb7V-;P-5--f^) 7i-;w?; 
-^9 16mg fcWRfci: LTfcfc. 
NMR (4 OOMHz, CDC 1 3 ) 5ppm 3.0 

1 (1H, br s) , 3. 79 (3H, s) . 
5.65 and 5. 6 7(2 H, each 

d) , 6. 1 1 ( 1 H, d) , 6. 88 (2H, 

dt) , 7. 25 — 7. 48 (7H, m) . 
[0384] (IS3) 5-<yV4/U-2- (4- 

2- (2- (4-^h^y^y^) -2H-f h5V 
-)V-5-4)V) 7i-;M^/-/^Igl fcRHMc 
iSttziHfr? ytfyriM: L . 5 -<y 2 - 

(4-^h^-y^y^) -2H-f h7V*-;l/£# 

fc. 

HL£6 1-6 2'C ; NMR (4 OOMHz, CDC 1 
3 ) 5-ppm 3.80 (3H, s ) , 5.82 
(2H, s) , 6. 9 1 (2H, d) . 7.4 

2 (2H, dt) , 7. 53 (2H, t) , 

7. 67 ( 1H, t) , 8. 34 (2H, d) . 
[0385] (IS4) (Z) -Xf-A' 3-(2- 

U-^h*y<yy>) -2H-f h7V-;p-5- 

JtiMfci-hWA (60%mt) 14 8mg£THFl 
5raH:iIU 0°Ct'M)xf-;P 7**7*711® 
8 3 2 m g £ JQ* . 1 B# RHWf Lft . EfSSfc > 0 °CX* 
5-^>Y4)V-2- {A-XY*i/<Vi/)V) -2H 
-f h5V-;P9 0 9mgTHF5ml»aSrJni. $ 
4>t|3RaKTl«ISBlfPLfc. &«:*3 Om 1 SrjD 

*il>aS£ y U ijfiV^m^hi} y A 7 ov h 7*5 7 4 
- (jgffift : n-^^y : B»Xf-yU=4 : 1 ) Tfl 

KU (z)-x^ 3- (2- (4-^h^y^y 

y';U) -2H- TYv s r~)V-3— <)V) SSK900 
mg^Mfti !yT#£. 

NMR (4 0 OMHz , CDC 1 3 ) ^ppm 1.0 
5 (3H. t) , 3. 76 (3H, s) , 4. 
01 (2H, q) . 5. 77 (2H, s) , 
6. 62 (1H, s) , 6. 89 (2H, d) , 

7. 29-7. 49 (7H, m) . 
[0386] (IS 5) (Z) -3- (2- (4-> 

(Z)-xf»;p 3- (2- (4-p< h^y<yy>) 

-2H-f \>y*/-iv-5-4)v) mLW%mm5t> 
trnkMrni. (z) -3- (2- (4-^h^y^ 

yy» -2H-f h^/-;P-5->f;u) gftSift 
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ffljH 126'C; IRt/maxcm" 1 2596, 17 
12; NMR (400MHz, CDC 1 3 ) dppm 
3. 79 (3H, s ) . 5. 76 (2H, s ) , 

6. 62 ( 1H, s ) . 6. 89 (2H, 

d) , 7. 27-7. 54 (7H, m) ; MS 
(FAB) m/ z 336 <M*+1); 7n**«ftt 

C 18 H 16 N 4 0 3 Otf-JMI (%) C, 64. 28; 

H, 4. 79;N, 16. 66, Wfcm. (%) C, 

64. 02 ; H, 4. 93 ; N, 1 6. 6 1. 
[0387] (Z) -N- ( 3- (2- (4-x^ny 

^-2-f-TVU^) xf-Ji/1/) 7x-;P) - 3- 
(2- (4-/h^y<yy» -2H-xh7V'-^ 

-5-^;l/) i/y-^ATS 

3- ( 2- (2-^yy'f-T N /-;u) X^-x;iv) T-D 
yfc (Z) - 3- (2 - (4-^h^r^y>-» -2 

h— r t- ^v-iv- 5-4 tv) mmzmmm 1 o 3 0 

Xgl fcFHNc&IU (Z) -N- ( 3- (2- (4 
-i/^o7 r f-;u-2-f-ryU;i^) 3-^—)V) 7x- 

)V) -3- (2- (4-^h^f^O-^) -2H-f 
h7 V-;U- 5 - >f ;U) yyfAT S H $r^Hfe?fi«a 

NMR (400MHz, CDC 1 3 ) dppm 1.8 
9-2. 4 1 (6H, m) , 3. 70 ( 1H, 
m) , 3. 76 (3H, s) , 5. 74 (2H, 
s) , 6. 74 (1H, s) , 6.82(2 
H, d) , 6. 96 (1H, s) , 7. 2 7— 
7.40 (9H, m) , 7. 55 ( 1H, d) , 
7. 76 (1H, s) , 7. 96 ( 1H, s) . 
[0388] (IS7) (Z)-N-(3-(2- 
(4-i'?v7j-J\s-2-i-TY0>l') xf-^/U) 7i 
x;U) -3- ( 1 H-Th^V-)V-5-4)V) Wsf 

(Z) -N- (3- (2- (4-y^n7"t^-2-f 
TVUA') Xf-x;U) 7xX;U) -3- (2 - (4-* 
h*^<yx;i/) -2H— Fb?V-;l'-5— (AO y 
y 7 5 K 1 tfXEg 5 fc RttC&I L . «B 

St£ 1 2 7-1 2 9*C (mgjyfSg : ?00*;1^A- 
n-A^-tf-y) ; NMR (400MHz, DMSO- 
d 6 ) Sppm 1. 85-2. 33 (6H, m) , 
3. 66 (1H, m) , 7. 14 ( 1H, s) , 

7. 30-7. 59 (8H, m) , 7.93(1 
H, s) , 1 0. 69 ( 1H, s ) ; MS (F 
AB) m/z 4 53 (M* +1 ) . 

[0389] [HS60U25] (E)-N-(3- 
(2- (4-y?n7'f;l'-2-f7/ l J^)xf- 

;U) 7xx/u) -2-7;M-n-3- ( lH-f 

-/U-5-4/U) 7o^y7; K : 
(Xgl) (E)-x^ 2-7;^D-3-(2 



- (4-y-h*y<yy» -2H-rb7y-;u-5 

2- (4-^h^fy"<.y-») -2H-rh5y-;U- 

5 -#/UA;Wrt H t h >Jxf-;P 2 -7;^D7 * 7 
StI!£0iM#iJ 1 2 4 OXg4 k IHtl^S L , ( E ) - 
x^ 2-7Wo-3-(2-(4-^hJf^> 
y» -2Vi-rVyY-lV-5-A)V) To^yTS 

NMR (400MHz, CDC 1 3 ) $ppm 1.1 

6 (3H, t) , 3. 80 ( 3H, s ) , 4. 
22 (2H, q) , 5. 70 (2H, s) , 

6. 73 ( 1H, d) , 6. 89 (2H, d) , 

7. 34 (2H, d) . 
[0390] (XS2) (E) -2-7/W3J-0-3- 
(2 - (4-^ b^fv^y^/U) -2H— r h5V-^ 

-5-4 )V) T9V)Vm<r>&&L 

xfriV (E) -2-7/M"0-3- (2- (4-7. b 

v iminmm 5 6 1 islands u . ( e ) - 2 - ?>i 

*o-3- (2- (4-^f^y^>y» - 2H-f 

Kj£ 65'C; IRvmaxcm-i 2952,284 
4, 2728, 261 6, 2532, 1 750; NM 
R (400MHz, CDC 1 3 ) dppm. 3.82 

(3H, s) , 5.77 (2H, s) , 6.9 
3 (2H, d) , 7. 00 ( 1 H, d) , 7.3 
8 (2H, d) ; 7C^«f€C 12 H n FN 4 0 3 <m\ 
JM(%) C, 51. 80 ; H, 3. 98; N, 
20. 14, Mim (%) C. 51. 92 ; H, 
4.09; N, 20. 22. 

[0391 ] (JM3 ) (E)-N-(3-(2- 

(4-y^oyf-;u-2-^-ryu^) xf--^) 7x 

-)V) -2-7)V*U-3- (2 - (4-^h^y^y 

^» -2H-fh5/-;i/-5-^;i/) ro^yrs 

3- (2- (2-<yyf-ry-;P) x^--;to rx«j 

yk (E) -2-7;P^D-3- (2- (4-yh^fv 
^yy';k) -2H-rh7y-^-5--<;y) 7*7 U/P 

mmmio3<?>jM\mmz%mL. (e)-n 

- o- (2- (4-i/^or^-2-^ryy;p) 

Xf-~;y) 7x-;W -2-7;^D-3- (2- (4 

-7^*y<yy'/P) -2H-f h7y-^-5-4 

NMR (400MHz, CDC 1 3 ) 5-ppm 1.9 
0-2. 4 2 (6H, m) , 3 . 70 ( 1 H, 
m) , 3. 80 (3H, s) , 5. 78 (2H, 
s) . 6. 90-7. 00 (4H, m) . 7. 
35-7. 4 1 (4H, m) , 7. 84 ( 1H. 
dt) , 7. 95 ( 1H, s ) , 11.74(1 
H, s) . 
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[0392] (IS4) (E)-N-(3-(2- 
{A-l/9uf^)V-2-^TV^)V) Xf-x/W) 7x 
-)V) -2-7/Mn-3- (lH-xh7V-^-5 

(E) -N- (3- (2- (4-i/?o7f-/P-2-f- 
rV'J^) xf-xju) 7z-;H -2-7/k*o-3- 
(2- -2H-rhyV'-lU 

-5-4 )V) ru^sTs-YzmminiMstmm. 

Rj£ 2 11-2 1 2-C (5&ft»*l : ?nn*^A- 
n-^ty) ; I Re max c nr 1 2212, 16 
72; NMR (400MHz, DMSO— d 6 ) dp 
P m 1. 84-2. 33 (6H, m) , 3. 67 
( 1H, m) , 7. 23 ( 1H, d) , 7.45 
—7. 54 (3H, m) , 7. 74 ( 1H, 
d) , 8. 07 (1H, s) , 11.14(1 
H, s ) ; MS (FAB) m/z 395 (M* + 
1) ; 7C*#*f«Ci 9 H 16 FN 6 OS • 1/2H 2 O 
<Dft*ffi(%) C, 56. 57; H.4.00; 
N, 20. 83, $l£ffi<%) C, 56. 37; 
H, 3. 87 ; N, 20. 67. 
[03933 [HMW126] (Z)-N-(3- 
(2 - (4-i'?CJ7'f-^-2-f-7Vy^) Xf-X 
;P) 7i-;i') -2-7;M-o-3- (iH-fh7/ 
-iv-5-4)V) y-uiyrs. Y : 

(Igl) (Z)-N-(3-(2-(4-^oy 
f-;l/-2-f-7VU;P) xf-x/p) 7i-;H -2-7 
;M"n-3- (2 - (4-^h^fy<yy/H -2H- 
xh7 s /-/l^-5-^^) 7n^y7$ h'W&tK 
HSfeflaj 1 2 5 WIS 3 T'Z - »tt*^^K L , ( Z ) - 
N- (3- (2- (4-^?07>A--2-^7V'J 
>W)xf-x/W) 7x-/l/) -2-7;^n-3- (2- 

(4-^h^rv-^y^) -2H-f-h5V-^-5- 

NMR (400MHz, CDC 1 3 ) Jppm 1.9 

2-2. 44 (6H, m) , 3.70 ( 1H, 

m) , 3. 81 (3H, s) , 5.75 (2H, 

s ) , 6. 9 1 (2H, d) , 6.97(1 
H, s) , 7. 35—7. 43 (4H, m) , 

7. 68 ( 1H, m) , 7. 87 ( 1H, d) , 

8. 1 0 ( 1H, m) . 

[0394] (IS2) (Z)-N-(3-(2- 
{4->-9u~rj-)l-2-1-TVV)V) X.1--)V) 7x 
-)V) -2-7/^P-3- ( 1 H-fh5V-^-5 

-4)V) ruKyrs. Y<ry&$L 

(Z) -N- (3- (2- (4-i^^n7f-;l/-2-f- 
7V'J;U) Xf-~;l/) 7x-yH -2-7/^o-3- 

(2- (4-y hdfv-OvVl/) -2H-fh7/-;l/ 
-5-^) rn^y75H*mtWl^ie5f:H« 



UU±U 2 5-1 2 8*C; 7Cfg#WffiC 19 H 16 FN 6 O 
S • 1/2 H, Om%m (%) C, 5 6.57; 
H, 4. 00 ; N, 20. 83, MMM (%) 
C, 56. 86; H, 4. 29; N, 20. 00. 
[0395] [HJ&S0IJ127] (E)-N-(3- 
(2- (4-^n7f-;U-2-^7V'J;U) xfz 
;P) 7i-/H -2-7/^0-3- (1H-- f b5V* 
-)V-5-A)V) -2-7r>7SK : 
(IS1) 1- (2- (4-y h^rv<y^» -2 
H— ?b9V— /U-5-' i)V) x.9S-jwy&& 
2- (A-XY^^WlV) -2H-tYJV—)\>- 

5 -*iW^l/ft F fc ^f^7/*y«?A7n 5 F ( 3 
MOX~r/WB8E) *Hffi«l 240lS2fc|5lSt^ 
St. 1- (2 - (4-*F*S^yi^) -2H-f 
F 5 V~)V - 5 - 4 iV ) x ? / . 

SL*6 1-62'C; NMR (4 00MHz, CDC 1 
3 ) Jppra 1 . 6 5 (3H, d) , 2.56 
( 1H, d) , 3. 80 (3H, s) , 5.1 

6 ( 1 H, m) , 5. 67 ( 2H, s ) , 6. 
89 (2H, dt) . 7. 34 (2H, dt) . 
[0396] (IS2) 2-7-fe^-A— 2- (4-^ 

F * s^y V)V) - 2 H -t F 5 V-n^tf 

1- (2- u-y F^i^yy'/P) -2H-rb7V 
-;l'-5— f;P) ;-)]s£9mMl2 4cr>xn3t 

mmzwmi. 2-rw-2-(4-^h^y 

i^) - 2 H -r h 7 V-^Sr#Jt. 

114 6 6— 6 7°C; I Rf max c nr 1 1718; 

NMR (400MHz, CDC1 3 ) 5ppm 2. 
74 (3H, s) , 3.80 (3H, s) , 
5. 77 (2H, s) , 6. 90 (2H, d) , 

7. 39 (2H, d) . 
[0397] (U£3) xf-^ (E)-2-7;M" 
D-3- (2- (4-^h^f^y^» -2H-rh 
9 5-4 IV) -2-7x yf?W-£jft 

2- 7-fe^-2- (4-^h^y\yy;H -2H- 

r f 7 v-z^hhm 1 2 5 wig 1 1 l . 

xfvl, (E) -2-77M-0-3- (2- (4--X F 
^yKy>J)V) -2H-Tb?Y-iV-5-4iV) -2 
-TxyKfciSttfti: LTftfc. 
NMR (400MHz, CDC 1 3 ) 5-ppm 1.0 
0 (3H, t) , 2. 17 (3H, d) , 3. 
80 (3H, s) , 4.04 (2H, q) , 
5. 70 (2H, s ) , 6. 90 (2H, d) , 

7. 36 (2H, d) . 
[03983 {IMA) (E) -2-7;M-u-3- 
(2- (4-y h^f^yv/P) -2H-f h5V-;u 

X^U (E) — 2 — 7/P^O— 3— (2- (4— -Xh 
*is<yi/)V) -2U-tY?Y-)V-5-4)V) -2 
-7*-ry»*IKt«l5 6fcH«fc:«SL. (E)-2- 
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7;kto-3- (2 - (4-Xh*>>Kyi;)U) -2H 

NMR (400MHz, CDC 1 3 ) dppm 2.3 
6 (3H, d) , 3.81 (3H, s) , 5. 
76 (2H, s) , 6. 93 (2H, d) , 
7.38 (2H, d) . 

[03991(185) (E)-N-(3-(2- 

(4-v^o^;p-2-f-ry"';;p) ?i 

x/W) -2-7/M-0-3- (2- U-.XMfv'O' 
^» -2H-rh5V-A'-5— i)V) -2-7f> 
7$b*tf)£j£ 

3 - (2 - (2-<yy^7V-;u) x^-xyP) T-'J 
yt (E) -2-7/M-0-3- (2- (4-*h^ 

-2H-7 x h7V-;w-5-^f;l^) Tr^R 

zmmio'snJMitmiMmL. (e) -n- 

(3- (2- (4->'^07'f-;l/-2-f-ryU^) X 
f--;U) 7x-;H -2-7;^o-3- (2- (4- 
.Xb^i^yaW -2W-tYvV-)V-5-A )V) 

NMR (400MHz, CDC1 3 ) 5ppm 1.8 

9-2. 39 (6H, m) , 3. 69 (1H, 

m) , 3. 78 (3H, s) , 5.74 (2H, 

s) , 6. 89 (2H, dt) . 7. 29- 
7.40 (4H, m) , 7. 59 ( 1H, d) , 

7. 81 (1H, s) , 9. 24 (1H, 
s) . 

[0400] (IS6) (E)-N-(3-(2- 
(4-v?n7W-2-f-77*l)/l') xf-x/H 7x 
x/p) -2-7;^o-3- (1H-- 

(E) -N- (3- (2- (4-y?n/f;l/-2-f 
TVU/U) x-f-;i^) 7i-/H -2-7;M"D-3- 
(2- (4-^h^fi/ / <.yy» -2H-f b5V— ;P 

MA 1 99— 200'C; IRumaxcnr 1 221 
6,1 672; NMR (4 00MHz, DMSO-d 
6 ) Sppm 1. 88—2. 27 (6H, m) , 
3. 66 (1H, m) , 7. 42-7. 47 (2 
H, m) . 7. 52 (1H, s) , 7. 68 

(1H, d) , 7. 93 (1H, s) , 10. 7 
4(1H, s) ; MS(FAB)m/z 409 

(M + +1) ;3C*#WttC t0 H 17 FN 8 OS • 3/4 
H 2 0<0ftgfil (%) C, 56.93; H, 4.4 

2 ; N , 19. 92, M%M (%) C, 57. 1 

3 ; H, 4. 1 8 ; N, 1 9. 80. 
[0401] CHtt0fl28] (E)-N-(3- 
(2- (4-^^07*f-;P-2-f-rVy^) Xf-- 

7i-;H -3- ( lH~f>9V-/l'-5— f 



-2-ro^.yrs H : 

(181) X^ (E) -3- (2- (4-^h^f 
i"<yi//l-) -2H-t YvV-)V-5-4)V) 77 U 

2- (4-^hdf^y^) -2H-fb7 > /-;H 
5 -^^A'ii^ft K t Y >J xf-;U 7 * 7 &K£HSg0iJ 
1 2 40lS4t|5]a^aL. x^;P (E)-3- 

(2- U-.Xb^^yiM') -2H-fh5V-^ 
-5-> f;U) 7?y/H8*4*fc. 
SS£36'C; NMR (400MHz, CDC 1 3 ) 5 
PPm 1 . 33 (3H, t) , 3. 80 (3H, 
s) , 4. 27 (2H, q) , 5.70(2 
H, s) , 6. 90 (2H, dt) , 7.35 

(2H, dt) , 7. 66 ( 1H, d) . 

[0402] (182) (E) -3- (2- (4-* 
h^isKyitfr) -2H-rh7V-;l'-5-'f;P) 7 

Xf-^ (E) -3- (2- (4-^h^fv<y^>) 
-2H-- fb7V-;l'-5->f^) 7^y>H8*»t0! 
5 6fcH«t«raL» (E) -3- (2- (4-*h* 
y^y^'/l/) _ 2 H-rh7 < /-;l/-5-'f;U) 7?U 

167 — 1 69^; IRt/max cm" 1 268 
8, 2268, 2556, 1 694; NMR(400 
MHz , C D C 1 3 ) Jppm 3. 80 (3H. 
s) , 5.71 (2H, s) , 6.90 (2H, 
d) , 7. 36 (2H, dt) , 7.76(1 
H, d) ; MS(FAB)m/z 261 (M* 
+ 1) ; 7G*#WttC i2 H 12 N 4 0 3 

C, 55. 38 ; H, 4. 65 ; N, 21. 5 
3, (%) C, 55. 34 ; H, 4. 70 ; 

N, 2 1. 63. 
[0403] (183) (E)-N-(3-(2- 
(4->-^P7f-;P-2-f-77'J;l') Xf-x/U) 7x 
x/U) -3- (2- (4-^hJfy^yy» -2H- 
Th7Y-rU-5-4)U) -2-7n^y7 5H^fiS 
(E) -3- (2- (4-*h*v'<.>"> ;: A') -2H- 
f b7 v /-/l'- 5 —-i )U) T?VJUmt3- (2- (4 
-S^n7*f-;P-2-^7V>JA) 7-yy*n»wi 
0 3<7)XSli:H«fc«yiU (E)-N-(3-(2 
- (4-x^n7f-;l/-2-f-7VU;U) xfx/p) 7 
- 3- (2- (4-^h^Ky>J)V) -2H 
-rh5V-;U-5-'f ;P) -2-7Q^.>75 h'£$ 

NMR (400MHz, CDC 1 3 ) dppm 1.9 
4-2. 36 (6H, m) , 3. 70 ( 1 H, 
m) , 3. 81 (3H, s) , 5. 7 1 (2H, 
s) , 6. 96 ( 1H, s ) , 7.14(2 
H. d) , 7. 34 (4H, m) , 7.40 
( 1H, m) , 7. 77 ( 1H, d) , 7. 83 
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(1H, s). 

[0404] (IS4) (E)-N-(3-(2- 
(4-v-^o7'f-;l/-2-f-TV'J;W) xf-x/U) 7i 
x/H -3- ( lH-Th?y-l\s-5-4>U) -2- 

(E) -N- (3- (2- (4-y?o/f;k-2-f 
7V»J;I/)X^/U) 7x^) -3- (2- (4--X 
h^rv^yi^) -2H-rh7^/-^-5— <)V) - 

2 - T-tK^r S H Sr^lWJ 1 <0XS 5 RKfc&l 

MM >3Q0°C; IRvmax cm-i 2212,1 
674; NMR (400MHz, CDC 1 3 ) Spp 
m 1 . 84-2. 3 1 (6H. m) , 3.67 
(1H. m) , 7. 30-7. 59 (5H, 
m) , 7. 7 1 ( 1H, d) , 8. 09 ( 1 H, 
s ) , 1 0. 7 5 ( 1H, s ) ; MS (FA 
B)m/z 377 (M + +1); 7cS^«f€C 19 
H 16 N 6 OS - 1/2H 2 O0fflSM(%) C, 5 
9.21; H.4.45; N, 21.80, 8!l5£ 
ffl (%) C. 59. 03 ; H, 4. 29 ; N, 2 
1. 66. 

[04 0 5] [HWJ129] N-(3-(2-(4 
-i/9u^f-)V-2-^TV x ))V) xf-x/p) 7x- 

-2- (lH-fh7V-;P-5-> f;U) -1 -y 
7w<yT>- 1 5 F : 

(XSD xf-n^ 2- (2- U-.xi^i^yy' 
;p) -2H—f> 5 — -i-s^q* 

yf-y- 1 h 
xf-;U 2-yT/-l-y;o^>fy-l-W 
*5^-b*##W2 0fcFi«fc*raU xf-/W 2- 

(2 - (4-*h*i"0'i<'» -2H-fb5/-;P 

NMR (400MHz, CDC1 3 ) Jppm 1. 1 

3 (3H, t) , 2.05 (2H, q) , 2. 
85 (2H, t) , 2. 96 (2H, t) , 

3. 79 (3H, s) , 4. 1 5 (2H, q) , 
5. 68 (2H, s) , 6.86 (2H, d) , 
7,32 (2H, d) . 
[0406] (XS2) 2-(2-(4-^b^fv^ 
yy/H -2H-TV7Y-IV-5-4 >V) - \-zs9 

o^yfv- 1 -&Mf>W0>&& 

X.^)V 2- (2- (4-* h4f-a/*0'5//U) -2H- 
Th5*/—A'-5-4A>) -l-y?n^yf>-l- 

(2- U-^h^i^yi^) -2H-xh5V-;P 
-5— f;U) -l-y^n^yfy-l-M*^ 

lL-51 0 6-1 0 8*C ; NMR ( 4 0 0MH z , CD 
C 1 3 ) 5ppm 1. 99 (2H, q) , 2.9 



3-3. 03 (2H, m) , 3.10-3.33 
(2H, m) , 3.80 (3H, s) , 5.7 
1 (2H, s) , 6. 9 1 (2H, d) , 7,3 
7 (2H, d) ; 7C*a*ftfCi 5 H 16 N 4 0 3 <m% 
fM. (%) C, 59. 99 ; H, 5. 37 ; N, 1 
8.6 6, Mfem (%) C, 5 9. 69 ; H, 5. 
37 ; N, 18. 1 9. 

[0407] (XS3) N— (3— (2— (4 — is? 
v7?>\s-2-j-7YV>l<) xf-x;V) 7i-;W -2 

- (2- (4-^h^^yvVW) -2H-rh7V'- 
;l—5— ' -l-y?n^fy-l-^m 

2- (2- (4-^b^fv^y^» -2H~fb5V 
-)V-5-4)V) -l-y?DWfy-l-*M 
>Wtk3- (2- (4-^^ny^-2-^-TVU 
;W) x^x/W) 7-1) y£Hfife#Jl 0 3WXS1 
fc*SlU N- (3- (2- (4-y?n7-f^-2- 
■f-TV'J^) Xf-x;l/) 7i^K -2- (2- (4- 
* f*S"<y v/H -2H-f-f^V-^-5--f;k) 
- 1 -y?n^yfy- 1 F£$Hfe?fc 

NMR (400MHz, CDC 1 3 ) 5-ppm 1.8 
—2. 11 (2H, m) , 2.28-2.41(4 
H, m) , 3. 08 (2H, t) , 3.16 

(2H, t) , 3. 68 (1H, m) , 3.7 
9 (3H, s) , 5. 76 (2H, s) , 6.9 
0 (2H, d) , 6. 95 ( 1H, s ) , 7, 
29-7. 33 (2H, m) , 7.37 (2H, 
d) , 7. 78-7. 81 (1H, m) , 7.9 
6 (1H, s) , 11.58 (1H, s) . 

[0408] (XS4) N— (3— (2— (4—i/9 
u7*)V-2-+7YV)V) xf-x/i/) 7i^/H -2 

- ( l H-rh5V-;u-5— OP) -l-^Q^v 
•fy- i -^n^-tf-s K4>6Jft 

N- (3- (2- (4-^^OT r f-^-2-^-TVU 
;>) Xf-X/P) 7i-;K -2- (2 - (4-^h^fi^ 

<yy/H -2H-- rb9V-;w-5— -l-v 
?n^y-f y- l -#/M«f1fS H*SKtWl<0IS5 

MM. 1 86— 1 89'C (de c omp. ) ; NMR 
(400MHz, DMSO-d 6 ) Sppm 1. 81 
-2. 09 (2H, m) , 2.21-2.28(4 
H, m) , 2. 94-2. 9 9 (4H, m) , 
3. 67 ( 1H, m) , 7. 38 ( 1H, d) , 

7. 44 (1H, t) , 7. 53 (1H, s) , 
7. 67 ( 1H, d) , 8. 02 ( 1H, 

s ) , 1 0. 46 ( 1H, s ) , 7. 30-7. 
59 (5H, m) , 7.71 (1H, d) , 

8. 09 ( 1H, s ) , 10. 75 ( 1H, s) ; 

7aMHfrfic 12 H, 0 N 8 os- i/4H 2 om&m 
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(%) C, 62. 76 ; H, 4. 9 1 ; N, 1 
9. 96, aiSSffi (%) C, 62. 56 ; H, 
5.04; N, 1 9. 53. 
[04 09] [HM01J13O] (E,E)-N-(3 

- (2 - (4-4 y7*nhVl^-2-f-ry'U^) xf-x 
;W) 7i-;H -5- ( 1H— f b5V-;u-5— f 
;l/)-2, 4-^y^^x-tSb* : 

CDgl) (E, E) — N— (3— (2 — (4 — 4V 
7 , ohVP-2-^TV , J^) x^-;P) 7i-;H -5 

- (2 - (4-.X h^-v^yv/U) -2H-rh5V- 
)V-5-4)V) - 2, 4-^y^y'xf$H^ 
##0IJ 1 7 fc Htt£*Qa LTftfcftfc 3- (2- (4- 
4VTWV-2~fTW)V) xf-~;P) 

(E, E) -5- (2 - (4-^b d fy<yy'il/) -2 
U-TVyV-iV-5-4)V) -2, 4-^.y^y'x-?- 
5H^^JfiWl0 3OIgltl5)«^at, (E, 
E) -N- (3- (2- (4-' f 
y*»;;P) Xf-X/P) 7x-;l/) -5- (2- (4-^b 

2, 4-'<y^> ; x^=H2:#^. 
M£ 150— 151*C; I Rt/ max cm" 1 221 
2, 1 678; NMRUOOMHz, CDC1 3 ) 
dppm 1.35 (6H, d) , 3.15(1 
H, m) , 3. 80 (3H, s) , 5.69 

(2H, s) , 6. 90 (2H, d ) . 6.9 
4 (1H, s) , 6. 95 (1H, d) , 7. 
18-7. 68 (8H. m) , 7. 79 (1H, 
br s ) ; MS (FAB) m/z 511 (M* + 
1) ; 7C*fr#HIC 28 H 26 N 6 O 2 S<0lt»fi(%) 

C, 65. 86 ; H, 5. 1 3 ; N, 1 6. 4 
6, aOSffl (%) C, 6 5. 60 ; H, 5. 1 
0 ; N, 16. 72. 

[0410] (IS2) (E, E) -N- (3- (2 

- (4— f f-TVU^) Xf--;W 7 

-5- ( 1H-t^7V-^-5-W;U) - 
2, 4-^>^v ? x-^5H<0^j£ 
(E, E) -N- (3 - (2 - (4 — f V7at;l/-2 
-f-TVU/P) xfx;p) 7i-;H -5 - (2- (4 
-^h^r^y>->) -2U-TVyV-)V-5-4 
)V) - 2. 4-^y*^x^5Kft5Sftmtf>Ig5fc: 
PB*tc«BffiL, *®fcft**fc. 

2 1 2-2 1 4*c mm&m ■. ^oo^a- 

^^7-;l/) ; NMR (400MHz, DMSO-d 
6 ) Sppm 1 . 27 (6H, d) , 3.08 
( 1H, m) , 6. 54 ( 1H, d) , 7.2 
2 ( 1 H. d) , 7. 36-7. 54 ( 5H, 
m) , 7. 69 ( 1 H, d) . 8. 07 ( 1 H, 
s ) , 1 0 . 4 6 ( 1 H , s ) ; 7SR4WrfiC 
20 H 18 N 6 OSOfttHI (%) C, 61. 52; 
H, 4. 6 5 ; N, 2 1. 5 2, (%) 



C, 6 1 - 50 ; H, 4. 73 ; N, 2 1 . 52. 
[041 1] [HSfeW 1 3 1 ] 3-(2-(4-5^ 
D/f/H 2-f-ry*U;P) xf--/u) <yy-f 1 

(Igl) 5- (3-4^K<yy*'f/U) -1- (4 
-*Y*i/<V s J)V) -lH-rh7 x /-;Uc7>^^ 
3-4^F-N-^hdfv-N-^f-;KyXTS H5 
82mgWl- (4-*Y*i/<V : J)V) -lH-f 
h7V-^380mgtTHF 1 0m IRVN, N' - 
Th^^f-^xf-lxy^Tiyiml SrjDi.. SfPT- 
7 8WJ f"7i» ^^^Iw^vK ( 1 M<DT 

HF®m 2ml*. 5#|S|ftgLTSrFLfc. rasa 
ft, 3fcfci^B^3 0#*tfU:tft. t&w&fbTy^ 

x^Al Om 1 m&ZMLti, EJ5»ft»»x 

^•c-ttajt. »aj»ft«30A«*-c«fe»a, mttb 

'J*>AT«iUfc. m^ftSSLTfl'oiiS^SftxU 
*^H^5A?n7h/77^- (?§#$: n 
: SiXfyN 5:1) TMRU 5 - ( 3 

— f*F<yy>f;i') - l- (4-^h^f>"<.y>'» 

-lH-rh5V-^ft»fe. 

^,&86-89*C; NMR ( 4 0 OMH z . CDC 1 

3 ) 5ppm 3.76 (3H, s) , 5. 88 

(2H, s) , 6. 83-6. 85 (2H, m) , 
7. 27 ( 1H, t) , 7. 34-7. 37 (2 
H, m) , 8. 00 ( 1H, d) , 8.4 1 

(1H, d) , 8. 67 (1H, s) . 

[0412] (IS2) 5- ( 3- (2- {4->7 
n7^-/l— 2-f-7V"lW *yy>f*) - 

1- (4-Xh*>'<y : J>V) -lH-fb7/-^ 

5- (3->f^H<yV>f;P) -1- (4-*b*i"< 
y^'/P) -lH-f hy7~)Ut3- (2- (4-^? 
07*f-;U-2-^TV'J^) x^x/P) 7->)>*mW. 

mi^>xm4tmmizmmL. 5- (3- (2- u- 

)V) -1- (4-^Y^^y'JlV) -lH-xh^V 

-*ft*§*:. 

HUS8 3 — 86°C; NMR ( 4 0 0 MH z , C DC 1 
3 ) Sppm 1 . 9 2-2. 4 0 ( 6H, m) , 
3. 66-3. 76 ( 1H, m) , 3.76(3 
H, s) , 5. 90 (2H, s) , 6. 83- 

6. 86 ( 2H, m) , 6. 99 ( 1 H, s ) , 

7. 35-7. 37 (2H, m) , 7.55(1 
H, t) , 7. 87 ( 1H, d) , 8.42 

( 1H, d) , 8. 59 ( 1 H, s ) . 

[0413] CDS 3) 3- (2- (A-is9u7+ 

A'-2~ s hTfViV) xf-x/p) ^yV4;P-lH-r 

5 - (3 - (2 - (4-i/?D7*f-/l'-2-^rVU 
;l/) xf-x;i/) Ky*/4fr) - l- (4-XY^^Ky 
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^)-ih-t> yY-)^mmm i oxg 5 1 mm 

H£ 19 1-1 9 6'C (decomp. ) (fi&iHg 
^5 : ^nn*;UA-n-^-9"y) ; IR^maxcm 
-> 3 1 12,3088,2944,2220,1 66 
8,1 596,1 504; NMR ( 4 0 OMH z , D 
MSO-de ) fippm 1. 85—2. 32 (6H, 
m) , 3. 64-3. 7 2 ( 1H, m) , 7.5 

6 (1H, s) , 7.75 (1H. t) , 8. 

04 ( 1H, d) , 8. 44 ( 1H, d) , 

8. 64(1H, s) ; MS(EI)m/z 33 

5 (M + ) ; 7C*iWfttC I7 H, a N 6 OSTIUM 
(%) C, 60. 88 ; H, 3. 9 1 ; N, 20. 
88, Mm (%) C, 60. 6 1 ; H, 3. 9 
5 ; N, 20. 82. 

[04 14] [J1SS0U32] Xf-;l/ (E) -3- 
(3- (2- (4-^n^f-^-2— f-TVU/W) x 
f-x;U) 7x-;l/) -3- ( 1 H-fh7 % /-^-5- 

: 

(XS1) xf-;U (E) -3- (3- (2- (4- 
•/?oyfii/-2-f7 > / l J/K xf-^-yp) 7x-;W 
-3- (1- (A-XY*i"<->i')V) -lH-f b5 

y-;i/- 5-4 iv) ~Twwwy&$L 
5- (3- (2- ( 4 -i/?n7*f-/P- 2 -*7V>J 
;p) xf--^) ^yy>f;io -1- (4-* h^f-s^y 
i^P) -lH-fh vV-)Vb V >Jxf-;P 7 4-7. 7 * 
/B»£3SflS0!l 2 4C9Xe4fcR«fc«UlU xf-;P 
<E) -3- ( 3- (2- (4-v-?a7*f-;U-2- 
f-TVU^) xf--^) 7i-;K -3- (1- (4- 

y-y^i/Kvitiv) -iu-tV7Y-)V-5-4iv) 

NMR (400MHz, CDC 1 3 ) dppm 1.1 
5 (3H, t) , 1. 84-2. 39 (6H, 
m) , 3. 65-3. 73 ( 1H, m) , 3.7 
5 (3H, s) , 4. 1 2 (2H, q) , 5. 

07 (2H, s) , 6. 67 (1H, s) , 
6. 7 7-6. 82 (2H, m) , 6.99(1 
H, s) , 7. 19 (1H, d) , 7. 32 
(1H, s) , 7. 38 ( 1H, t) , 7. 64 
(1H, d). 

[0415] (XS2) x^;P (E)-3-(3- 
(2- (4-^oy^-2-^7VU^) Xf-x 
;k) 7i^K -3 - (1H— rh5V-/l'-5— f 

X^-;P (E) -3- (3- (2- (4-^07*f-;l/ 
-2—fryU^) x^--;l^) 7z-;H -3- ( 1- 
(4-^hJfv'sy^) - 1 H-Tb7V*-^-5- 

mm®*:. 

m& 1 2 2-1 2 atc muakim ■ ^oo^a- 



; I Rj/max cm-i 22 16, 17 
24; NMR (400MHz, CDC 1 3 ) 5ppm 

1. 10 (3H, t) , 1. 86-2. 37 (6 
H, m) , 3. 58—3. 67 (1H, m) , 
4. 07 (2H, q) , 6. 98 (1H, s) , 

7. 23 ( 1H, s) , 7. 30-7. 44 (4 
H, m) ; MS(EI)m/z 405 (M + ); 

7cfR#*rffic 21 H l9 N 5 o 2 smm (%) C, 

62.21; H, 4. 72 ; N, 17. 27, M 
£tt {%) C, 62. 06 ; H, 4. 66 ; N, 
17. 02. 

[0416] [HS60U33] 3-(3-(2-(4 
-^07*^-2-^TVU;U) X^--;P) 7xX 
/P) -3- (lH-ff7/-/l'-5->f;l')7*D^ 
R:Xf^ (E) -3- (3- (2- (4-^707* 
f;l/-2-f7 , / i J^) xf-x^) 7i-;H -3- 

( lH-rb7V'-;W-5— -f/V) 7n^y|t^lSM 

Muft >3 0 0*C df&Ajgjg ■ y*on*/PA-x?7 
-)V) ; IR^max cm" 1 2 2 18, 1 707, 1 
629; NMR (4 00MHz, DMSO-d 6 ) d 
PPm 1 . 88— 2. 33 (6H, m) , 3.6 
4 — 3. 68 ( 1H, m) , 6. 99 ( 1H, 
s) , 7. 43 (1H, d) , 7. 52 (1H, 

t ) , 7. 52 ( 1H, s ) , 7.61(1 
H, s ) , 7. 70 ( 1 H, d) ; MS (FA 
B)m/z 378(M t +l); t3I?##HIC 19 H 
15 N 5 0 2 SOft&m. (%) C.60.46; H, 
4. 01 ; N, 18. 56, SlJgffl (%) C, 6 
0.52; H, 4. 1 5 ; N, 18. 6 5. 
[0417] [30109134] (E)-3-(3- 
(2 - (4-i/7n7'f;H2-f7/ l J;l') xfz 
;K7x-;K-3- (lH-f h7/-^-5-^ 

(IS1) (E) — 3— (3- (2- (4 -y?o7 
f-^-2-f-TVU;P) xfx;U) 7x-;H -3- 

(1- (4-.XMF5<"O5tt0 -1H-- rhyY-Jl 
-5-4)V) T7Vv-hVA>cr>-&&L 
5- (3- (2- (4-v-^o7^-2-f-rV''J 
/P) xfx;k) KW4)V) -1 - (4-* h*v<y 
y/l^) -lH-fb7/-;PkyXf;l- yT/^f/l' 
7*X7*yK£Hj&fe0U 2 4tf)Ig4fcB*fc:«!« 
U (E) -3- (3- (2- (4-^7 07-^-2 
-f-TVU/l^) XJ--JU) 7xX;P) - 3- (1- (4 
-^h^r^y^P) -1H— r h 77-^-5 -4 

NMR (4 00MHz , CDC 1 3 ) 5-ppm 1.9 
2-2. 4 0 (6H, m) , 3.70-3.76 (1 
H, m) , 3. 76 (3H, s) , 5. 08 
(2H, s) , 6. 14 (1H, s) , 6.6 
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2-6. 79 (4H, m) , 7. 00 ( 1H, 
s) , 7. 4 0-7. 42 (2H, m) . 7.5 
1 (1H. t) , 7.75 (1H, d) . 
[0418] (TM2) (E)-3-(3-(2- 
(4-v-^o7"f-^-2-f-Tyj^) xf-x/U) 7x 
x/M -3- ( 1 U-T\>yV-)V-5-4)V) 7? 'J 

(E) -3- (3- (2- (4-^?o:/f-/l— 2-f- 
TYU^) xf^) 7i-/H - 3- ( 1- (4-7 
hify^yy^) -1H— rY^/~)V-5-A)V) 7 

y;i/£mt0! i <oig5 1 hswcjibiu * 

US 17 9-18 2^ (dec om P . ) (HiSS^ 
$ : ^on*;l/A-x^y-;l/-n-^-9-y) ; I 
Rvmax cirr 1 2220: NMR ( 4 0 OMH z , 
DMSO-d 6 ) dppm 1. 83 — 2. 32 (6 
H, m) , 3. 6 2-3. 7 1 ( 1H, m) , 

6. 93 ( 1H, s) , 7. 54 ( 1H. s ) , 
7. 43 ( 1H, d) , 7. 52 ( 1H, 

t) , 7. 52 (1H, s) . 7. 66 ( 1H, 
t) , 7. 71 (1H, d) , 7. 85 (1 
H, d) , 7. 88 (1H, s) ; MS (FA 
B)m/z359(M* +1); 7cS##fffiC 19 H 
14 N 6 SOttfttt (%) C, 62. 88; H, 4. 
03 ; N. 23. 16, Jil^ffl (%) C, 62. 
88 ; H, 4. 02 ; N, 23. 1 3. 
[0419] [SHfcWl35] 3-(2-(4-v? 
Q^;^-2-f-7VU;U) Xf-X>W) 7x.-l\s) 75 

y-iH-rh5y-;i/: 

(IS1) 5- (3-'f*H7x-;l') 757-1- 
(A-tY^^V&V) -lH-fb7V-/k & 
tf, 5- (3--f ^h'7xx;>) 757-2- (4-7 
f^S/OS^) -2H-r h^V-^^^ 
5- (3— f^K7x-/H 757-1 H-Th^V- 
;P*Hit0llwX83kPltttcJBlU, 5- (3— 4* 
H7i-;H 75 7-1- (4-^h#^>^) - 
lH-fh?V-7K 5-(3-^H7x- 
;U) 757-2- (4-7^^0-^) -2H-T 

Hj£1 38-1 39°C; NMR (4 0 0MHz , CD 
C 1 3 ) dppm 3.81 (3H, s) , 5.6 

1 (2H, s) , 6. 86 (1H, s) , 6. 9 

2 (2H, d) , 7. 03 (1H, t) , 7. 

3 1 ( 1H, dd) , 7. 37 (1H, dd) . 

7. 38 (2H, d) , 7. 83 ( 1H, t ) . 
[0420] COM2) 5- (3- (2- (4-5/? 

ny-?-/u-2-?-7yy;i') xf-x/io 7i-;H 75 
7-1- (4-^f^v-^y^u) -l H-rh^y- 

10 5-(3-(2-(4-^n/f^-2- 
f-ryU^) Xf-xvP) 7i-;H 757-2- (4- 



7 h^r &V) -2H-fh ^y-zuo^ 

v-)Vkmwm i <oi^4 1 nmzvm i > 5 - ( 3 - 
(2 - (4-i/?oyf-;u-2-f-ryu^) x^-- 

7i-/H 75/- 1- (4-7^^7^) 
-1H— fYff-)V, Mf 5- (3- (2- (4- 
^^ny^-;U-2-f-7yy^) xfx;i/) 7i-;H 
757-2- (4-/ h^f^y^P) -2H-rh7 
y-;P£?iMJ: LTftfc. 

NMR (400MHz, CDC 1 3 ) 5ppm 1.9 
0-2. 50 (6H, m) , 3. 60-3. 70 (1 
H, m) , 3. 80 (3H, s ) , 5. 64 
(2H, s) . 6. 9 1 (2H, d) , 6.9 

6 ( 1H, s ) , 7. 1 6 ( 1H, s ) , 7. 
21 (1H, dd) , 7. 32 (1H, t) . 
7. 39 ( 2H, d) , 7. 43 ( 1H, d 
d) , 7. 7 1 ( 1 H, t) . 

[042 1 ] (IS3) 3- ( 2- (4-v7n7f- 
)V-2-+7VV)V) xf-xyW) 7i-*) 75 7-1 
H-f h7y-;U7)£j£ 

ue*>hi 2 -c&fcfc-sft* . ussw i oxs 5 b mm 

MsH 1 3 3-1 3 5*C (H&A$JK : ^D*W- 
X?/-;k) ; NMR (4 00MHz, DMSO-d 
6 )dppm 1. 80-2. 40 (6H, m) , 
3. 20-3. 40(1H, br s), 3.60 
-3. 80 ( 1H, m) , 7. 22 ( 1H, 
d) , 7. 42 (1H, t) , 7. 53 (1H, 
s)., 7. 86 ( 1H, s ) , 10.09(1 
H, s) ;MS(FAB)m/z 323 (M + + 
1) . 

[0422] [%MM 136] 5-(3-(2-(4 
-y7o7'f;l'-2-f7/ l J;H xf";K 7i7^f 
is) -lH-y-byY-Jl : 

5- (3— f*K7x^i/) -1- (4 
-7 t-*j"<y;/» -lH-ff5/-;l^&)£ 
5— -fitF-l- (4-^b^rv'<y>'» -lH-f 
h7y-;l-948g. 3-^^-^7x7-/1^74 lmg 
&tfttB*y9Al. 24gCDMF2 0m 1 £flB;t. 

7 ort-3 BHBJBPUi. RJGR£*2 0 0 m nca 

*^ffl^J*7A^n7h/77^- (MS: 7 
nnMA) -CflWKU 5- ( 3 — [^7x7*^) 
-1- (4-7h=*xO») -lH-rb^y-ZP 

NMR(400MHz. CDC1 3 ) Jppm 3. 8 
0 (3H, s) , 5. 37 ( 2H, s ) , 6. 
9 1-6. 87 (2H, m) , 7. 1 3 ( 1H, 
t) . 7. 30-7. 34 (3H, m) , 7.6 
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0 (1H, d) , 7. 64 (1H, s) . 
[0423] (XU2) 5- (3- (2- (A-is? 
nrf-;|/-2-f-rVJ;U) x^-x/t-) 7i^y) - 
1- (4-^hdf^y^W) l-H-fb7/-/K0 

5- (3— UK7x^-/) -1- (4-^h^v-^. 
y^>) -lH-f h5V-k4-^nr^-2- 
xf-^/H-rV-^^IUtW 1 <DIg4 PlSt^S 
U 5- (3- (2- (4-^?o7f-;|/-2-^7V 
U;l^) xf-x/U) 7i/^fy) -1- (4-^h^f^ 
y x> ) 1 - H -t b y Y-)UZffi%®i6imtok LT# 
fc. 

NMR (400MHz, CDC 1 3 ) J ppm 1.8 
9-2. 40(6H, m), 3.65 — 3.74(1 
H, m) , 3. 81 (3H. s) , 5.39 
(2H, s) , 6. 90—6. 92 (2H, 
m) , 6. 98 ( 1H, m) , 7. 3 2-7. 3 

4 (2H, m) , 7. 4 0 — 7, 44 (2H, 

m) , 7. 48-7. 50 ( 1H, m) , 7.5 
3 ( 1 H, s) . 

[04243 (IS3) 5- (3- (2- (4-v? 
orf-;w-2-^-TVU;P) xf-x/p) 7x/*^) - 

5 - (3- (2- (4-^?nr^/l— 2-^TV'y 
AO Xf^) 7i^y) -1- (4-^hdf^Ky 

l-H—fh7V-^Hife0iJl^XS5i:|iI« 

Nuft 1 6 1 - 1 6 3'C ( Uttftftft : y* on;ivl/A- 
n-A,^y) ; I Rt/ max cm- 1 2212; N 
MR(400MHz, DMSO-d 6 ) Jppml. 8 
3—2. 30 (6H, m) , 3. 63—3. 71 

(1H, m) , 7. 48-7. 58 (4H, m), 
7. 68 ( 1H, s ) ; MS (EI) m/z 3 
2 3 (M* ) ; 7C*#flrffiC 16 H 13 N 5 OS • 1/4 
H 2 OtfJtHMt (%) C, 58. 6 1 ; H, 4. 1 
5; N, 21. 36, USffi (%) C, 58.8 
5 ; H, 4. 1 0 ; N, 21. 32. 

[0425] [2MJSW137] 5-(3-(2-(3 

- (2 - ( 2 -f-rVJA') xf-x 
;l/) 7x-;H x^x/io 7i-;H - 1 H-fb?/ 

(IS1) 5- (3- (2- (3- (2- (4-5/? 
o7*?-;P- 2 -f-7V*'J AO xf-x^) 7i-;K xf- 
x/U) 7xXA0 -2 - ( 4 h* isly&fr) - 2 

5- ( 3-lf-^7x-^) -2- (4-*h=>fv< 
yy;H -2H-fN7/-M l-7*nt-3- (2 

- (4-v^oyf-;l—2-f-TV , J^) xf-x;U) < 

>-e>zmmm 1 01114 1 iimc^s u 5 - ( 3 - 

(2- (3- (2 - (4-y;o7 , f;l/-2-frVJ 



AO ifx;i/) 7i-;K xf-xAO 7i_;W -2- 
M-^h^fi^y^AO -2H-rh7V'-;USrj|fe 

NMR (400MHz, CDC 1 3 ) #Ppm 1.9 
0-2. 50 (6H, m) , 3. 60-3. 80 (1 
H, m) , 3. 8 1 (3H, s) , 5. 75 
(2H, s) , 6. 92 (2H, d) , 6.9 
8 ( 1H, m) , 7. 30-7. 40 ( 3H, 
m) , 7. 49 (1H, t) , 7. 50-7. 6 
0 (2H, m) , 7. 60 ( 1H, d) , 7. 
77 ( 1H, s) , 8. 1 2 ( 1H, d) , 8. 
32 ( 1H, s) . 

[0426] (IS2) 5- ( 3- (2- (3- (2 
- {4-i"7u7'1-)V-2-1-TV x ))V) Xf-X/W) 7 
xf-xAO 7x-;W - 1 H-fhJY-W 

5- (3- (2- (3- (2- (4-j/y-n7f-A— 2 
-f-7Vl»lO xf-xAO 7i-;K xf-xAO 7i- 
AO -2- U-^^^^'AO -2H-Th5V 
-4*38*0! 1 WXg 5 H«fc*SIU SBRfefe 

11* 106-1 08'C (decomp. ) (HftftS 
JSE: ^Dn*;l/A-n-A.df-)fy) ; NMR (400 
MHz, DMSO-d g ) <?ppm 1. 80—2. 4 
0 (6H, m) , 3. 60-3. 80 ( 1H, 
m) , 7. 70 ( 1 H. s) , 7. 74 ( 1H, 
t ) , 7. 60-7. 80 ( 3H, m) , 7. 
80 (1H, d) , 7. 90 (1H, s) , 
8. 1 1 ( 1H, d) , 8. 25 ( 1H, s) ; 

MS (FAB) m/z 408(M + +1); jcS 
##fffiC 2 ,H 17 N 5 S<0H#jI(%) C, 58. 2 
5 ; H, 3. 77 ; N, 1 2. 82, 
{%) C, 58. 5 1 ; H, 3. 52 ; N, 1 
2. 82. 

[0427] [HHM13 8] N-(lH-rf5V 
-A— 5 -/AO -4- ( (3- (2- (4-y^D7' 

^-2-f-ry;^) x^-xao 7x-;n ts/t. 

A-7*XA0 <yXT5 H : 

4- ( (3- (2- (4-^o7f-;k- 
2-^TV'JAO X^XAO 7x-;H 7*5 7*^7* 

(3 - (2 - (4-^^n7f-;U-2-f-rV'J/P) x 
f-XAO rx>;y2 9 3mS.t/f'J^y^Jg^^^> 
10ml fcjfflBU 4 -^oox;P7*xy^ / &#K2 

5 4 m g * jo£3»c 1 mmtm itz. mzseuz 1 nj§ 

LfcfcfufcfflShftfc 7 n o*A/A- n -^ftf 
y-C-SJg B B B L. 4 - ( (3 - (2 - (4-y?D7f;P 
-2-f-TVU^) xf-x;u) 7xXAO T57x;l/7 
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W& 21 3— 2 16'C (decomp. ) ; I Ru 
max cm" > 2216, 1704, 1602, 158 
0, 1 504, 1 338; NMRUOOMHz, D 
MSO-d 6 ) dppm 1. 89~2. 33 (6H, 

m) , 3. 64 ( 1H, m) , 7.2 1—7. 
24 ( 1H, m) , 7.3 1~7. 40 (3H, 
m) , 7. 54 ( 1H, s ) , 7. 90 ( 1 H, 

d) , 8. 10 (1H, d) , 10. 76 (1 
H, s) ; MS (FAB)m/z439 (M* + 
1) ;■ 7C**W*C t2 H 18 N 2 0 4 S 2 -H 2 Offg 
ft {%) C, 57. 88 ; H, 4. 42 ; N, 
6. 14, MMM (%) C, 58. 02 ; H, 
4.13; N, 5. 86. 

[0428] (IS2) N- ( 1 H-rb9V-;W- 
5-^,1,) -4- ( ( 3 - ( 2 - (4-y?n/f;H 

4- ( (3- (2- (4-v-^nyf-;U-2-^ryU 
/!✓) x^-x/p) 7i-;H T5yx;P7^-;W) SJft# 
Kt5-TSy-lH-rh7V'-/^, ^JgW8 6t 

Mt£ 2 03-2 06'C (dec omp. ) (UltftSf 
l^oot^A-a^y-ylz-n-Mty) ; I 
Rymax cm" 1 2216, 1 692, 1 588, 1 5 
48, 1504, 1406, 1338; NMR(40 
0MHz, DMSO-d 6 ) dppm 1. 83~2. 
33 (6H, m) , 3. 66 ( 1H, m) , 7. 
26 ( 1H, dt) , 7. 30~7. 39 (3H, 
m) , 7. 53 (1H, s) , 7. 96 (1H, 
d) , 8. 20 ( 1H, d) , 10.78(1 
H, s) , 1 2. 63 ( 1H, b r ) ; MS 

(FAB) m/ z 506 (M* +1): 7C*#f)T 
€C 23 H 29 N 7 0 3 S 2 ffftfl[ {%) C, 54. 6 
4; H, 3.78; N, 19.39, iJSffi 

(%) C, 54. 24 ; H, 3. 83 ; N, 1 
8. 98. 

[0429] [HS£0IJ139] N-(3-(2-(4 
-v^n7 , f-;U-2-^TV';;U) Xf--;U) -4- 

75 H : 

(IS1) N- (3->f*H7x-/I/) -4- (2- 
(4-*Mf5'OaM') -2H-rh7V-^-5- 

N- (3--f*K7x^;l/) -4- (lH-fb7V- 

lS3f:H«t:KHIL. N- (3-^K7x-/H - 
4- (2 - -2H-rh5V 
—/l — 5 — f /l^) <y*'yx;U7*yr5 h*£#fc. 

pm 1 3 9~ 1 4 o^c (mmmu ■ mtox+v 



y) ; NMR (400MHz, CDC 1 3 ) 5ppm 

3. 80 (3H, s) , 5.74 (2H, 
s) , 6. 73 (1H, s) , 6. 90 (2H, 
d) , 6. 95 ( 1H, t) , 7. 05~7. 
07 ( 1H, m) , 7.38 (2H, d) , 7. 
44~7. 46 (2H, m) , 7.86(2H, 
d) , 8. 23 (2H, d) ; MS (FAB) m 
/z 538 (M*+1); 7C**W«tC 21 H 18 I N 

6 0 8 Sif-JHS (%) C. 46.08: H, 3.3 
1 ; N, 1 2. 7 9, MMm (%) C, 4 6. 8 

7 ; H, 3. 67 ; N, 1 2. 1 5. 
[0430] (IS2) N- ( 3- (2- (4-s/? 

n7"f-;k-2-^-rV'J;l-) xf-x/W) 7x-/H -4 
- (2- (4-^h^^y^/W) -2H-rh7V- 

a>-*>-A)V) <y-*£yw7*y7$.\ ( <7)-&f$L 

N— (3-(*K7x^) -4- (2- (4-^b^f 

y-o-s^) -2H-rh5V-^-5— f/l^) ^y-tf 
yx;P7^yrs h' £: 4 - y-7 o 7*f-;p- 2 -xf-x;p 

f-rv-A' Srnss^ij i ^ig4 fc ftft&gui u n - 

(3 - ( 2 - (4-y^n7'f;H2-f7V' l J;l') X 
fx/1,) 7x-^) -4- (2 - (4-^h^^y^ 
/P) -2H-fhyV-)i>-5-4)V) Ky-eyxii? 

HjA 1 3 0-1 3 2*C (fHSASK : 9 no*/WA- 
n-A.df^y) ; IRi/max cm" 1 2216; NM 
RUOOMHz, CDC1 3 ) 5ppm 1. 88~ 
2. 40 (6H, m) , 3. 69 ( 1H, m) , 

3. 79 (3H, s) . 5.73 (2H, 
s) , 6. 80 ( 1H, br s) , 6. 89 
(2H, d) , 7. 00 (1H, s) , 7.1 
4 ( 1H, d) , 7. 21 (1H, t) , 7.2 
9 ( 1H, t) , 7. 32 ( 1H, d) , 7.3 

8 (2H, d) , 7. 84 (2H, d) , 8. 
19 (2H, d) ; MS (FAB)m/z 583 
(M + +1) ; 7CS##fffiC 30 H 26 N 6 0 3 S 2 H 

2 Oft»(l(-%) C.59.99; H, 4.70; 
N, 13. 99, $l£ffi(%) C, 59.91; 
H, 4. 3 7 ; N, 1 3. 88. 
[0431] (Ig3) N— ( 3 - ( 2 — ( A — y9 
u7^)V-2-f-TV*))l) xfx/l,) -A - ( 1H- 
Thy'/-)U-5-4tu) Ky-eyx)V7*y7$. Y<r> 

N- (3- (2 - (4-is7v71-Jl>-2-J-7YV 
IV) xf-XAO 7x-;H -4- (2- (4-Xh*is 
Kyi?)i>) -2H-TYyV-)i-5-4)V)<y*£y 

M& 17 2~17 5'C (decomp. ) (B*Sb h b?§ 
l:^DD*;l/A-n-Mty) ; IRvexcm 
- 1 22 1 6, 1 656, 1 602, 1 576, 1 53 
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8,1 352; NMR (4 00MHz. CDC 1 8 ) 
dppm 1 . 88—2. 4 0 (6H. m) , 3. 
69 ( 1H, m) , 3. 79 (3H, s) , 5. 
73 (2H, s) , 6. 80 (1H, br 
s) , 6. 89 (2H, d) , 7. 00 (1H, 
s) , 7. 1 4 ( 1H, d) , 7. 2 1 ( 1H, 
t) , 7. 29 (1H, t) , 7.32(1 
H, d) , 7. 38 (2H, d) , 7.84(2 
H, d) , 8.19 (2H, d) ; MS (FA 
B)m/z 463 (M* +1); 7E*#*HtC„ 
H 18 N 6 0 2 S 2 • 1/2H 2 OfWtt (%) C, 5 
6.04; H, 4. 06 ; N, 1 7. 82, H£{f 
(%) C, 56. 12 ; H, 3. 93 ; N, 1 7. 
94. 

[0432] [ft*Wl40] N-(4-(lH-f 
Y7Y-)V-5-4)V) -3- (2- (4-y?n7*f- 
2 -f-TVJ ;U) xf-- o-fe* * yr 

(IS1) N- (4- (2- (4-*b*v"vy>-* 
;U) -2H-f-b7V*-;P-5--f/P) 

N — (4- (lH-fh7/-/P-5-^;H -3-7' 

y-tr'y 7 7 * y r 5 Y ZWbW l £>i§ 3 fc 
H«fc*8IU N - (4 - (2- (4-^h*y<yy 
)V) -2H-ThyY-)U-5-^fiU) -3-/n^ 
y-t£yx;i/7:i-y7$ K 

It* 19 0-1 9 2°C (g&fi&S : WCJ-^VV- 
n-^fy) ; IRi/aax cm"' 1614, 15 
16,1348; NMR (400MHz, CDC 1 
3 ) Sppm 3.79 (3H, s) , 5.7 1 
(2H, s) , 6. 71 ( 1H, s) , 6.8 
9 (2H, d) , 7. 1 8 (2H, d) , 7. 
30 ( 1H, t ) , 7.37 (2H, d) , 

7. 67 (2H, d) , 7. 97 (1H, t) , 

8. 03(2H, d) ; MS(FAB)m/z 5 
01 [(M + + 2 ) + 1 ] . 499[(M + ) + 1 ] ; 

7cS*«ffflC 21 H 13 BrN 5 0 3 SH-ffffi(%) 
C, 50. 4 1 ; H, 3. 63 ; N, 14. 00, 
Wm. (%) C, 50. 73 ; H, 3. 87 ; 
N, 1 3. 99. 

[0433] (IS 2) N- (4- (2- (4-Xb 
*i/<>'J>U) -2H-- r h5V-flr-5-' UV) -3 
- 4 * K^y-fe'y X)l7 * v 7 5 Ktf>£jfc 
N- (4- (2- (4-^h^fv-^y^) -2H-T 

h7V-;P-5-^f^) - 3-7*0^ ytfyxo^ * 

y r s h tr^ss^i 1 9 cvxm 2 1 mmizwm I . N - 

(4- (2- (4-^bJfv'<.yy>) -2H-fh7 

V-;l/-5->f;P) -3--f*Ky^y^7*yr 
H£ 19 7-2 ore (S^ B H «: JS^f-i^y- 



n-^ify) ; IRi/max cm" 1 1614, 15 
16. 1348; NMR(400MHz, CDC 1 
3 ) Sppm 3.79 (3H, s) , 5.7 1 
(2H, s) , 6. 89 (2H, d) , 7.1 

5 (1H, t) , 7.17 <2H, d) , 7. 
37 (2H, d) , 7. 69 (2H, d) , 

7. 86 ( 1H, d) , 8. 03 (2H, d) , 

8. 16(2H, d) ; MS(EI)m/z 54 

7 <m + ) ; 7awwfffic 21 H 18 iN 8 o 3 smnm 

(%) C, 46. 08 ; H, 3. 3 1 ; N, 1 2. 7 

9. mmm (%) c, 46. 36 : h, 3. 4 

8 ; N, 1 2. 66. 

[0434] (H3) N- (4- (2- (4-^h 
* : s<y : JlV) -2H-r\-7V-)V-5-4)\s) -3 
- (2- (4-is7u7j->\s-2-j~T*/V)U) x^-x 

<y-t*y^./U7 * yr$ K?)-£j£ 
N— (4- (2- (A-XY^sOVlV) -2H-T 
5— J i)V) Y<V*£>X>Vy * 

>T 5 H k 4 -y7D7fyl/- 2 -xf - -^f-TV-^ 
*3Sil^lOItI4fcPJ*Wl!UIU N- (4- (2- 

(4->fJfy^yy;K -2H-r-h^V-^-5- 
■i)V) -3- (2 - (4-y^n7*^-2-f-TVU 
;p) xf-x/p) ^y-te'y7.^7*y7$ H**fe. 
K£ 16 7-16 9-C (Wig B E iM : ?nn*U- 
n-'v.df-ty) ; IRi/maxcm" 1 2216, 16 

14, 1 514, 1480, 1388, 1846; N 
MR(400MHz, C DC 1 3 ) Sppm 1. 89 
-2. 40 (6H, m) , 3. 72 ( 1H, 
m) , 3. 79 (3H, s) , 5. 70 (2H. 

s) , 6. 88 (2H. d) , 7.00(1 
H, s ) , 7. 07 ( 1H, s ) , 7.2 1 

(2H. d) , 7. 36 (2H, d) , 7.3 

9 (1H, t) , 7. 57 ( 1H, dt) , 
7. 72 (1H, dt) , 8. 03 (1H, 

t), 8. 03 (2H, d) ; MS ( FAB ) m 
/z 583 (M + +1); 7aWMffttC 80 H te N 

6 0 3 S 2 • 1/4H 2 Oftfftt (%) C, 6 1 . 3 
6 ; H, 4. 5 5 ; N, 14. 3 1 , WSM 
(%) C, 6 1. 2 1 ; H, 4. 49; N, 1 
4. 31. 

[0435] UDB4) N- (4- (lH-rb5V 
-/w-5--f;u) -3- (2- (4->'^07'f-;P-2 
-f-TVU/U) x-fx;u) <y-t£yx^7*y7$ h'<7) 

n— (4- (2- (4-^h^y^y^k) -2H-f 
h5V-;P-5— Y^) -3- ( 2- u-y?n7f- 
)V-2—f-TV^)V) X^-;P) <yHfyx;l/7^-yr 

s y *mm 1 wxs 5 1 nan^a t . 
fc. 

K£ 13 9-14 2'C(decomp. ) (5&fH§ 
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M : ^DD*;l/A-n-^fy) ; IR^max cm 
"> 2220; NMR (4 00MHz, DMSO-d 
6 ) dppm 1. 83—2. 34 (6H, m) , 
3. 67 (1H, m) , 7. 34 (2H, d ) , 

7. 57 (1H, s) , 7. 68 (1H, t) , 
7. 90 — 7. 94 (4H, m) , 8.06(1 

H, t) , 1 0. 87 ( 1H, s ) ; MS (F 
AB)m/z 463 <M + +1): 7C*ftffllC,t 

H, a N,.O t S 2 -H 2 OtW«(X) C, 54. 9 
9; H, 4. 1 9 ; N , 17. 14, $J5SI ( %) 

C, 54. 69 ; H, 3. 97 ; N, 1 7. 1 
8. 

[0436] [mmmi411 N-(3-<2-<4 
-x^07'f-;l/-2-f-T > / , J^) X^-~/y) 7i- 
;y) -4- ( 1 W- : fYyV-)V-5-4iV) OX7 
Sh" : 

(Igl) 4- (2- (A-XY*is<V : J)V) -2 
H-fb7 V-;U -5-4 A>) £,6#&0£-j£ 
x^;y 4-(2 - (4-^h^y'<yy;P)-2H- 
fh7 V-/y- 5 - 4 /y ) $JBL«K«Htt0l 5 6 1 |sj« 

4 - (2 - (4->b^fy^W -2H 
- r h 5 5-4 JU) £&fflt& »fc . 
NMR (400MHz, DMSO-d 6 ) 5ppm 
3.75 (3H, s) , 5. 94 (2H, s) , 

6. 96 (2H, d) , 7. 4 1 ( 2H, d) , 

8. 1 1 (2H, d) , 8.16 (2H, d) ; 

7G*#*rfcc 16 H 14 N« o 3 §mm(%) C, 6 

I. 93; H, 4. 55 ; N, 18. 06, ilSfi 
(%) C, 6 1 . 59 ; H, 4. 56 ; N, 1 

7. 80. 

[0437] (IS2) N- (3- (2- (4-v? 
n7*f-/U-2-f-TVy;U) X^-~;y) 7i-/K -4 
- (2 - (4-^b^^y^) -2H-fh7V- 

;y-5--f/y) <yXT5 

4- (2- (4-^Ky<yi/» -2H—fh7V 
-A'- 5-4 JU) £,ft#Ki 3 - (2- (4-y?a7 
^-2-f-TVU^) Xf-x/y) r-yyfcssstwi 
0 4^Ig2fcH«fc«iU N- (3- (2- (4- 

5/^orf-A'-2— f-rvyyu) xf-^y) 7i^k 

-4- (2- (4-^h^fy^yy» -2H-xb7 

V-;y- 5 - 4 /y ) ^yxr 5 F zm&fflfflib LT# 
fc. 

NMR (400MHz, CDC 1 3 ) 5ppm 1.8 
9-2. 41 (6H, m) , 3. 70 ( 1H, 
m) , 3. 80 (3H, s) , 5.76 (2H, 
s) , 6. 9 1 (2H, d) , 6.96(1 
H, s ) , 7. 38-7. 41 (4H, m) , 
7. 71-7. 75 (1H, br) , 7. 89 (1 
H, d) , 7. 97 (2H, d) . 8. 27 
(2H, d) ; MS (FAB) m/z 547 (M + 



+ 1) - 

[0438] (1^3) N-(3-(2-(4-^ 

n7"f-;l/-2-f-TVy;W) xf-x;y) ?xx;y) -4 

- ( 1 H-7-YyV-)V-5-4 )V) <yX7$ K<?>& 

N- (3- (2- (4-^05 r f'A'-2— f-TVy 
/y) Xf-x/y) ?x-)V) -4- (lH—fh^V-^ 

- 5 - 4 )V ) <yX7 $ K fcMtfll 1 WIS 5 fc RflUc 

Mat. as****:. 

2 2 5-2 2 7'C (W&Stim : ?nD*M- 
p<^y-^) ; NMR (4 00MHz, DMSO-d 
6 ) dppm 1 . 83-2. 3 5 (6H, m) , 
3. 68 ( 1H, m) , 7. 42 ( 1H. d) , 

7. 50 ( 1H, t ) , 7. 53 ( 1 H, 

s) , 7. 89 (1H, dd) , 8. 16 (1 
H, d) , 8. 1 9 (2H, d) , 8.23 
(2H, d) , 10. 58 (1H, br) ; MS 
(FAB)m/z 427 (M* +1); jiMfttf 
ffiC 23 H 18 N 6 OSft3£ffi(%) C, 64. 77; 
H, 4. 25 ; N, 1 9. 70, (%) C, 

64.64; H, 4. 33 ; N, 1 9. 47. 
[0439] C^WJ 14 2] N-(3-(2-(4 
-is?u71-)V-2-1-7W)V) x?-x;y) 7x- 
)V) -3- ( \ W-T\-yV-)V-5-4)V) KyX7 

(Igl) 3- (2- h^-i^yS^y) -2 

u-Thvv-)v-5-4)v) 3cmm<r>&&L 

Xf-A- 3- (2- (4-^h^fv<yv>) -2H- 
fh7 5 - 4 ;y ) £A#tt*ggttH 5 6 HS 

fcfcSU 3- (2- (4-^h^i/<y> ; ;P) -2H 
-x h 5 V-;y- 5-4 )V) XJMteftfc. 
NMR(400MHz, DMSO-d 6 ) Sppm 
3. 75 (3H, s) , 5. 92 (2H, s) , 
6.97 (2H, d) , 7.4 1 (2H, d) , 
7. 69 ( 1H, t ) , 8. 08 ( 1H, d) , 

8. 27 (1H, d) , 8. 58 (1H, 
s) . 

[0440] (IH2 ) N— (3— (2— (A—i/9 
v?1-)V-2-1-7Y»)V) xf-x/y) 7i-;H -3 

- (2- U-^hdf^y-v^) -2H-fb7V'- 
)V-5-4)V) OX7$ Ftf)£j£ 

3- (2- U-^h^r^y^y) -2H— rF^V 
-fr-5-4fr) 3c.ei#Kfc3- (2 - (4-y?D7 
f-;y-2— T-TVy/y) x^-x/y) r~y y^HltMi 
0 4tf)Ig2i:H«fc«UlU N- (3- (2- (4- 

i^^Q7'^y-2-^-rvy;y) xf-x/y) 7x-;n 

-3- (2- (4-^h^y^yy'W -2H— rF5 
V-;y- 5 -4/y) KyX7$ Ffcttfc. 
St*l 40 — 14 2'C ; NMR ( 4 0 OMH z , CD 
Cl 3 )5 PP m 1 . 92-2. 39 (6H, 
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m) , 3. 69 (1H, m) , 3. 80 (3H, 
s) . 5.75(2H, s), 6.91(2 
H, d) , 6. 95 ( 1 H, s ) , 7.3 5- 
7. 41 (4H, m) , 7. 61 (1H. t) , 
7. 73 (1H. m) , 7. 92 (1H, s) , 

8. 02 ( 1H. d) , 8. 07 ( 1H, 
s) , 8.31 (1H, d) , 8. 57 (1H, 
s) . 

[0441] <Ifi3) N- (3- (2- (4-v? 

D^f-^-2-f-ryj^) 71-/H -3 

- (lH-f h5V-A'-5-' f;k)<yX75FO^ 

N- (3 - (2- (4-^nrf-;W-2-^rV'J 

x^-x/U) 7x-;k) -3 - (2- (4-\XHf$" 
<yiS>U) -2H-f^7 , /-/^-5-^^)'<>'X7 
5 F fclUfcW 1 <OXn 5 fc HaMcJHIL . 

H>±".1 6 8 — 1 7 0'C ; NMR ( 4 0 0 MH z , DM 
SO-d 6 ) Sppml. 87 — 2. 31 (6H, 
m) , 3. 68 (1H, m) , 7. 42 (1H, 

d) , 7. 50 ( 1H, t) , 7.54(1 
H, s) , 7. 81 (1, d) . 8. 27 (1 
H, d) , 8. 65 (1H, s) , 10. 66 

(1H, s) ; 7C^^*fffiC 23 H 18 N 6 OS • 1/ 
4H 2 Oftgffi (%) C, 64. 10; H, 4.3 
3 ; N, 19. 5, Mm. (%) C, 63. 83 ; 
H, 4. 1 7 ; N, 1 9. 59. 

[0442] [*3tWl43] N-(3-(2-(4 
-^^07>;P-2-f-TV'J;l-) Xf-X^) 7i- 

no — n— (4- (2 - (4-^h^fv^.yv» Tb 

yV-)\>- 5 -A IV) KW4)V) ?V i/V : 
CPU) N— (3 — (2 — (4-^^07*^-2 
— T-TVUH') Xf-xyU) 7x-lH -N- (4 - (2 

- (4-^ hdr^<yv» fh7V-^- 5—010 
<yV4)V)7V*/y xf-/w xxtvi-<7)-£j& 

3- (2- U-.X^v^y^) -2H— fb9V 
-/(✓- 5 — -E&S&i: N- (4- (2- (4-^ 

>v ) 7 V isy xf-ju xx^rfrtmfoM l 0 4 
2fcH«£«yiU N- (3 - (2 - U-^nT"^ 
;l/-2— f-rVU^) Xf-x/P) 7i-;H -N- (4 

- (2 - (4-^t hJfi"<yy;H fh7/-/l'-5- 

tit LTfcfc. 

NMR (400MHz, CDC 1 3 ) dppm 1.3 
1 (3H, t) , 1. 88-2. 4 1 (6H. 
m) , 3. 68 ( 1H. m) , 3.78 (3H, 
s) , 4. 26 (2H, q) . 4.60(2 
H, s) . 5. 70 (2H, s) , 6.86- 
6.90 (2H, m) , 6. 96 ( 1H, s) , 



7. 1 1 ( 1H, d) , 7. 1 8 ( 1H, t) , 
7. 34-7. 38 (3H, m) . 7.44— 
7.46 ( 3H, m) , 7. 97 ( 1H, d) . 
[0443] (IS2) N- (3- (2- (4-x? 
o7*f-;u-2-f-rV'J;P) xf-x/i^) 7i-/K -N 
- (4- (2- (4-^h^f^y^) f h7/-^ 

N- (3- (2- (4-v^OT'^-2-^TVU 
)V) X.1--IV) 7i-;K -N- (4 - (2 - (4-* 

h^f^yy;H Th7V'-;p-5--^^) <yy4 

)V) Wi/V x^/P XXf/^IWI 5 6 fc [Siait 

MA 94-96"C; NMR ( 4 0 OMH z , DMS 
0-d 6 ) dppm 1. 83-2. 32 (6H, 
m) , 3. 65 (1H, m) , 3.73 (3H, 
s) , 4. 57 ( 2H, s ) , 5.88(2 
H, s) . 6.94 (2H, d) , 7. 22 
(1H. d) , 7. 31 (1H, t) , 7. 36 
(2H. d) , 7. 43-7. 47 (3H, 
m) . 7. 53 (1H. s) , 7.57 (1H, 
s) ,' 7. 92 (2H, d) , 12.96(1 
H, s ) . 

[0444] [HMIJ144] N-(3-(2-(4 
-i/?u7j-)l-2-J-TY ] J)\') xf-x^) 7i- 
/!✓) -N- (4- ( 1 H-rh7 x /-^-5-^;P) *C 

y V-f ;u ) y y >-y xf-/uxx r/i^ : 

N- (3- (2- (4-v-^07*f-;U-2-f-Ty i ; 
AO x^-x^) 7i-;H -N- (4- (2- (4-X 
b^i^Ky^U) fYyV-)V-5-4)V) KyYJ 

)V)yyi/y xi->i xxf/^»J i coxm 5 1 

WA 8 9 — 91*C; IR^maxcnr 1 2216, 
1746, 1 660 ; NMR (4 00MHz, DMSO 
-d 6 )5 P pm 1. 30 (3H, s) , 1. 83 
-2. 32 (6H, m) , 3. 66 (1H, 
m) , 4. 1 7 (2H, q) , 4. 6 7 (2H, 

s) , 7. 26 ( 1H, d) , 7.34(1 
H, t) , 7. 47 (1H, d) , 7. 52- 
7. 53 (3H, m) , 7.61 (1H, s) , 

7. 93 (2H, d) ; MS(FAB)m/z 
513 (M* +1 ) . 

[0445] [|gJtMl4 5] N-(3-(2-(4 
-^oyf-;P-2-f-ryU;U) xf-x;P) 7xX 
)V) -N- (4 - ( 1 H-T-byY-JV- 5~4)V) K 
yVA)V) 7Vi/y \ 

n- (3- (2- (4-y^nyf-;p-2-f-ryy 

)V) X^X/U) 7x-/H — N— (4- ( 1 H-fh5 

y-;u- 5—-i)V) < y y 4 /i- ) y y ^ y xf-;pxx 
■f^^nttw 5 6 k l . mmfewz. 

WA 1 3 5-1 3 8°C; IRj/max cm-i 221 
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6, 1 738, 1 656 ; NMR (400MHz, DM 
SO-d 6 ) dppm 1. 86-2. 33 (6H, 
m) , 3. 65 ( 1H, m) , 4.58 (2H, 
s) , 7. 26 (1H, d) , 7.33(1 
H, t) , 7. 46 ( 1H, d) , 7.52 
( 1H, s) , 7. 52 (2H, d) , 7.5 
9 ( 1H, s) , 7.93 (2H, d ) . 1 
2. 95(1H, s) ; MS(FAB)m/z 4 
8 5 ( M + + 1 ) . 

[0446] [3S»0|146] N-(3-(2-(4 
-\z9w7^r)\>-2—^rTW)V) Xf-x/l/) 7i- 
)V) -N-Xj-!l<-4- ( 1 H-fh7/-;l/-5- f 
/P) <yXT$ H : 

(XSl) N- (3- (2- (4-^^P^;U-2 
-f-ryj/t-) xf--/i/) 7i-;H -N-^f-;P-4 

- (2- (4-^h^^yS/>) -2H-rb7V- 

3- (2- (4-^o^;p-2— f-rvyn^) xf- 

x/U) -N-p<f-;U— 7-'Jyt4- (2- (4-^h 
Jfv^y^) -2H-rh5V-;P-5-W^) &g. 
#»£ISttm0 4«>:ffi2fcl^fc^U N- (3 

- (2 - (4-v^n7"f-/P-2-f-TVy;l/) if- 
JU) 7xX;P) -N-^^/l/-4- (2- (4~P< h^r 

i"<yi/7U) -2H-rh5V-^-5--f;P) OX 

NMR (400MHz, CDC 1 3 ) dppm 1.8 
8—2. 4 1 (6H, m) , 3. 5 1 (3H, 
s) , 3. 68 ( 1H, m) , 3. 78 (3H, 
s) , 5.69 (2H. s) , 6. 88 (2 
H, d) , 6. 96 (1H, s) , 6. 99 

(1H, d) , 7. 18 (1H, t) , 7. 34 
-7. 38 (4H, m) , 7. 4 1 (2H, 
d) , 7.97 (2H, d) . 

[0447] (Ig 2) N- (3- (2- (4-is? 
u-/j-tV-2-1-TYV)l') x-fx/W) 7i-)H — N 
-p<f-;l/-4- ( lH-f h^y-A'-S — f;U) 0 
XT 5 Ktf>£j£ 

N- (3- (2- (4-^^oXf-;P-2-f-7ry 
;U) x^-x;w) 7i^K -H-*+)V-4- (2- 
(4-^h^^y^/P) -2H-fN7/-^-5- 
4 ;l/ ) ^yXT 5 K ZmWl 1 *>Ig 5 fc m&tzwm 

BJL* 1 2 6-1 2 8°C (decomp. ) (ift£jyg 
I:7oo^A-n-Mty) ; IRi/max cm 
- 1 22 1 6,1 650; NMR(400MHz,D 
MSO-d 6 ) Jppm 1 . 83-2. 32 (6H, 
m) . 3. 42 (3H, s) . 3.66(1 
H, m) , 7. 28 ( 1 H, d) , 7. 34 ( 1 
H, t) , 7. 45 (1H, d) , 7. 53 
(1H, s) , 7. 53 (2H, d) , 7.6 



6 ( 1H, s) , 7. 9 1 ( 2H, d) ; MS 
(FAB)m/z 44 1 (M + +1) ; jtMMHB. 

C 24 H 20 N 6 OS • l/4Hj Off-gffi (%) C, 6 

4. 77; H, 4. 64 ; N, 18. 88. jH£ffi 
(%) C, 64. 98 ; H, 4. 75 ; N, 1 

9. 04. 

[0448] [ggftftl 147] N- ( 3 - ( 2 - ( 4 
-i / ?xi-f+)V-2-1rTVV)V) Xf-X;l«) 7xX 
;P) -4- (2-^^-rh9V-;P-5— f;P)< 
>XT$ H : 

(IS1) 4- (2-^f-;U-2H-rh9V-^- 

4- (2--Xf-^-2H-rh7V-/U-5- 
•f ^ ) 3cJ§L«K*§S*0l 5 6 U 4 - ( 2 

NMR (4 0 0MHz, DMSO-d 6 ) S PP m 
4.45 (3H, s ) , 8. 1 1 (2H, d) , 
8. 18 (2H, d) , 13.2 (1H, br 
s) . 

[0449] (XS2) N- (3- (2- (4-^? 
Yif^tV- 2 -f-TYVJU) x^-x;W) 7i-;H -4 
- (2-^f;Hf>7/-^- 5— frtO 

4- (2-^f^-2H-fh7/-^-5-^/H £ 
,S#K£3- (2 - (4-^O^f-iP-2-f-TyU 
Xfx;U) -N-^f-^-rxijyh^HJ^Jl 0 

4 oim 2 fc muzim i . mmrnn* . 

It* 2 0 0-2 0 2'C (H&ASIg : ^nn^A- 
n— N^fHfy) ; IRi/max cm" 1 22 16, 16 
56, 1606; NMR(400MHz, DMSO- 
d 6 ) dppm 1. 84-2. 41 (6H, m) , 

3. 71 (1H, m) . 4. 46 (3H, 
s ) , 7. 4 1 ( 1 H, d) , 7. 48 ( 1H, 

t) , 7. 53 ( 1H, s) , 7. 88 (1 
H, d) , 8.1 5-8. 1 6 (3H, m) , 
8. 21-8. 24 (2H, m) , 10.56(1 
H, s) ; MS (FAB) m/z 44 1 (M + + 
1) ; 7c5S##fffiC 24 H 20 N 6 OS - 1/2H, Off 
(%) C 64. 1 3 ; H, 4. 7 1 ; N, 1 
8. 70, S1S(1 (%) C, 63. 89 ; H, 
4.56; N, 18. 66. 

[0450] [H»W14 8] N-(3-(2-(4 
-is9u7+>V-2-^T*/V)V) x&-)V) -2-X 
f^7x-;l/) -4- ( lH-rh7V-;P-5— i 
)V) KyXTS. H : 4 - (2 - (^h=3f^yv» - 
2U-7-VyV'-)V-5-4)V) £&ffiib3- (2- 

(4-^nyf-;l/-2-f-ryy^) xf-x/l,) -2 

-t^T-vytzmmmi 04oig2tH«c«i 
at. ?i#e&n*0yi«)xg5i:HaK:«siu an 
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MA 22 3-2 2 5'C (?f£jti§& : ?nn*W- 
X?7 — ypn-'V^f-Ify) ; IRi/max cm' 1 2 2 
08, 1 640; NMR (400MHz, DMSO- 
d 6 ) Jppm 1. 89-2. 29 (6H, m), 
2. 43 (3H, s) . 3. 66-3. 70 (1 
H, m) , 7. 31 (1H, t) , 7. 51 (1 
H, d) , 7. 53 (1H, s) , 7. 57 
(1H, d) , 8. 21 (4H, s) , 10.2 
6(1H, s) ; MS (FAB)m/z 441 
(M* +1); 7C9g##HIC 24 H 20 N 6 OS • 1/ 
4H 2 OH-gfK (%) C, 64. 77 ; H, 4.6 
4 ; N, 1 8. 88, ftftl (%) C, 64. 6 
0 ; H, 4. 58 ; N, 1 9. 08. 
[0451] [MtWl49] N-(3-(2-(4 

-x-^o7*f-^-2-f-ry'u^) xf--/io 7i- 

;U) -3-y ( lH-rh7V'-;k-5- 
4 AO ^yX7S K : 

(IDgl) N- (3- (2- (4-v?07>;l—2 

4- ( 1- (4-y hdf^<y^» -lH-rh5V 
-)V-5-4)V) KVXTS. h\ N-(3-(2 
- (4-^^oy J f-;P-2-^-ryy;l^) x?-x;u) 7 

1- ;H -3-^Ky-4- (2- U-yh^fS^ 

-2H~f h^V-A—S-' f^) ^yXT5 

3-^Ky-4- (1- (^h^fy<yy';H -1H 
-r h 7V-/I/- 5 -> f £,&#1L SIX 3 -y h 
df^-4- (2 - (* HPi^C^/lO -2H-fh7 

1:1) fc3- (2- (4-S/?n7f-/k-2-*7V 
y;W) x^-x/P) T-'J £%ft0y 1 0 3cDIg 1 b 
RttMSlU N - (3- (2- (4-y^a7'f;P- 

2- f-TV'J^) xf-x/P) 7x-/W 

-4- (1- {4-XY*i"<*y : Jfls) -lH-fh7 
V-;u- 5 — f ;P) ^.yxr 5 h\ N— (3- 
(2- (4-y^n7"f;H 2 -f-TVU^) x^-x 
)V) 7i-/K -3-yh^fv-4- (2- (4-^h 
*is<>iS>V) -2U-ThyY-)V-5-4)V) <> 
XT 5 H (&1 : lOft&ft) LT# 
fc. 

NMR (400MHz, CDC 1 3 ) $ppm 1.8 
8-2. 39 (6H, m) , 3. 70 ( 1H, 
m) , 3. 75, 3. 77, 3. 80 and3. 9 
6 (6H, each s) , 5.39 and 
5. 79 (2H, each s), 6.74 and 

6. 90 (2H, each d), 6. 95 — 6. 
97 ( 2H, m) , 7. 3 1 ( 1/2H, d) , 

7. 38-7. 42 (4H, m) . 7.57- 
7. 59 ( 1H, m) , 7. 77 ( 1H, m) , 



7. 92 (1/2H. d) , 7. 95 (1/2 
H, d) , 7. 99 ( 1/2H, d) , 8. 27 

( 1/2H, s ) , 8. 44 ( 1/2H. s) . 

[04523(182) N— ( 3— ( 2— (4 — ^? 
D7^-2-f-ryj^) Xf-x;l^) 7i-;K -3 
-y h=*fv-4- ( 1 H-rh7V-^-5--f;W) ^ 

JtlEIg 1 TfttzltSm* » HSfe#J 1 Olg 5 RflUc 

Rbft 1 97— 1 99'C; I Ri/max cm" 1 220 
8,1654; NMR (400MHz, DMSO-d 
6 ) dppm 1 . 85-2. 3 5 ( 6H, m) , 
3. 68 ( 1H, m) , 4. 1 0 (3H, s) , 

7. 43 (1H, d) , 7. 51 (1H, 
t) , 7. 54 ( 1H, s) , 7. 77 ( 1H, 

d) , 7. 78 (1H, s) , 8. 13 (1 
H, s) , 8. 29 ( 1H, m) , 10.58 
(1H, s) ; MS (FAB) m/z457 (M* 

+ 1) ; 7Cm##HtC 24 H 20 N 6 0 2 S • H 2 Oft 
gffi (%) C. 60. 75 ; H , 4 . 6 7 ; N , 1 
7.71, fflSffi (%) C, 60. 74 ; H, 
4.32; N, 1 7. 1 6. 
[04533 tmmi 50] N-(3-(2-(4 
-i/^n7*f-;l/-2-f-rVU^) xf-x/p) 7xx 
/P) -3-X*)V-4- ( 1H— f h5V-/l'-5— f 
;P) h' : 

(IS1) N- (3- (2- (4-^^07'^- 2 
-f-TVyA') xf-x/U) 7xx;u) -3-y^-;P-4 

- (2- (4-yh^f^yv>) -2H-rh7V- 
/W-5-- -f^) ^yXTS K 

3-*f7l"-4- (2- Oh^fy^y/l/) -2H- 
T h 7V-)V- 5-4 )V) mmmt 3 - ( 2 - ( 4 - 

xf-x/t-) rxyyfc 

fcHttW 1 0 3*>Ig 1 H«fc*BJlU N- ( 3 - 
(2- (4-^oXf-;P-2-f-rvy;P) xf-x 
AO 7i-;H -3-y?-A— 4- (2- (4-yh^f 
i/<y : J)l>) -2H-xh5V-^-5— f;p)<yx 

NMR(400MHz, CDC1 3 ) ^ppra 1. 9 
1-2. 39 (6H, m) , 2. 7 1 (3H, 
s) , 3. 69 ( 1 H, m) , 3. 8 1 (3H, 
s) , 5. 78 (2H, s) , 6. 92 (2 
H, d) , 6. 96 ( 1H, s) , 7. 38- 
7. 43 (4H, m) , 7.73—7.77(2 
H, m) . 7. 82 ( 1H, s ) , 7.9 1 

(2H, m) , 8. 1 6 ( 1 H, d) . 

[04543 N- (3 - (2- (4-^0^-2 
-fTVy/lO xf-xAO 7i-;H -3->f-/W-4 

- ( iH-f-h77'-;u-5— f;u) ^yxrsh'^ 
ft 
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N- (3- (2- (4-^n^f-;U-2-f-TV'J 
)V) Xf-x;U) 7i-/H -3-^^;U-4- (2- 
(4-* h^i/O^) -2H-f b7V-^-5- 

>r ^ ) <yxr s h zmmm i wis 5 t isjaucMa 

U HHttfc&fc. 

SUS 1 2 8- 1 3 O'C (W&gtim ■ ^an*U- 
^<^y-;k) ; I Ri/max cm" 1 2212, 167 
6,1654; NMR (4 00MHz , DMSO-d 
6 ) dppm 1 . 87-2. 35 (6H, m) , 
2. 6 1 (3H, s ) , 3. 68 ( 1 H, m) , 
7. 4 1 ( 1H, d) , 7. 49 ( 1H, t ) , 
7. 54 ( 1H, s) , 7. 87-7. 98 (3 
H, m) , 8. 02 ( 1 H. s ) , 8.14 

(1H, s) , 8. 29 (1H, m) , 10. 
54 (1H, s); MS (FAB) m/z 441 

(M* +1) ; 7t*#*fttC 2 «H t0 N 6 OS - 1/2 
H 2 Offgffi (%) C, 6 4. 1 3 ; H, 4. 7 
1 ; N, 18. 70, St££ (%) C, 64. 4 
4 ; H, 4. 7 1 ; N, 18. 70. 

[04 55] [HitWl51] N-(3-(2-(4 
-i/9uyi->l>-2-i-TVV)V) X.1--JV) 7i- 
)V) -6- ( lH-fb7V-^-5-^^) -2-f- 
:t7xy#/M<*"?$F : 

(181) N- (3- (2- (4-i/^n/f^-2 
-f-TV'J^) xf-~;k) 7i-;H -6 - (2- (4 
-XY^i/KVitJl) -2H-rh5V-^-5— ^ 
;p) - 2-f^7xy^ms^M 
5- (2- U-^h^-i^yi^) -2H-f h9V 

uv) -2-f^7iy^t:ySt3- 
(2- (4-v?o7f-/p-2-f-7Vy^) xf-- 

/H r-UySrlUfcMl 0 3OIS1 tiai«*C«BffiL. 

n- (3- (2- (4-^orf-/p-2-f-rvy 

;H xf~;k) 7i-^) -6- (2- (4-*h*v 
<yy>) -2H-xh7V"-;P-5-^;l-) -2-f- 

NMR (400MHz, CDC 1 3 ) <?Ppm 1.9 

1-2. 39 (6H, m) , 3. 70 ( 1H, 

m) , 3. 81 (3H, s) , 5.73 (2H, 

s) , 6. 9 1 (2H, dt) , 6.96(1 
H, s) , 7. 37-7. 41 (4H, m) , 
7. 64 ( 1H, d) , 7. 68 ( 1H, m ) , 

7. 78 ( 1H, d) , 7. 84 ( 1H, 
s) . 

[0456] (IS2) N- (3- (2- (4-^7 
n7>/P-2-?-7VD/l') xfx/p) 7i-;H -6 
- ( 1 H-TVyV-lV-5-A)V) -2-f^7iV 

N- (3- (2- (4-^^o7^-;U-2-^TVU 
/H xf-x/P) 7i-;K -6- (2- U-^h*^ 
-2H-tYv x /-)V-5-4)V) -2-f- 



* 7 x Vrt^siMf -fr 5 F £»fcflJ 1 WIS 5 t m^jts 

at. 

H£ 2 2 4 - 2 2 8 'C ( jgg£ : ? o o *> k& - 
*9J-)V) ; NMR (400MHz, DMSO-d 
6 ) Sppm 1. 84-2. 34 (6H, m) , 
3. 68 ( 1H, m), 7. 4 1 ( 1H, d 
t) , 7. 49 (1H, t) , 7. 52 (1H, 
s) , 7. 82 ( ( 1H, m) , 7.87(1 
H. d) , 8. 08 ( 1H, t) , 8. 1 3 
(1H, d) , 10. 61 (1H, s) ; MS 
( FAB ) m/z 4 3 3 (M* + 1 ) ; 7cSWHff*C 
21 H 16 N 6 OS 2 tHMI (%) C, 58. 3 2 ; H, 
3. 73 ;N, 19. 43, (%) C, 5 

8.26; H, 3. 90 ; N, 19. 48. 
[0457] CHJiPJ 1 5 2 ] N-(3-(2-(4 
-^^D7f-^-2-f-TVU^) xf--/U) 7i- 
;P) -2-*f-;U-4- ( lH-Tb7/-^-5— f 
;p) <yXT5K : 

(IS1) N- (3- (2- (4-v^Q7f-;^-2 
-f-T/y^) Xf-x;l/) 7i-/H -2-^f-/P-4 
- (2- (4-^h^f^y^) -2H-Th5V- 

2-^f-;l/-4- (2 - (^h^f^y^P) -2H- 
T b 5 — f /I/) 3 - ( 2 - ( 4 - 

>-^o7f-;l/-2-f-TVy^) xf--;p) T-'Jyt 

zmmi 0 3<7)xuit®&izymi. n- o- 

(2- (4-^^o7f-;i/-2-f-TV'yyP) xf-- 
/W 7x-/K -2-*f-/U-4- (2- (4-*h* 
s^ysw) -2H-Th7V-;P-5— ^;P) <yx 

128— 130*C; NMR (400MHz, C 
DC1 3 ) 5ppm 1. 91-2. 40 (6H, 
m) , 2. 56 (3H, s) , 3. 68 (1H, 
m) , 3.80 ( 3H, s ) , 5.74(2 
H, s) , 6.9 1 (2H, d) , 6.95 
(1H. s) , 7. 37-7. 41 (3H, m) , 
7. 56 ( 1H, d) , 7. 70 (2H, br 
s) . 7. 89 ( 1H, b r s) , 7.98 
( 1H, d) , 8. 03 ( 1H, s) . 
[0458] (IS2) N- (3- (2- (4-x? 
o7f-;U-2-f\TVy/U) Xfx/U) 7xX;P) -2 
-^f-;U-4- ( 1W-^YvY-)V-5-^)V) <> 

N- (3- (2- (4-v?n7f-^-2-f-7/y 
/P) Xf-x;U) 7x-iK -2-^f-;P-4- (2- 
U-^h^i-O':-^) -2H-xh7V-^-5- 

Bt£l 35-1 37-C ; NMR ( 4 0 0MH z , DM 
SO-d 6 ) fppml. 84-2. 33 (6H, 
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m) , 2. 50 (3H, s) , 3. 67 ( 1H, 

m) . 7. 4 1 ( 1H, d) , 7.48(1 
H, t) , 7. 54 (1H, s) , 7. 73 
(1H. d) , 7. 7 9(1 H, d), 7.9 
8 (1H, d) , 8. 02 (1H, s) , 8. 
1 1 ( 1H, s) , 10. 65 (1H. s) ; M 
S(FAB)m/z 431(M + + 1); 7C***f 
IC 2 ,H 20 N 6 OS - 1/4H 2 Ot)-SI(%) C, 
64.77; H, 4. 64 ; N, 1 8. 88, M 
£tt (%) C, 64. 87 ; H, 4. 87 ; N, 
18. 48. 

[0459] [Hit0U53] N-(3-(2-(4 

;P) -2-^h^^-4- ( lH-rh7V-;u-5- 
-OP) OX7 5 K : 

(Xgl) N— (3— (2 — (4-y?o7f;l/-2 
-f-TVUA') xf-xA-) 7x-;U) ~2-*h*>— 
4- (2- (4-^h^^y^) -2H— fh^V 

3-^h^^-4- (2 - Ul> *>"<>-») -2H 
-rh 77-^-5-4 A) £E#l?fc3- (2 - (4 

fc*»»Wl0 3<OXaii:H«fc:«HIL, N- (3- 
(2- (4-^^n^;P-2-f-TVU;P) x^-n 

7i^;H -2-^=^-4- (2- (4-^h 
Jf>-o^» -2H— rYyV—)V-5-^)V) <y 
X7S HigaffeWtttti: LTflfc. 
NMR (400MHz, CDC 1 3 ) 5ppm 1.9 
0-2. 40 (6H, m) , 3. 70 ( 1H, 
m) , 3.81 (3H, s) , 4.19 (3H, 
s ) , 5. 76 (2H, s ) , 6.92(2 
H, d) , 6. 96(1 H, s), 7.31 
( 1H, d) , 7. 35-7. 42 (4H, m) , 
7. 83-7. 90 (4H, m) , 8.03(1 
H, m) , 9. 88 ( 1H, s) . 
[0460] (XS2) N- (3- (2- (4->-7 
07^-/1—2-^771) A) xf-~A) 7i-lH -2 
Ndf^-4- ( IH-tV"7V-)V-5-4 )V) < 

N- (3 - (2- (4-;/? 07^-2-^771) 
A) Xf-x;P) 7i-;K -2-* (2- 
(4-^h^v-^y^) -2H-rh7y'-/U-5- 
4 A) <yXT5 H^ltatWl«)Xg5i:ra«tcJia 

it£ 15 3-155^ (jftSJtilli : ?OO^PA- 
*9J— flz-n-^yry) ; IRvmx cm" 1 2 
21 2,1 672; NMR (4 0 OMH z , DMSO 
-d 6 ) Sppm 1. 83-2. 33 (6H, 
m) , 3. 67 ( 1H. m) , 4. 0 1 (3H, 
s) , 7. 40 (1H, dd) , 7.47(1 



H, t) , 7. 54 ( 1H, s) , 7. 75 
( 1H, dd) . 7. 82-7. 84 ( 3H, 
m), 8. 08(1 H, s), 10.44(1 
H, s) ; MS(FAB)m/z 457 (M + + 
1) ; 7C*$Wf*C„H t0 N, o 2 SfttMS<%) 
C, 63. 14 ; H, 4. 42 ; N, 18. 4 1 , 
Wm. (%) C, 63. 54 ; H, 4. 58 ; 
N, 18. 57. 

[046 1 ] immi 54] N-(3-(2-(4 
-^orf-A'-2— f-TVU^) xf-xA) -2-^ 
h^fy7i-W -4- ( 
OX7S. H : 

(XS1) N-(3-(2-(4-y?n7"f;H2 
-f-TVU/l^) xf--;H -2-^Wy7i-;W - 
4- (2- (4-^ h^isOisJU) -2H— rh^V* 
-)V-5-4)V) OX7 5 

4- (2- Uh^O^/W -2H-Th5V-/W 
. -5-' (A) &&mtt3- (2-(4-i/7n7'f^ 

-2-^-ryy^) xf-x^j -2-^h^^rxuy 
b£9mmio4(oxu2kmmiz!mu n- (3- 

(2- (4-^oyf-/W-2-f-TVUn')xf-x 
A) -2-^Ki/7i-;H -4- (2- <4-*h 
^<yvA) -2H-fb7y'-;H5-'(;K<y 
X7S H*»3WSaittWi: bTftfc. 
NMR (400MHz, CDC 1 3 ) dppm 1.9 
4-2. 40 (6H, m) , 3. 67-3. 74 (1 
H, m) , 3. 80 (3H. s) , 4.17 

(3H, s) , 5.76 (2H, s) , 6.9 
0-6. 93 (2H, m) , 6. 99 ( 1H, 
s) , 7. 15 (1H, t) , 7. 32 (1H, 
dd) , 7. 40-7. 42 (2H, m) , 

7. 98—8. 00 (2H, m) , 8. 27—8. 
29 (2H, m) , 8. 59 (1H, dd) , 

8. 65 ( 1H, s ) . 

[0462] (XS2) N- (3- (2- (4-^ 
o77A-2-f-77'JA) Xf-XA) -2-Xh*is 
7i-;H -4- ( 1 H-x I- 97-/1—5 — i)V) K 
yxrs h'^E 

N- (3- (2- (4-v?o7-?-A-2— 7-77D 
A) Xf-XA) - 2-^S^fy7i-W -2-\Xh* 
is- A- (2- (4-^Ky^yy» - 2H— rh 
5V*-^-5— f/P) H*HJtWlOXS5 

18 6-18 7'C (decomp. ) (W$£ H B B ?§ 
$E : ^oo^A-n-^tV ) ; IRi/max cm" 1 
22 16,1658; NMR (4 0 OMH z , DM 
SO-d 6 ) 5ppm 1. 86 — 2. 31 (6H, 
m) , 3. 63-3. 72 ( 1 H, m) , 3.9 
7 (3H, s) . 7. 24 ( 1H, t) , 7.5 
1 ( 1H, dd) , 7. 55 (1H, s) , 
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7. 86 ( 1H, dd) , 8. 1 9 (2H, 

d) , 8. 22 (2H, d) , 10.04(1 
H, s) ; MS(FAB)m/z 457 (M* + 
1) ; 7HfJ##T(IC 2 ,H 20 N 6 0 2 S- 1/2H 2 O 
iHHI (%) C, 61. 9 2 ; H, 4. 5 5 ; N, 1 

8. 05, SlSSffi (%) C, 62. 18 ; H, 
4.53; N, 18. 27. 

[0463] [SHM155] N-(3-(2-(4 
-i/?nX^-2-^77'y/l') xf-x/U) 7x- 
;P) -4- ( lH-Tb7V-^-5-^;W) -2-h 
U 7A'#n.X h*is<yX7 5 H : 

(IS1) N- (3- (2- (4-^?nX^U-2 
-f-rVU/U) Xf-x;!,) 7i-;H -4- (2- (4 
-*h*i"<-y , Jj\') -2H-tV^Y-)V-5-A 
)V) - 2-hV7lV*UXY*>>KyX7$. h'<0£fi£ 
4- (2- (4-^<h=Sf^y^» -2H-rb7/ 
5 - > f ;U ) - 2 - h 'J 7/M"U* h * ^JBL#K 
£3- (2 - (4-^^n7'^;P-2-f-TVU^) x 

«U N- (3- (2- (4-i/?07*f7t/-2-f-T 
VU^) x^-x/W) 7i^;K -4- (2- (4-*h 
dfv^y^/P) -2U-fYvV-)V-5-4)V) -2 

- h'J 7/M-n* h* i^yXTS h'£#fc. 

MA 9 7-1 0 0^ (de comp. ) (Sfefaig 
%: ?OD*;l/A-n-\^ty) ; I Ri^max cm" 1 

3288, 2940, 22 1 6, 1656, 160 
8, 1 586, 1 548, 1 514; NMRUOO 
MHz, C DC 1 3 ) 5-ppm 1. 89—2. 42 
(6H, m) , 3. 66-3. 74 ( 1H, m) . 

3. 81 (3H, s) , 5.77 (2H, 
s) , 6. 9 1-6. 93 (2H, m) , 6.9 
6 (1H, s) , 7. 37-7. 43 (4H, 
m) , 7. 69-7. 72 ( 1H, m) , 7.8 
9 ( 1 H, s ) , 8. 1 4 ( 1 H, s ) , 8. 
22 (2H, s) , 8. 39 (1H, s) ; M 
S(EI)m/z 630 (M + ); 7C*^fiC 32 

h 25 f 3 n 5 o 3 smnmr/o) c, 60. 95; 

H, 4. 00; N, 13 .33, SJlgffi (%) 
C, 60. 69 ; H, 4. 1 6 ; N, 13. 5 
4. 

[0464] (IS2) N- (3- (2- (4-5^ 
X^--/U) 7i-;W -4 

- (iH-Tb7V-;i'-5-'f;u) - 

N- (3- (2- (4-5/^07"^- 2 -f-TVU 
)V) X.^--)V) 7i-;H -2-*h*i/-4- (2- 
U-^h^S^ySWO -2H-rh7 x /-^-5- 

1 99-2 02'C (dec om P . ) (mgJUg 



$:?nntf./WO ; IRi/max cm" 1 33 16, 3 
104, 2976, 2948, 2868, 2212, 1 
658, 1 624, 1608, 1 584, 1 548; 
NMR (400MHz, DMSO-d 6 ) 5ppm 
1. 83-2. 31 (6H, m) , 3.63-3. 
72 ( 1H, m) , 7. 44 ( 1H, d) , 
7. 50 ( 1H, t ) , 7. 54 ( 1H, s) , 

7. 75 (1H, d) , 8. 01 (1H, 
d) , 8. 06 (1H, s) , 8. 14 (1H, 

s) , 8. 22 (1H, d) . 10.87(1 
H, s) ; MS (FAB) m/z 5 1 1 (M + + 
1) ; 7t*fttfHIC 24 H 17 F3 N 6 0 2 S ■ 0. 2 5 
H 2 OcomM-m (%) C, 5 5.97; H, 3.4 

2 ; N, 1 6. 32. fflgffi (%) C, 5 5. 8 
8 ; H, 3. 42 ; N, 1 6. 44. 
[0465] [HSSCT156] N-(3-(2-(4 

-^ox^-2-f-ryy;u) xf-x;w 7i^ 

;p) -4- ( lH-fh7/-;H5- -2-h 
ij7;^D^f;KyX7S h* : 
(XS1) N-(3-(2-(4-y?U7'f;H2 
-f-TVUn^) xf-^) 7x-;H -4- (2- (4 
-.X h^f S^O-vVH -2H-xh7X-;P-5-^ 

;k) - 2 - h y ?fr*u* f;KyX7 S h'tf>£j£ 
4- (2- (4-^h^v^y^P) -2H — tYvV 
->v- 5-4 )V) -2- h'J 7;l/*n* 

3 - (2- (4-^nXf-^-2-f-TVy^) xf- 
- fl, )7-U^, Xftpf 1 0 3 (Dig 1 fc FHKKWl 
U N— (3- (2- (4-^oXf-;l/-2-f-TV 
■WXfcylO 7xX/P) -4- (2- (4-.Xh* 
v-O^H -2H-ThyV->V-5-4)V) -2- 

NMR (4 00MHz, CDC 1 3 ) 5 P pm 1.8 
8—2. 41 (6H, m) , 3. 63—3. 72 (1 
H, m) . 3. 81 (3H, s) , 5. 76 

(2H, s ) , 6.9 1-6. 94 ( 2H, 
m) , 6. 95 (1H, s) , 7. 36-7. 4 
2 (4H, m) , 7. 66—7. 69 ( 1H, 
m) , 7. 73 (1H, s) , 7. 74 (1H, 
d) , 7. 84 (1H, s) , 8. 36 (1H, 
d) , 8. 49 ( 1H, s ) . 

[0466] (182) N- (3- (2- (4 — 5/7 
07*f-^-2-f-7VUA-) xf-xfl,) 7xX;U) -4 
- ( 1H — fh77*-;P-5— - 2-MJ7/M" 
n^f;KyX7i KtfteJR 
N- (3- (2- (4->-7oXf-/I^-2-f'TV , J 
/I/) Xf-X/l^) 7i-/H -4- (2- U-.Xh^v 

^y^) -2H-rh7V-;u-5--f;u) -2-h 
y 7/m-o ^ t/Kyxr 5 h zmostH i 5 b m 
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WA 2 0 1-2 0 5'C (decomp. ) (UttftjS 
^:X^7— lU-n-^Vy) ; IRvmaxcnr 1 

3280, 2948, 2216, 1 662, 160 
8,1 580,1 538; NMR(400MHz.D 
MSO-d 6 ) $ P pm 1. 86-2. 31 (6H, 

m) , 3. 63—3. 7 1 ( 1H, m) , 7. 
44 (1H, d) , 7. 50 (1H, t) , 
7. 54 (1H, s) , 7. 72 (1H, d) , 

8. 03 ( 1H, d) , 8. 05 ( 1H, 
s) , 8. 46 ( 1H, d) , 8. 48 ( 1H, 

s) , 10. 93 (1H, s) ; MS (EI) 
m/z 4 94 (M + ) ; 7C*#flrfcC 14 H„ F 3 N 
6 OSOH-JTffi (%) C. 58. 29; H, 3.4 
6 ; N, 17. 00, Mfem (%) C, 58. 1 
1 ; H, 3. 6 1 ; N, 1 6. 73. 
[0467] immil 57] N-(3-(2-(4 
-^?n7^-2-f-77''l);l') xfx/P) 7i_ 
/10 -2-7/k*D-4- ( lH-fb7V-^-5- 
-OU) ^yXT5 H : 

(IS1) N- (3- (2- (4-^or^-2 
-fTVUfl') Xf^/K 7i-/W -4 - (2 - (4 
-p<hJf^yv» -2H-rh5V-/U-5-^ 
;l/) -2-7;^o<yXT5 FO^Jft 
2-7/M-D-4- (2- (4-p<hdfv<y^) - 

2u-TYyv-)v-5-4 )V) mmmts- (2- 

(4-S/^oyf-^-2-"f-TVU^) Xf-x;t^ T- 

»;y£> mtwi 0 4<0iS2fcHiswcjpiL. n- 

(3- (2- (4-v^o7*f-;t/-2-^-TVU^) X 
fx;U) 71-/H -2-7/k*n-4- (2- (4- 
^hdf^y^VU) -2H-rh7V'-^-5— OlO 
KyXTS. VZ®m&imMk LTftfc. 
NMR (400MHz, CDC 1 3 ) Sppm 1.9 
1—2. 08 (2H, m) , 2. 29 — 2. 41 (4 
H, m) , 3. 65-3. 77 ( 1H, m) , 
3. 80 (3H. s) , 5.75 (2H, s) , 
6. 90-6. 92 (2H, m) , 6.95(1 
H, s ) , 7. 36-7. 4 1 (4H, m) , 
7. 72-7. 74 ( 1H, m) , 7.92(1 
H, s) , 7. 97 (1H, d) , 8. 08 
(1H, dd) , 8. 28 (1H, t) , 8. 
50 ( 1H, d) . 

[0468] (IS 2) N- (3- (2- (4-v? 
07*f-/L— 2-^-7 V'J^) Xf-X/P) 7i-/K -2 
-?;M-u-4- ( 1 H-rt^y-vl-— 5-4;l") < 

N- (3 - (2- (4-^n7*f-^-2-f-rVU 
rt^xf-x/to 71-yH -2-7;M-n-4- (2- 
U-^h^S^yi^) -2H-rh7V-^-5- 

4 >v) KyXTS. k ^hmct 1 mm 5 1 Pi«ic®a 

U mfflfaZWz. MA 1 79-18 rC (deco 



mp. ) (HlgJtiStt: ^aostykfc-X^y-*) ; 

IRvmax cm" 1 3268, 2980, 2936, 
2216, 1650, 1606, 1 582, 1 556; 

NMR (400MHz, DMSO-d 6 ) 5 PP m 
1. 86-2. 03 (2H, m) , 2. 19-2. 
33 (4H, m) , 3. 63-3. 7 1 ( 1H, 
m) , 7. 43 ( 1H, d) , 7. 49 ( 1H, 

t) , 7. 53 ( 1H, s) , 7.78(1 
H, d) , 7. 94 ( 1H, t ) , 7.98- 
8. 03 ( 2H, m) , 8. 08 ( 1H, s ) , 
10. 78(1H, s) ; MS (FAB) m/z4 
45 (M* +1); 7cS#tJf«C 23 H 17 FN 6 OS 
■ 0. 7 5H 2 Ommm (%) C, 6 0. 3 2 ; 
H, 4. 07; N, 18. 3 5, PJjgffi (%) 
C, 60. 4 1 ; H, 3. 84 ; N, 1 8. 1 0. 
[0469] [H»]158] N-(3-(2-(4 
-^□7^-2-f-rVU;l') xf-;P) 7i- 
)V) -3-7)V*U-4- ( 1H-- r^V-A^- 
^/I/) <yXT5 H : 

(Igl) N— (3 — (2— (4-y?n7'f/l'-2 
-fT/'J/H x^x/p) 7x-;H -3-7;M"n- 
4- (2- (4-^b^v^y^» -2H-xN5V* 

3-7/M-D-4- (2- M-^h^O-S^) - 
2 H-f h VV'-)V- 5-4)1) mMmt 3 - ( 2 - 
(4-^n7f-^-2-f-TV'J^) x^x/P) Tx 

•jy*. HJfeMi o4coiS2fci5i«»iL. n- 

(3 - (2 - (4->-^07*f-;W-2-^-ry , J/W) X 
7xX;P) -3-7/^0-4- (2- (4- 

NMRUOOMHz, CDC 1 3 ) Sppm 1. 9 
0-2. 07 (2H, m) , 2. 27-2. 37 (4 
H, m) , 3. 63-3. 72 ( 1H, m) , 
3. 79 (3H, s) , 5.78 (2H, s) , 
6. 89-6. 9 1 (2H, m) , 6.95(1 
H, s) , 7. 37-7. 4 1 (4H, m) , 
7. 71-7. 76 (3H, m) , 7.86(1 
H, s) , 8.1 8-8. 22 (2H, m) . 
[0470] (IS2) N- (3- (2- (4- : s7 
o7^-2-f-TV*Uyl/) xfx/io 7i-;H -3 
-7JM-0-4- ( 1 U-TYyY—)V-5-4)V) ^ 

N- (3- (2- (4->'^n7 , ^-2-f-TV , J 
;l^)xf-x;l/) 7i-;H -3-7;k*P-4- (2- 
(4-^hdf^y^Vk) -2H-rh7V-;l/-5- 
;l^> <yX7 S F fcSBIfll 1 «>Ig 5 1 H&tc&a 

WA 2 2 4-2 2 6'C (decomp. ) (#fM B B B<§ 
I: 7nn*M-X^/-;l/) ; IRhbx era" 1 
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2976, 2940, 2864, 22 12, 1 68 
6, 1628, 1604, 1 582, 1 548; NM 
R (400MHz, DMSO-d 6 ) dppm 1.8 

6- 2.03(2H, m) , 2.21—2.33 
(4H, m) , 3. 63-3. 71 ( 1H, m) , 

7. 43 ( 1H, d) , 7. 50 ( 1H, 
t) , 7. 54 (1H, s) , 7. 87 (1H, 

d) , 8. 03 ( 1H, d) , 8. 07 ( 1 
H, d) , 8. 14 (1H, s) , 8. 25 (1 
H, t ) , 1 0. 63 ( 1H, s) ; MS (FA 
B)m/z 445(M + +1); 7C3?S##HIC 23 
H 17 FN 6 OSF • 0. 25H 2 OWfttHI (%) 
C, 6 1 . 53 ; H, 3. 93 ; N, 18. 72, 

$l£ffi(%) C 6 1. 25 ; H, 3. 94 ; 
N, 18. 39. 

[047 1] [IWU59] N-(3-(2-(4 
-is?U~?1-)V-2-1--rfVJV) X.*j--)V) 7i- 
)V) -2- (4-7M07i/^-/) 

( lH-f\-^f->V-5-4)V) KyXTS. H : 

(181) 2- (4-7/M-n7xy^) ^f-;u- 
4- (2- (2- (hU^f-^U^) xMfSoC* 
;W) - 2 H - f b 7 V-;W- 5 — < ^ ) 
^f7l- 2- (4-7/1^07x7^1/) 

(2 - (2- ( hU^f-;^U;W) xhdfy^f;!,) - 

2H-xh7V-^-5— ov) mmmzmmse 
ti^ttwumu 2- (4-7^*07x^5/) *f- 

71/-4- (2 - ( 2 - (MJ^f-^U^) XfJfy^ 

f^) -2H-f b 7 5 ->f ;u ) 
fc. 

®jS1 02-1 04'C; NMR ( 4 0 0 MH z , C D 
C 1 3 ) Sppm -0. 0 1 (9H, s ) , 0. 
97 (2H, t) , 3- 76 (2H, t) , 
5. 54 (2H, s) , 5.96 ( 2H, s ) , 

7. 02 (4H, m) , 8. 25 ( 1H. d ) , 

8. 29 ( 1H, d) , 8. 65 ( 1H, 
s) . 

[04721(182) N- (3- (2- (4-5/? 
o7'f;P-2-f7/ 1 J;H xf-x/io 7i-/K -2 
- (4-7/^n7x7^fy)^f^-4 - (1 or 
2H-f J-5V-;l'-5--f/l') <yxrs K<0-&£ 
3-7/k*o-4- (2- (2- (HJ^/Pi/U/H 
Xh^i/^^-2H-rh7V-^-5--f/U) 
#Ri:3- (2- (4-i/?o7f-;W-2-^rV'J 
;W)x^;W) 7x»jy£ N 1 0 4 £018 2 i: R 

«K^LTftWtfcilM^£» HESI5M7 6 

SI'S 9 8-9 9'C (|$£Jfa$ ffi : 7oQ*/P2>-* ? 

7- /U) ; IRfnaxcm" 1 221 6, 1 674; 
NMR (400MHz, DMSO-d 6 ) 5ppm 
1. 86-2. 32 (6H, m) , 3.67(1 



H, quint), 5. 38 (2H, s) , 

6. 99-7. 02 ( 2H, m), 7.08-7. 

1 2 (2H, m) , 7. 40 ( 1H, d) , 

7. 46 (1H, t) . 7. 53 (1H, s) . 
7. 75 ( 1H, d) , 7. 89 (1H, d) , 

8. 06 (1H, s) , 8.15 (1H, 
d) , 8. 33 (1H, s) , 10.76(1 
H, s); MS(FAB) m/z551 ( M* + 
1) ; 7C«#flrffiC 30 H 23 FN 6 0 2 S- 0. 2 5H 

2 OtfJff-ffffi (%) C, 64.91; H, 4. 2 

7 ; N, 1 5. 14. mm. (%) C, 64. 8 
7; H , 4 . 3 0 ; N, 15.19. 
[0473] [HMCT160] N-(3-(2-(4 

-y?n7'f;i'-2-f7 , / , J;i') xf-x/H 7i- 

;W)-3, 5-i/'^b^fi/-4- ( lH-rh7V-^ 
-5— OW) <yXT5K : 
(181) N- (3- (2- (4-^0^-2 
-fry' l J/l')Xf^)7xX;l/)-3, 5-i/'^h 
dfi/-4- (2- (4-^h^i/<y^) -2H-r 

3, 5-i/*^<h^i/-4- (2- (4-^h^S/^yi/ 
)V ) - 2 H -r h 7V~;U- 5--f^) £,&#l?k 3 - 
(2- (4-i/?n7>/l'-2— f7V*U;l/) Xf-X 

;u) rx»j si»ji o 3<vxmitmmizmm 

U N- (3- (2- ( 4 -*/? 07^-2-^-77 
l)^)xf-;H 7x-;H -3, 5-S/X h^fv-4 
- (2- (4-^h^fi/Oi/VP) -2H-rb77- 

NMR (400MHz, CDC 1 3 ) 5-ppm 1.8 

8-2. 4 0 (6H, m) , 3.46 (6H, 

s) , 3. 65-3. 73 ( 1H, m) , 3.7. 

3 (3H, s) , 5. 22 (2H, s) , 6. 
71—6. 73 (2H, m) , 6. 90—6. 92 
(2H, m) , 6. 96 ( 1H, s) , 7.0 
3 ( 2H, s ) , 7. 33 — 7. 37 ( 2H, 

m) , 7. 66-7. 69 ( 1H, m) , 8.1 

7 (1H, s) , 10. 1 1 (1H, s) . 
[0474] (182) N- (3- (2- (4-i/? 

n7f7l^- 2 -f-77U;W) x^-x^) 7i-;H - 
3, 5-^Ky-4- ( lH-f YvY~)V-5- 
4)1) KyXTS. FtftedS 
N- (3- (2- (4-S/?n7^-2-f-77U 
/MxfxW7xX;K-3, 5-5/** h*5/3-7 
/M-n-4- (2 - U-.Xb^i/^yi/'A') - 2H- 
rf77-7l/-5-> i)U) KyXTSVimtmiOX 

8 5 k pai^g L . as*2r#^ . 

SSL* 2 2 3-2 2 6'C ( d e c omp . ) 
$ : ?po*;PA-X?7-;l') ; I R v max c nr 1 
2940, 221 2. 1 650. 1606. 1 57 
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8,1 530; NMR (4 00MHz, DMSO-d 
6 ) Sppm 1 . 85-2. 33 (6H, m) , 
3. 6 3-3. 7 1 ( 1H, m) , 3.85(6 

H, s) , 7.37 (2H. s) , 7.43 
(1H, d) , 7. 51 (1H, t) , 7. 53 
(1H, s) , 7. 89 (1H, d) , 8. 09 
(1H, s) , 10. 50 (1H, s) ; MS 
(FAB) m/ z 487 ( M* +1); 7C^frW 

ffiC 25 H 22 N 6 0 3 S • 0. 2 5H 2 OOfj-gd (%) 
C, 61. 1 5 ; H, 4. 62 ; N, 17. 1 

I. ateffi<%) C. 61. 05 ; H, 4. 6 
5 ; N, 1 6. 77. 

[0475] [WWII 61] N-<3-<2-(4 
-5-4/10 <yX7$ H : 

(XSl) N- (3- (2- (4-y^D/f/H2- 
f-rVU/l') xf-ryu) 7i^) -2, 6-^h^f 
i/-A- (2- (4-^h^r^y^) -2H-fb 
7V-/P-5-' f/10 OX7$ K<7>£f£ 
2. 6-WK/-4-(2-(4-^W 
IV) -2H-"rhyV-)V-5-4)V) £&mit3- 

(2- (4-^^nrf-;i/-2-f"Tyj;P) xf-r. 
/M t->j>£. imi 0 4(7)xg2fcii]^tMa 

U N- (3- (2- (4-y^n7f/H2-f7r 
U/U) xf-X/10 7i-;H - 2, 6-v^h^rv-4 
- (2 - (4-/Ky^») -2H— f h^V- 
5 -4/W) KyXTS. Ffcttfc. 
174-1 7 8'C (decomp. ) (W&SM 
$ : ?oo*^A- n — M-tf-y ) ; IRviax cm 
-i 3348, 2940. 221 2, 1 684, 1 61 

2, 1 584, 1 534, 1 5 1 4 ; NMR ( 4 0 OM 
Hz, CDC 13) Sppml. 89—2. 39 (6 
H, m) , 3. 65-3. 73 (1H, m) , 
3.74 ( 3H, s ) , 3.94 ( 6H, s ) , 

5. 76 (2H. s) , 6. 9 1—6. 93(2 
H, m) , 6. 95 ( 1H, s) , 7.35- 
7. 4 1 (4H, m) , 7.40 ( 2H, s ) , 

7. 52 (1H, s) , 7. 76-7. 79 (1 
H, m) , 7. 84 ( 1 H, s) ; MS (E 
I)m/z 60 6 (M* ) ; 7cS##r(IC 33 H 30 N 
6 0 4 S • 0. 5H 2 0£7)|t»:ffl (%) C, 64. 3 
7; H, 5.07; N, 13.6 5, ilSffi 
(%) C, 64. 63 ; H, 4. 9 1 ; N , 1 

3. 29. 

[0476] (182) N- (3- (2- (4-v? 
n^;P-2-^TVU;P) xfcyp) 7i-/W - 
2, 6-^h^r>—4- ( lH-rh7V-;W-5- 
4*/l0 ^yX7S Ktf>&lS 

N- (3- (2- <4-5/?n:7^-2-f-7Vy 



;P)xf-~;U) 7i-;W -2. 6-> J ^h^v-4- 
(2 - U-.XHfi^y^/l') -2H-f-h7V'-;W 
-5-A)V) KyX7 5 H 1 <9Xg 5 k H&£ 

MA 1 69— 1 73'C (dec omp. ) dfttftjg 
M : X?/-yl/-n-'v*f-9-y) ; IRt/«ax cm" 1 

2976. 2940, 2212, 1606, 1 58 
4,1554; NMR (400MHz, DMSO-d 
6 ) Sppm 1. 84 — 2. 31 (6H, m) , 
3. 65-3. 74 ( 1H, m) , 3.90(6 
H, s), 7. 37(1 H. d), 7.43 
(2H, s) , 7. 44 ( 1H, t) , 7.53 
(1H, s) , 7. 73 (1H, d) , 8. 06 
(1H, s) , 10. 57 (1H, s) ; MS 
(FAB)m/z 4 87 (M + +1); 7C5^#r 

€c 25 h 22 n 6 o 3 samnm.(%) c. 6i. i 

1 ; H, 4. 56 ; N, 1 7. 27, W&L 
(%) C, 61. 43 ; H, 4. 55 ; N, 17. 
02. 

[0477] [HM0U62] N-(3-(2-(4 
-i/9u?^-)V-2-J-TW)V) x.^--)V) 7x.- 
)V) -2-?on-4- ( lH-f-h5V-;l^-5— 4 
/I/) <yX7$ H : 

(IS1) N-(3-(2-(4-y?n7'f;P-2 
-f-TVU/P) x^--;k) 7i-;H -2-;on-4 
- (2- (4-^h=>fy^yy;K -2H-f h9Y- 
)V-5-A)V) <yX7$V(7>0rf8. 
2-7UU-A- (2 - (4-^b^fy^y;!') -2 
H-Th7V-/P-5—f/P) S*L«84:3- (2- 

(4- : y?a~71-)V-2-1-7VV)l) xf-~;U) 7- 
•Jy£\ IUt0<lO4<OlS2i:iai«WcJKil^ N- 

(3- (2 - (4-^^ny^;i/-2-f-TVU;u) x 
^-x^) 7i-;H -2-?ua-4- (2- (4-^ 
F^O'^/tO -2H-Th7Y-;l/-5-'f/l/) ^ 

NMR (4 0 0MHz , CDC 1 3 ) 5-ppm 1.8 
9-2. 4 1 (6H, m) . 3. 65-3. 73 
(1H, m) , 3.81 (3H, s) , 5. 76 
(2H, s) , 6. 91-6. 93 (2H, 
m) , 6. 96 ( 1 H, s ) , 7. 39-7. 4 

2 (4H, m) , 7.7 2-7. 74 ( 1H, 
m) . 7. 88 ( 1 H, s ) , 7.89(1 
H, d) , 8. 04 (1H, s) , 8. 13 

(1H, d) , 8. 24 (1H, s) . 

[0478] (IS2) N-(3-(2-(4-^ 

Xf--^) 7i-/H -2 
-y-oo-4- (lH-f h5V-;l'-5— f;H 

N- (3- (2- (4->-7n7 r ^-2-f-TV , J 
if-;l/) 7i-;M -2-?nn-4- (2- 
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4 ii > <yxr s k *mam i nun 5 1 mrn^zim 

21 3-2 1 6'C (decomp. ) d?*£ B B B ?§ 
% : X^y-;P-n-^-^y) ; IRumax cm" 1 

2944, 22 1 2, 1644, 16 12, 1 58 
0, 1 548, 1 502; NMR ( 4 0 OMH z , D 
MSO-d 6 ) 5ppm 1. 84—2. 33 (6H, 

m) , 3. 6 3-3. 72 (1H. m) , 7. 
43 ( 1H, d) , 7. 50 ( 1H, t) , 

7. 54 ( 1H, s) , 7. 76 ( 1H, d) , 
7. 89 ( 1H, d) , 8. 07 ( 1H, 

s) , 8. 13 (1H, dd) , 8. 22 (1 
H, d) , 10. 87 (1H, s) ; MS (FA 
B)m/z 461 (M* +1) ; 7c5g#flfttC 23 H 17 
C 1 N 6 OScDftim (%) C, 59. 93; H, 
3. 72 ; N, 18. 23, (%) C, 5 

9.78; H, 3. 79 ; N, 17. 88. 
[0479] [Mtkffl 163] N-(3-(2-(4 
-^^P7-f-;P-2-^-TV' ) J;l') X^--;|/) -2-7 
;M-n7x-/i/) -4- ( 1 H-rb9V-;P-5->f 
AO OXTS K : 

(Xgl) N- (3- (2- (4-^^07*f-;l/-2 
-f-TVU/U) if-Zl') -2-7/Wc7i-iH - 
4- (2- (4-^h-^O^) -2H-fh7 v / 
-)V-5-4)V) KyXTS. FcD£j£ 
4- (2- (4-;*h*j"0'>'» -2H— rh5V 
-)V-5-4)V) 3— (2- 

f-^-2-^-TV'J^) xf-x/P) -2-7;War- 
'jy^. ggffcHl 04OXS2kH«CMaL, N- 

(3 - (2- (4-^^n7*^-2-f-rVy^) x 
^-x/P-) -2-7/l/^07i-;H -4- (2 - (4- 
Xh*i"<sy>>>V) -2H-rh7V-^-5— -OP) 

IRunexcm-' 2216; NMR ( 4 0 OMH 
z, C DC 1 3 ) 5ppml. 87-2. 45 (6H, 
m) , 3. 71 (1H, m) , 3. 81 (3 
H, s) , 5. 77 (2H, s) , 6.92 
(2H, d) , 7. 00 ( 1H, s ) , 7.2 
2 (1H, t) , 7.34 (1H, m) , 7. 
42 (2H, d) , 7. 99 (2H, d) , 

8. 1 3 ( 1H, br d), 8. 2 5—8. 3 3 
(2H, m) , 8. 55 (1H, m) ; MS 
(EI)m/z 564 (M + ) ; 7C*#ffttC 81 H 

25 FN 6 0 2 S ■ 0. 2 5H 2 OfltttHt (%) C, 
65.41; H ,4.52; N, 14.77, 
mmm (%) C. 6 4. 96 ; H, 4. 42 ; 
N, 15. 0 1. 

[0480] (IS2) N- (3- (2- (4-x? 
n7*f-;l/-2—fTV , J^) xf-x;w) -2-7;M-o 



7i^;H -4- ( 1 U-f-hyY-^-5->()U) K 

N- (3- (2 - (4-v-?D7^— 2 -f-TVU 
;P) Xf--/U) -2-7/Wn7x-;H - 4- (2- 
(4-> hdfx<yv» -2H-fhyY~)U-5- 

MA 2 4 9~2 5 2°C; I Rvmax cm-i 330 
0. 2220, 1650; NMR (4 0 0MHz, DM 
SO-d 6 ) 5-ppm 1. 77 — 2. 35 (6H, 
m) , 3. 68 ( 1 H, m) , 7. 3 5 ( 1H, 

t) , 7. 58 ( 1H, s) , 7.63(1 
H, m) , 7. 7 6 ( 1H, m) , 8.22 
(4H, m) , 1 0. 50 ( 1H, s ) ; MS 
(FAB) m/z44 5 (M + +1); jc*4Mfrtt 
C 23 H 17 FN 6 OS • H 2 OWfl-JHS (%) C, 5 
9.73; H, 4. 14 ; N, 18. 17, $|£ 
m (%) C. 59. 7 5 ; H. 3. 93 ; N, 1 
8. 08. 

[0481] CHUM 164] N-(3-(2-(4 
-^o7*f-;U-2-f-ryU;U) xf-x;u) 7x- 
;U) -5-7nn-2-^f;H4- (lH-f-f-7V 
-)V-5-4)V) <yX7$ h* : 

(Xgl) N— (3 — (2— (4-y^n7*f;l'-2 
-f-TVU^) Xf-xyU) 7x-iH -5-7DD-2 
-.Xf-/l/-4- (2- -2H 
-fb 5V-/l'-5-4rt') <yXT5 
5-?DD-4- (2- (4-^ h^v<y>-» -2 

3 - (2 - (4-v7o7^-2-^-rVU^) xf- 
-;H-2-7/Wo7- , J^, HiSCT 10 4 oxg 
2fcH*fc«UIU N- (3- (2- (4-><?07> 
;l/-2-f-ry*U;P) xf-x/i,) 7i-;K -5-7n 
o-4- (2- (4-^b^y^yy;P) -2H-rh 

7/-;i/-5-^f^) -2-^f-^yxrsb*^ 

M£ 6 7-69*C (decomp. ) (IfJiAggK : 
^^7-^-*); NMR (4 00MHz, CDC 1 
3 ) Jppm 1. 90-2. 00 (1H, m) , 
2. 00-2. 1 0 ( 1H, m) , 2. 20-2. 
40 (4H, m) , 3. 60-3. 70 ( 1H, 
m) , 3. 8 1 (3H, s ) , 4. 1 5 (3H, 

s) , 5. 81 (2H, s) , 6. 91 (2 
H, d) , 7. 30-7. 40 (2H, m) , 
7. 43 ( 1H, d) , 7. 7 1 ( 1H, s) , 

7. 80 (1H, s) , 7. 85 (1H, 
d) , 8. 43 (1H. s) . 
[0482] (182) N- (3- (2- (4-^7 
n7f-;P-2-f-TVy^) x^-x/i-) 7x-;H -5 
-7on-2-*f-;l—4- (1H-- tY^/-)V-5 
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-4)V) OX7S F<0£j£ 
N- (3- (2- (4-v^o7'^;W-2-f"TVU 
)V) X.*j~—)V) 7i-lW -5-70D-4- ( 2- 
(4-^hJr^yi/'y|/) -2H-rh5V-^-5- 
4 - 2 - * f;KyX7 5 H *mm l tf>XS 5 fc 

MA 130-1 3 3'C (decomp. ) (?$|gft$ 
jft: ?nn*;i/A-^i'/-;l'-n-Mt^) ; I 
Rvnax cnr» 1604, 1488, 1426, 13 
80, 1286; NMR ( 4 0 OMH z , DMSO- 
d 6 ) Sppml. 80-1. 90 (1H, m) , 
1. 9 0-2. 1 0 ( 1H, m) , 2. 2 0-2. 4 

0 (4H. m) , 3. 60-3. 80 ( 1H, 
m) , 3. 95 (3H, s) , 7.42 (1H, 
d) , 7. 48 (1H, t) , 7. 53 (1H, 

s) , 7.62 (1H, s) , 7. 78 (1 
H. d) , 7. 88 ( 1 H, s ) , 8.06 
(1H, s), 10. 52(1 H, br s); 

MS (FAB)m/z 475(M + +1); t£M 
#flfffiC 24 H 19 C 1 N 6 OS ■ H 2 Oc7)ftffffl (%) 
C, 54. 60 ; H, 3. 94 ; N, 1 5. 28, 

fflfem (%) C, 54. 87 ; H, 3. 92 ; 
N, 15. 18. 

[0483] [Hififfll 65] N-(3-(2-(4 

-4" AO ^yxrs K : 

(Xgl) : N- (3- (2- (4-^orf;P-2 

-4- (2- U-^^^^'/l/) -2H-f h5 

4- (2- (4 -J* h^rv-^y^VP) -2H-f h7/ 
-;U-5-' t)V) -2-X*>H-*$Mmik3- (2 
- (4-v-^n7"f-;P-2-tT x /';;u) xfcyio 7 
-yy*. H»Wl0 4OXS2i:Raifc:«HlU N- 
(3- (2- (4-^^oXf-;p-2-f-TVU;P) x 
f-x;|.) 7i-/H -4- (2- U-^l^v"^^ 
;u) -2H-Th7V-^-5--f;u) -2-.xf7H- 

NMR (400MHz, CDC 1 3 ) £ppm 1.9 
1—2. 08 (2H, m) , 2. 29-2. 38 (4 
H. m) , 2, 58 (3H. s) , 3.65- 
3. 73 ( 1H, m) , 3. 80 ( 3H, s) . 

5. 57 (2H, s) , 6.91 (2H, 
d) , 6. 95 ( 1H, s) , 7. 37-7. 4 

1 (4H, m) , 7. 77-7. 84 (2H, 

m) , 7. 98-8. 00 (2H. m) , 8.1 
4 ( 1H, d) , 8. 56 ( 1H, s ) . 
[0484] (IS2) N- (3- (2- (4-S/? 
D/fyH 2-f-TVU^) xf-x/p) 7i-;H -2 



-^/H-*-4- ( lH-Th^V-^-5-' f/U) 

N- (3- (2- (4-^^o7'f-;U~2-^TV r '; 
/I,) X^-;P) 7x-;K -4- (2 - (4-^3r>- 
-2H-tY7V-)V-5-4H) -2-* 

wt-xoxr s h zmmm 1 oxg 5 1 nn^vm 

MA 1 54-1 56'C (dec omp. ) (?fttA$ 
$ : ^no^A-n-Mfy) ; IRi/bx cm 
-1 221 2, 1 650, 1606, 1 582, 1 54 
2; NMR (400MHz, DMSO - d 6 ) £ p p 
m 1. 86-2. 02 (2H, m) , 2.18- 
2.3 1 (4H. m) , 2. 56 (3H, s ) , 
3. 62-3. 7 1 ( 1H, m) , 7.41(1 
H, d) , 7. 48 ( 1H, t) , 7.53 
( 1H, s ) , 7. 77 ( 1 H, d) , 7.78 
(1H, d) , 7. 98 (1H, d) , 8. 0 

2 (1H. s) , 8. 07 ( 1H, s) , 1 
0. 69(1H, s) ; MS (EI)m/z 47 

3 (M + +1) ; 7E*#ffHIC 24 H 20 N 6 OS 2 • 1 
/4H 2 0<7>mM (%) C 60.42; H, 
4.33; N, 17.62, WMM (%) C, 6 
0.61; H, 4. 39 ; N, 1 7. 58. 
[0485] [SS*W166] N-(3-(2-(4 

-i/^nX^;l/-2-f-rVU;l^) x.i-->v) -6-7 
Wd7i-;H -4- ( iH-rh5V-;P-5— -f 
AO KyXTS. H : 

(Xgl) N-(3-(2-(4-y?07-f;H2 
-f-TVU/U) X^-;k) -6-7WU7x^) - 
4- (2- (4-^f^fyOy» -2H-rh7V 
— /U— 5 — -f yu) <yX7$ VcD&m 
4- (2- U-^h^S^VS^lO -2H— rh^V 
~-iV-5-4)V) 3cJBL#Kk3- (2- (4-^07* 
■f-;l/-2-^-rV!;;P) x?--;W) -6-7/M-Q7X 

yvfc, gjfeffli 04oig2fcRH*W!Siu n- 

(3- (2 - (4-^^a7 r f-^-2-f-rV i ;;P) X 
fcyp) -6-7;^D7i-/H -4- (2- (4- 

*Mf>~*ysM') -2H-rh7V-;i'-5->f;k) 

it* 1 5 6-i 5 8*c mm^mm ■. ?on^A- 

n-A.df.Hfy) ; I Rr/max cnr 1 2216, 16 
56; NMR (40 0MHz, CDC 1 3 ) 5ppm 

1. 9 1-2. 39 (6H, m) , 3.6 5- 
3. 74 ( 1H, m) , 3. 80 (3H, s) , 
5. 76 (2H, s ) , 6. 90-6. 92 (2 
H, m) , 6. 9 5 ( 1H, s ) , 7.33- 

7. 36 ( 1H, m) , 7. 39-7. 42 (2 
H, m) , 7. 98-8. 00 (2H, m) , 

8. 09 ( 1H, d) , 8. 27-8. 29 (2 
H, m) , 8. 77 (1H, dd) ; MS (F 
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AB)m/z 565 (M + +1); 7C*^ffiC 31 
H 25 FN 6 0 2 Sm%m.{%) C, 6 5. 94; 
H, 4. 46 ; N, 14. 89, TOI (%) 
C, 65. 90 ; H, 4. 46 ; N, 14. 77. 
[04863 (IS2) N- (3- (2- (4-^7 
u?1-)V-2-1-TVV)V) x.j--)V) -6-7)\s*u 
7x-;H -4- ( lH-rb7V-^-5--f;u) * 

N— (3- (2- {4-i/9u7^)\>-2-^TVV 

if -6-7^D7i-/H -4- (2- 
(4-^h^r^y^» -2H-f h5V-;P-5- 

iv ) Kyxr 5 h zmm i ^is 5 1 mnizww 

USA 2 18-2 2 0'C (decomp. ) (Sii&Fail 
M: 7uu*tVJ±-x.? /-iV-n-^+ry) ; I 
Rmx cm-' 22 16,1 650; NMR(40 
0MHz, DMSO-d 6 ) Sppm 1. 85—2. 
31 (6H, m) , 3. 62-3. 71 (1H, 
m) , 7. 44—7. 48 ( 1 H, m) , 7.5 

3 (1H, s) , 7. 58-7. 62 (1H, 
m) , 7. 98 (1H, dd) , 8. 18-8. 
23 (4H, m) , 10. 46 (1H, s) ; 
MS (FAB)m/z 445 (M* +1); 7C* 
^flTffiC 23 H ]7 FN 6 OSOttSM (%) C, 62. 1 

4 ; H, 3. 86 ; N, 18. 9 1 , mm. 
(%) C, 6 1 . 85 ; H, 3. 93 ; N, 1 
8. 78. 

[0487] [HM09167] N-(3-(2-(4 
-v?n7fvl/-2-f-77*y/W xf-^/P) 7x- 
-2- ( 1 K-7-YyV-fr-5-4>V) -5-h' 

(IS1) N- (3- (2- (4-v?D7>;l/-2 
-f-TV'U^) Xfcyp) 7i-/H -1- (2- (4 
-^bdfvO'^) - 1 H-fb 5~-i 
}l>) -5-tU^y^^-ti h\ &l>' N— (3- 

(2- (4-S'7o7*^-2-f-7Vy/l') xf-~ 
;W 7i-;H -2 - (2- (4-^hdf-^y^) 
- 2 h - -f b 5 V-;w- 5 - 4 ;p ) - 5 - t y x'y Aiv 

6- (2- (4-^f J fy<yy» -2H-- rh^V 
— /l^— 5 — f ) xnf-><g?h3- (2- (4-S/?o 

Ml0 3<7)Igli:|il«^aL. N- (3- (2- 
(4-^^n7'^-2-f xf--;U) 7i 

x/|^) -1- (2 - (4-^h=Jf^yv» - 1 H- 
Thy V-lV- 5 - A IV ) - 5 - f y i/' > filVX**)- S 
h\ &tfN- (3 - (2- ( 4 -^?P7>;P-2 -f- 
TVy/l^-) xf--^) 7x-;H - 2- (2 - (4-^< 
h4f^<yv';P) -2H-fh7y-/H5-' \ )V) - 

5 - f y 5 H ( ® 1 : 1 <T>mM ) £ff 



2 0 8-2 3 0°C (S3gJI.?§& : 7cm*;PA- 
n-^t» ; IRi/maxcm" 1 16 90; N 
MR (400MHz, DMS0-d 6 ) Sppm3. 7 
0 and 3.75 (3H, each s ) , 
5.97 and6. 13 (2H, each s) , 
6. 88—6. 98 (2H, m) , 7. 31-7. 
43 (2H, m) , 8. 26 and 8. 38 
(1H, each d), 8.45 and 8.5 
2 ( 1H, each dd) , 9.19 and 
9. 3 1 ( 1H, each d) , 13.69(1 
H, br s) ; MS(EI)m/z 311(M 

+ ) ; 7cifMffic 15 H 13 N 5 o 3 mnm(%) 

C, 57. 88 ; H, 4. 2 1 6 ; N, 22. 5 
0, ai5£ffi (%) C, 58. 24 ; H, 4. 2 
5 ; N, 22. 55. 

[0488] (JM2) N— (3— (2— {4—z/9 
D7'f-;i/-2-f-7Vy^) if-yl/) 7ii;H -2 
- ( ih-t h7V-;i"-5-^) -s-ey^'ytf 

±IB. 1M 1 Oll^* , 1 <T)XU 5 R^^M 

ML* 14 9-1 5 3*C (decomp. ) (WSSJI^ 
$ : ;nn*yPA-i^y- ;i/) ; iRcm cm-' 
2212,1642; NMR ( 4 0 0 MH z , DM 
SO-d 6 ) Sppm 1. 84 — 2. 35 (6H, 
m) , 3. 65-3. 72 ( 1H, m) . 7.4 
4 ( 1H, d) , 7. 52 ( 1H, t ) , 7.5 

4 ( 1H, s ) , 7. 87 ( 1H, d) , 8. 
14 ( 1H, s ) , 8. 4 1 ( 1H, d) , 

8. 59 ( 1H, dd) , 9. 30 ( 1H, 

d) , 1 0. 79 ( 1H, s ) ; MS (FAB) 

m/z428 (M' +1) ; 7C*fr#HiC 22 H 17 N 7 

05 • 1/4 H 2 Oc7)ftJ|fli (%) C, 61.17; 
H, 4. 08 ; N, 22. 70, $]56tt (%) 

C, 61. 04 ; H, 4. 14 ; N, 22. 52. 
[04893 68] N-(3-(2-(4 

-^9uy'^)V-2-^T-/'))V) Xf--;P) 7x- 

-2, 6-^f-;U-4- ( lH-f VJV-fV- 
5— -f/P) <yX7S H : 

(IS1) N- (3- (2- (4-y7n7'f^-2 
— f-rVJ^) XfcwP) 7x-;H -2, 6- : JXj- 
A>-4- (2- -2H-f h 

yV-)V-5--i)V) OX7S. KiO-^Eg; 
4- (2- U-^h^'s^/l/) -2H-rh7V 
-/!✓- 5 -A )V) - 2 , f-;l^aS.#Kfc 3 - 

(2 - (4-^^n7*f-^-2-f-TVy;P) xf-n 
;p) rxy USSeajl 0 4<oiS2kR«fc:«yi 

N— (3- (2- (4-j^n7*^-2-^-7V 
iJ/U) xj--)l>) 7x-;H -4- (2- (4-Xh* 
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yOyiW -2H-fYyV-)V-5-^)V) -2, 
6-x7f7l^7X7$ Y&m.&T&V? r Xt LX 
ttfc. 

NMR (400MHz, CDC 1 3 ) Sppm 1.8 

9-2. 4 1 (6H, m) , 2. 44 (6H, 

s) , 3. 65-3. 73 (1H, m) , 3.8 

1 (3H, s) , 5. 74 (2H, s) , 6. 
90-6. 93 ( 2H. m) , 6. 96 ( 1H, 
s) , 7. 36-7. 4 1 (4H, m) , 7.5 

2 (1H, br s) , 7. 67 — 7. 70 ( 1 
H, m) , 7. 83 (2H, s) . 7.91(1 
H, s) . 

[0490] (IS 2) N- (3- (2- (4-v7 
n^;i/-2-f-ry'U;i') xf-x/p) 7xx;u) - 
2, 6-^^-4- ( 1 H-f-h7"/-)U-5-' f 
AO KyX7$ Ktf)£j£ 

N- (3- (2- (4-^ 07*^-2— 7-TV'J 
;P) xf-x;p) 7i-;H -4- (2- (4-7 h*^ 
<7i/» -2Vi-^fYv s r-)V-5-A)V) -2, 6 

- ^ f;Kyxr s h zmmm 1 ^x^ 5 1 mmtzm 

It* 2 1 8-2 2 2*C(decomp. ) (SSHrtf 
X^7— ;l/-n-^^f-^y) ; IR(/»ax cm" 1 
22 12,1656; NMR ( 4 0 OMH z , DM 
SO-d 6 ) Jppm 1. 84-2. 35 (6H, 
m) , 2. 40 (6H, s ) , 3. 63-3. 7 
1 (1H, m) , 7. 42 (1H, d) , 7.4 
8 (1H, t) , 7. 53 (1H, s) , 7. 
76 ( 1H, d) , 7.83 (2H, s) , 
8. 1 0 ( 1H, s ) , 1 0. 74 ( 1H, 
s) ; MS(FAB)m/z 455 (M + + 
1) ; 7cS##rffiC 25 H 22 N 6 OS • 1/2H 2 0<T) 
mm. (%) C, 64. 78 ; H, 5. 00 ; 
N, 18. 13, m%M{%) C, 65. 02; 
H, 5. 03 ; N, 1 7. 83. 
[049 1] [38*01169] N-(3-(2-(4 
-is?u~?1-)V-2-1~TWlV) xf-~;lO 7xX 

-2-7^-4- ( lH-fb7/-^-5-> f 
)V) ^yXTS. H : 

(IS1) N- (3- (2- (4-x^a7'^-2 
-f-TVU/l/) xf-x/lO 7x^) -2-7Dt-4 

- (2 - (4-7 h^f^yv» -2H-rh7V- 

5 --OP) ^7X75 K 
4- (2 - (4-7 hdrv-^y^A-) -2H-rh7V 
-)l-5-A)l) -2-7at£,t#igi:3- (2- 

(4 -^^07*^/1/- 2-^TV';^) xf-x;U) 7- 
U>&. HS6M1 0 4c?)Ig2fcl5)«^aL, N- 

(3- (2 - (4-v?D7>;U-2-f-7V'>,l^) x 
-?-x;W) 7i-;H -4- (2- (4-yhdf^y^' 
;P) -2H-rh5V-/l'-5— f;P) -2-7o^al 



7X75 h'^7^7 rXt LT#£. 

NMR (400MHz. CDC 1 3 ) Jppm 1.8 

9-2. 4 1 (6H, m) , 3. 69 ( 1H, 

m) , 3. 74 (3H, s) , 5.65 (2H, 

s) , 6. 74-7. 81 ( 13H, m) . 
[0492] (1^2) N- ( 3- (2- (4-y? 
nXfvV-2-f-7V'y/l') Xf-x;l/) 7x-/l0 -2 
-7d*-4- ( iH-rf7V-;l'-5-'f;l/) Ky 
X7SK?)-£j£ 

N- (3- (2- (4-v^D7^-2-f-7V'y 
;P)x^-x;|^) 7x-/H -4- (2- (4-7^^ 
-2H-7h7V-^-5— -2-7 
nx^yXTS h'^HJfi^l^IS5fc[iI«(ci®aL. 

tt£ 17 3-1 7 5'C (SSb b b^ : 7nn*/W>- 
777-;l0 ; IRmx cm-' 2212, 166 
2; NMR (400MHz, DMSO-d 6 ) Spp 
m 1. 88-2. 28 (6H, m) , 3.66 
( 1H, m) , 7. 38 ( 1H, d) , 7. 44 
(1H. t) , 7. 52 (1H, s) . 7.6 
3 ( 1H, d) , 7. 74 ( 1H, d) , 7. 
96 (2H, s ) , 8. 1 1 ( 1H, s ) , 1 
0. 68(1H, s); MS (FAB)m/z 5 
07 [ (M + +2) + 1 ] , 505 [ (M* ) + 

11 ;7u5S#tffiSC 23 H 17 BrN 6 OSOlt«ffi(%) 
C, 54. 66 ; H, 3. 39 ; N, 1 6. 6 

3, M%m (%) C, 54. 30 ; H, 3- 8 
6 ; N, 16. 42. 

[0493] [UStffl 1 7 0 ] Xi-Jl N-(3- 
(2 - (4-v-7n7'f-;U-2-f-7Vy^) x^-x 
/lO 7i-;H 75 7^7/^x^-3- (lH-fh7 

V-^-5— f;u) 

CDgl) 7f-;P N- (3- (2- (4-V-7D7 
^)V-2-^7V))V) Xf-x;P) 7xX/W) 75 7# 
)V#-)V-3- (2- (4-7 h^f^y^) -2H 

7f-/U 3-(2-(4-^^y<yy';H -2H- 
T-hyV-JU-5-4 )U) -5-7o^tS®l g. 
3- (2- (4-v-7o7^-2-f-77U;U) xf- 
-;H7-'Jy695mg > 1, 3-t7(y7x-^ 
7*774 7) TOA s 752mg. [2] ^7 

v»7i.2 8mgtChyxf-;U7S75m l&tfDMSO 

i5mi zmtz. Kmz-mitm#xx*mi. 

1 2 o-c-t-i o^rai«#L^. RB^^a^t 

fc. WPX71 0 0m 1 SrSax. 1 Nigig, 8ft* 

9U~?Y?77 4- m\m: n-^-py : H#x^- 
;P=3 : 1 ) t««u X-x/l''?*&&fcSl*\ 7f-/P 
N- (3 - (2- (4-^7o7^— 2-^-7Vy 



( 106) 



0-19506 3 



)V) X^~;U) 7i-;H (2 

it£ 1 1 2~ 1 2 o*c m&&®m ^on*;u- 

; IRi^maxcnr 1 2212, 17 
28; NMR (400MHz, CDC 1 3 ) dppm 
1. 87-2. 44 (6H, m) , 3.70(1 
H, m) , 3.81 (3H, s) , 4.00 

(3H, s) . 5. 78 (2H, s) , 6.9 
3 (2H, d) , 6. 97 (1H, s) , 7. 
38-7. 45 (4H, m) . 7. 73 ( 1H, 
m) , 7. 95 (1H, br s) , 8. 0 1 

(1H. br s) , 8. 61 (1H, t) . 
8. 82 ( 1H, t) , 8. 97 ( 1H, t ) ; 

MS(FAB)m/z 605 (M + +1); jiM 
##fffiC 33 H 28 N 6 0 4 S<r>m%m.{%) C, 64. 
58 ; H, 4. 76 ; N, 1 3. 70, MfeW. 

(%) C, 64. 55 ; H, 4. 66 ; N, 1 3. 
36. 

[0494] (IS2) N- (3- (2- (4-3/7 
Q7^-/l/-2-f-7VlW xf--;l^) 7i-/H -2 
-^f-;H-3i— 4- ( lH-rh7V-^-5— 

^f-fl/ N- (3- (2- (4-^nW-2- f 
xf--;P) T5y^*-;P-3 

- (2- (4-^h^^O^) -2H-rb9V- 

)v—5—A)V) ZMmmzmmm 1 ots 5 1 Fm&e 

Mt£ 1 9 0*C ( d e c om p . ) (H&jygK : ?P 
a*yl/jU-x^y-;W) ; I R v max c nr 1 221 

2, 1 730; NMR(400MHz, DMSO-d 
6 ) Jppm 1. 82 — 2. 36 (6H, m) , 

3. 68 ( 1H, m) , 3. 99 (3H, s) . 
7. 45 (1H, d) , 7. 52 (1H, t) , 

7. 54 (1H, s) , 7.91 (1H, 
d) , 8. 15 (1H, s.) , 8. 73 (1H, 
s) , 8. 83 (1H, s) , 8. 93 (1H, 
s) , 10. 85 ( 1H, s) ; MS (FA 
B)m/z 485(M + +1); 7C*ft#T(IC 25 
H 20 N 6 0 3 S- 1/2H 2 OCOimm (%) C, 6 
0. 84 ; H, 4. 29 ; N, 1 7. 03, SIS 
<I (%) C, 60. 59 ; H, 4. 1 7 ; N, 1 
6. 85. 

[0495] [HH0IJ171] N-(3-(2-(4 
-^^n7'f-;P-2-f-Ty*U^) xf-x/p) 7x- 
;10 -2-x^-/l/-4- ( lH-rh5V-;P-5-^ 

(IS1) N- (3- (2- (4-^7n7'^l— 2 
-f-TVU/l') xf-x/P) 7i-;H -2-x^;U-4 

- (2- (4-^hdf^<y>->) -2H— rh7V- 



4- (2- (4-^h^f^y^» -2H— t h5V* 
5 - - 2 -xf-/l/£,t#l^ 3- (2- 

(4-^^Drf-;i/-2-f-ry' i J^) xf-x;i<) r- 

'JvSr, HJI0IJ1 0 4«OXS2i:|SI«(w^!lSt, N — 
(3- (2- (4-v?o7*f-;l/-2-f-77''JA-) X 
f-x;l/) 7i-;H -4- (2- U-^h^yO-^ 
A) -2H-rb^V-;W-5--<^) -2-xf-;K 

NMR (400MHz, CDC1 3 ) Sppm 1. 2 
6 (3H, t) , 1. 91-2. 39 (6H, 
m) , 2.93 (2H, q) , 3. 69 ( 1H, 
m) . 3. 81 (3H, s ) , 5.76 (2 
H, s) , 6.92 (2H, d) , 6.95 
( 1H, s ) , 7. 30-8. 1 0 ( 1 OH, 
m) . 

[0496] ODB2) N- (3- (2- (4-5/? 
n7*f-;|/-2-f-TVU;l/) xf-x/i/) 7i-/P) -2 
-Xf-;W-4- ( lH-rh9V-/l/-5->f/P) "O* 
XT 5 h*<7)-£j£ 

N— (3- (2- (4-v?o7'f-;L'-2-f-TV 1 J 
;W) xf-x;W) 7x-;H -4- (2 - U-^b^y 
^y^) - 2 H - r b vV-lV- 5-A)V) -2-x 
•f-/kX ^/Pf-^yXT S H £HMiJ 1 <r>im 5tnm 

MA 1 6 0 - 1 6 2 r (S^i§« : »8PW- n 
— Ndf^-y) ; IRj/max cm" 1 2216, 165 
2; NMR (4 00MHz, DMSO-d 6 ) dpp 
m 1.26 (3H, t) . 1. 87-2. 33 

(6H, m) , 2. 85 (2H, q) , 3.67 

(1H, m) , 7. 41 (1H, d) , 7.4 
8 (1H, t) , 7. 53 ( 1H, s) , 7. 
63 ( 1H, d) , 7. 99 ( 1H, d) . 
8. 05 (1H, s) , 10. 69 (1H, 
s) ; MS(FAB)ra/z 455 (M*+1); 
7C*#tfr(lC 25 H 22 N 6 OS - 3/4H 2 OCOimm 

{%) C, 64. 1 5 ; H, 5. 06 ; N, 1 
7. 96, mim (%) C 64. 43 ; H, 
5.13; N, 1 7. 65. 

[0497] [SSHW172] N-(3-(2-(4 
-y?D7'f-A- 2 -f-TV 'J )V) xf-x;k) y x - 
)V) -2- t'-)l— 4 - ( lH-Th7Y~-)\s-5-4 
)l) 0X7$ K : 

(Xmi) N- (3- (2- (4-^n7f;l.-2 
-f-TVU^) Xfx/U) 7xX;p) -2-t'x/l/-4 
- (2- (4-^ h^r^y^) -2H-rh7y'- 
;l—5-4/L-) ^yxrs KCO-^E 
4- (2- (4-^h^f^y^) -2H-fh7/ 
5 - 4 A- ) - 2 - \l-)V£MMW t 3 - ( 2 - 

(4-S/?n7'f-;P-2-f-Tyj^) Xf-X/P) 7- 
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u , hmw 1 0 3«oxs 1 1 phkwpiu n - 

(3 - (2- (4-v?o7>;P-2-^T7'!;;W) x 
f-x;w) 7i-;K -4 - (2 - ( 4 — j< h^f V*V*J 
)V) - 2 H -r b 7 V-;U- 5~4)V) -2-t*x/K 

NMR (400MHz, CDC 1 3 ) 5ppm 1.9 
1-2. 39 (6H, m) , 3. 68 ( 1H, 
m) , 3. 81 (3H, s) , 5. 51 (1H, 
d) , 5. 76 (2H, s) , 5.91(1 
H, d) , 6. 69-8. 35 ( 14H, m) . 
[0498] (IS2) N- (3- (2- (4-v? 
u7+fr-2-+T/Vfr) xf-x/w) 7i-;H -2 

XT 5 

N- (3- (2- (4-^o^;W-2-^TVU 
;W) Xf-x/U) 7i-yK -4- (2 - (4-> b^v 
<yi/*;W) -2Y\-y-Yv^/-)V-5-4)V) -2-h' 
z;KyX7 5 K &gffc0l 1 ^Xg 5 fc HttHcftiJl L . 

H£ 16 8-1 7 2'C (decomp. ) (IRNyg 
l:»IXf;Hn-^ty) ; IR^maxcm-i 
22 12, 1646; NMR (40 0 MH z , DM 
S0-d 6 ) fppm 1. 83 — 2. 34 (6H, 
m) , 3. 67 ( 1H, m) , 5. 5 1 ( 1H, 

d) , 6. 00 ( 1H, d) , 7.04(1 
H, dd) , 7. 42 ( 1H, d), 7.48 

( 1H, t) , 7. 53 ( 1H, s ) , 7.7 
7-7. 80 (2H, m) , 8. 07—8. 10 

(2H, m) , 8. 43 ( 1H, s ) , 10. 
76(1H, s) ; MS(FAB)m/z 453 

(M* +1); 7C3ft#*>fffiC 25 H 2 oN 6 OSOtW 
m {%) C, 66. 35 ; H, 4. 4 5 ; N, 1 
8.15, WM.W. (%) C, 66. 19; H, 
4.44; N, 1 7. 79. 

[0499] [USSflJl 73] N-(3-(2-(4 
-^^ufy-)V-2-^TV))V) Xf-x/l^) 7xX 
)V)-2, e- : Jy)Vitu-A- ( lH-fh5V-;W 
-5-4)V) ^yXT5 F : 

CDBl) N- (3- (2- (4-^?07W-2 
-f-TVU;U> xf-ryu) 7i-;H -2, 6-^*7;P 
3TO-4- (2- (4-^h^Ky^)U) -2H-r 
b 5 V-/1— 5-4 >v) <yX7 5 h*tf>£jfc 
4 - (2 - {4-X Y^KVitlV) -2H-ThyY 
-)V- 5-4)1) - 2- 2, 6 - ^'7/I^n£E#I$ t 
3- (2- (4-y?n7'f^-2-f7/ 1 ^) xf- 
x;U) 7-'J^, ggffeffll 0 3<0lSlfcH«t«yi 
U N- (3- (2- (4-^07*^-2— f- TV 
U;k) Xf-X/U) 7xX;W) -4 - ( 2 - ( 4 
isKVi?)V) -2U-'rYyV-)V-5-4)V) -2, 



Bk£ 1 5 0- 1 5 3'C («&&?£$ : ?nn*H- 
n-'v^-tfy) ; I Ri/ max cm" 1 2216, 16 
58; NMR (400MHz, CDC 1 3 ) Sppm 

1 . 89-2. 4 1 (6H, m) , 3. 64- 
3. 73 ( 1H, m) , 5. 75 (2H, s) , 

6. 91-6. 93 (2H, m) . 6.95(1 
H, s) , 7. 36-7. 4 1 (4H, m) , 

7. 7 1-7. 73 ( 1H, m) , 7.76(2 
H, d) , 7. 87 (2H, s) ; MS (E 

I ) m/z 512 (MM; 7CS&9r£C 81 H,« F 
, N 6 O t S<0fHHI (%) C, 6 3.91; H, 
4.15; N , 14. 4 2, Ste* (%) C, 6 
4.14; H, 4. 21 ; N, 14. 40. 
[05001 (162) N- (3- (2- (4-^7 
o7 , f-^-2-f-TV , J;U) x-fx/u) 7i-;W - 

2, 6-^*7^n-4- ( lH-xh7 x /-;P-5- 
-f;y) <y XT 5 K 

N- (3 - (2- (4-^oXf-^-2-^-rV'J 
/I/) Xf-X/L-) 7i-;H -4 - (2 - (4-* h^f>- 
-2W-f-YyV-)V-5-4)V) -2, 6 

- s;7/M- D\yxr 5 h fcisssw i aim 5 1 mmz 

2 2 7-2 3 3°C (dec omp. ) (ff&fttg 
$ : X?/— ;W-n— MMfy) ; IRi/mx cm" 1 
221 2,1664; NMR ( 4 0 0MH z , DM 
SO-d 6 ) Sppm 1. 84 — 2. 31 (6H, 
m) , 3. 63—3. 7 1 ( 1 H, m) , 7.4 
6 (1H, d) , 7. 51 (1H, t) , 7. 5 
4 ( 1H, s ) , 7. 72 ( 1H, d) , 7. 
90-7. 92 (2H, m) , 8.05(1H, 
s) , 1 1. 1 5 ( 1H, s) ; MS (FAB) 
m/z 463 <M + +1); 7aR4Mff«C 28 H ie 

f 2 n 6 o son-am <%> c. 59. 73; h, 

3. 49 ; N, 18. 17, M%M (%) C, 5 
9.83; H, 3. 60 ; N, 1 8. 1 9. 
[050 1 ] [H»J174] N-(3-(2-(4 
-^u-f^)V-2-f-7V^)V) x^x;P) 7xX 

- 2 - 7/M-u- 6 -^f-;^jf-4 - ( lH-f 
b 9V-A'- 5-4)1) <yX7 5 F : 
(IS1) N— (3— (2— (4-y?n/f;l'-2 
-f-TV'J/U) X^-x;l/) 7xX;P) -2-7;M"0- 
6-*^M--4- (2- U-^h^O^'/l-) 

-2H-Tb5V-/i'-5— W <yXT5 

4- (2- (4-^h^y^>y» -2H-f 

«8fc3- (2- (4-^7n7^-2-^-TVU 

x^-x/l,) T-'JyJ. HffiMl 04tf)Ig2£|i] 
8fc«!HU N- (3 - (2- (4-y?oW-2 
-f-TV'J;!-) X^-X;l>) 7xX^) -4- (2 - (4 
F* s^y^) -2H-Th7 v /-;W-5--f 
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)V) -2-7>V*n-6-X1-fH-*<yXT$\ t t:n 
Qr^vyTXtLX'&tz. 

NMR (400MHz, CDCl 3 ) Jppm 1.9 
1-2. 40 (6H, m) , 2. 58 (3H, 
s) , 3.6 5-3. 73 ( 1 H, m) , 5.7 
6 (2H, s) . 6.9 1-6. 9 3 ( 2H, 
m) , 6. 96 (1H, s) , 7. 38-7. 4 
2 (4H, m) , 7. 6 7-7. 70 ( 1H, 
m) , 7. 7 1-7. 74 ( 1H, m) . 7.7 
6(1 H, s ) , 7. 87 ( 1H. s ) , 7. 
90 ( 1 H, s ) . 

[0502] (IS2) N- (3- (2- 
n7 , f-^-2-f-TVU;l/) xf-x/t-) 7i-;K -2 
-7/M-o-6-p<f7M-?l--4- ( 1 H-fh7/- 
)V-5-4lV) OX7S. F4)£lR 
N— (3- (2- (4-i/^o7'f-;l/-2-f-rV , J 
;H x^--;U) 7i-;H -4- (2- U-^h^fv 
<y^» -2H-fh7V-/H5-^^) -2-7 
)V*U-6 -*i~)Vj-*KyX7$. FfcStttW 1 Wig 
5 fc H«Nc»! t . . 
H£ 182~187'C(decom P . ) 
$ : X^y— )V-?UWfc)lJ±) ; I R vmax c m" 1 
22 1 2,1656; NMR (4 0 0MHz, DM 
SO-d 6 ) Sppm 1. 84-2. 33 (6H, 
m) , 2. 62 (3H, s ) , 3. 63-3. 72 

( 1H, m) , 7. 44 ( 1H, d) , 7.5 
0 ( 1 H, t ) , 7. 54 ( 1H, s ) , 7. 
71 (1H, d) , 7. 75-7. 78 (1H, 
m) , 7. 86 ( 1H, s) , 8. 05 ( 1H. 
s) , 1 1. 00 (1H, s) ; MS (FAB) 
m/z 49 1 (M + +1); 7ESt#*rffiC 24 H J9 
FN 6 OS 2 COitSfi (%) C.58.76; H, 
3.90; N, 1 7. 1 3, (%) C, 5 

8.61; H, 4. 12; N, 17. 36. 

[0503] [HMCT175] N-(3-(2-(4 
-^n7'f-;i'-2-f-7V'J/P) x^~;V) 7x- 
;P) -2-7;ktn-6-.X h*5"-4- ( lH-f h 
vV-lV-S-AJV) KyXT 5 h* : 

(HI) N- (3- (2- (4-y^o7"fyl,-2 
-f-TV'J/l') x^-x/U) 7i-;W -2-7Jk*n- 
6-^hdrv-4- (2- (4-^b^fy<>'y;H - 

2u-tY7Y-)V-5-4 )V) <yxrs k<o£j£ 

4- (2- (4-^hdfv<y^>) -2H-- fF57 
-y|/-5-> UV) -2-7iV*u-6-Xh*i' ! £MM 
Mt3 - (2 - (4-S'?nX?-;l'-2-^-7V' , J/l') 
Xf-x;W) 7-'J^. HJfeCTl 0 4<OIg2l:|S|«fc 
JSSU N- (3- (2- ( 4 -J/^orf*-2 
rV'J;l/)xf--^) 7i^H -4- (2- (4-y 
F^fi^yv^) -2H-rF5V-;i/-5—f;P) - 



iWrxt LTtlfc. 

NMR (400MHz, CDC 1 3 ) Sppra 1.8 
9—2. 41 (6H, m) , 3. 65—3. 74 (1 
H, m) , 3. 8 1 (3H, s ) , 4.0 1 
(3H, s) , 5.76 (2H, s) , 6.9 
1—6. 94 (2H, m) , 6. 95 ( 1H, 
s) , 7. 37-7. 39 (2H, m) , 7.3 
9-7.42(2H, m) , 7.55-7.58 
( 1H, m) , 7. 58 ( 1 H, s ) , 7.7 
6—7. 78 ( 1H, m) , 7. 84 ( 1H, 
s) , 7. 88 (1H, s) . 
[0504] CDB2) N-(3-(2-(4-^ 
n-/ J h)V-2-*7VViV) x.*-)V) 7z-;H -2 
-7/M-Q-6-^ h*zs- 4- (1H-TF5V-/P 
-5-JtV) OX7 5. FO&{£ 
N- (3- (2- ( 4 -S'? 07^-2-^/ 'J 
/I,) xf-x/W) 7x-;H -4- (2 - (4-^hdfj/ 
-2H— tY7 s /-)V-5-4)V) -2-7 
;^n-6-^hdf^<yXT5 K£0Stt0ll«OIg5 

®& 2 10-213'C (decomp. ) (HI6A« 
$ : X?y* — ^-^on*;|/A) ; IRi/bx cm-' 
2216,1680; NMR (400MHz, DM 
SO- d 6 ) Sppm 1. 86-2. 33 (6H, 
m) , 3. 63-3. 7 1 ( 1H, m) , 3.9 

7 (3H, s) , 7. 42 ( 1H, d) , 7.4 

8 ( 1H, t) , 7. 53 ( 1H, s ) , 7. 
58 ( 1H, d) , 7. 65 ( 1H, s) , 

7. 72 ( 1H, d) , 8. 05 ( 1H, s) , 
10. 87 (1H, s) ; MS (FAB)ra/z 
47 5 (M* +1) ; 7t*fr#f€C 24 H 19 FN 6 O 
2 SV>imm.{%) C, 6 0. 75; H.4.0 
4 ; N, 17. 71, Wm. (%) C, 60. 8 
1 ; H, 4. 25 ; N, 17. 62. 
[0505] [SSMSW176] N-(3-(2-(4 
-is7v?1->V-2-^-TyV)V) xf-x/10 7xX 

-2-^77*0^^-4- (lH-f 
-5--f^) ^yXTS F : 
(IS1) N- (3- (2- (4-y^o/f;l/-2 
-+7VV x.+=./u) 7i-;H -2--4 7Xn-+r 
^v-4- (2- (4-^h^y<yy';l-) -2H-f 

h5V-^-5-'f;P) <yxr$ Fogft 

4- (2- (4-^F^f^y^» -2H-rh5V 

(2- (4-^oyf-;u-2-f-rvy;u) x^-x 

;P) 7-'J^. ggffcftl 0 4<OIS2fcH«fc:JSl 
U N- (3- (2- (4-S/?U7>/U-2-^77 
U;U) x-^--^) 7x-)V) -4- (2- (4-*F* 
i/^y^» - 2 H-x h 5 V-A'- 5-J)V) -2- 

4 yro^y^yxrs F£#fc. 
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MA 1 2 4- 1 2 5*C m&ik®m : ;nn*^- 
n-'sdfHfy) ; IRt/maxcm" 1 2212, 16 
70; NMR (400MHz, CDC 1 3 ) Sppm 

1. 58 (6H, d) . 1. 91-2. 40 (6 
H, m) , 3. 66-3. 74 ( 1 H, m) . 
3. 80 (3H, s) , 4. 97—5. 03 ( 1 
H, m) , 5.75 (2H, s) , 6. 89- 
6.93 (2H, m) , 6. 96 ( 1H, s ) , 

7. 34-7. 4 1 (4H, m) . 7. 76- 
7. 79 ( 1H, m) , 7. 84 ( 1H, s) , 

7. 86-7. 88 ( 2H, m) . 8.39(1 
H, d) , 1 0. 26 ( 1H, s ) ; MS (E 
I)m/z 604 (M + ) ; 7cS##fffiC 34 H 32 N 
6 0 3 SWttlM (%) C, 67. 52; H, 5. 3 
3 ; N. 1 3. 90, (%) C, 67. 4 

7 ; H, 5. 44 ; N, 14. 02. 
[0506] (IS2) N- (3- (2- (4-5/* 
D7'f-;p-2-f-rVy;l') xf-x/u) 7i-;H -2 
— fV7 , P^x-4- ( lH-Th5V-^-5— 4 

N- (3- (2- (4-^^07'^-2-^/U 
;W) Xf-^A-) 7x-)U) - 4- (2 - (4-^h^fv 
-2H-f Y?V-)V-5 — (A-) -2-4 
y rn ^ ^>X7S HSfefl] 1 *>Ig 5 4: 

*snu mmzm. 

MA 2 0 7—2 1 O'C (dec omp. ) (ft&jyg 
f ;7DD*/1/A) ; IRvmax cm" 1 22 16, 1 
672; NMR (400MHz, DMSO-d 6 ) 8 
ppm 1. 4 1 (6H, d) , 1 . 86-2. 3 
3 (6H, m) , 3. 63-3. 7 1 (1H, 
m) , 4. 80-4. 86 ( 1H, m) , 7.4 
0 ( 1H, d) , 7. 48 ( 1H, t) , 7. 
53 ( 1H, s ) , 7. 72-7. 76 (2H, 
m) , 7. 79 (1H, s) , 7. 85 (1H, 
d) , 8. 09 ( 1H, s) , 10.38(1 
H, s ) ; MS (E I ) m/z 48 4 (M* ) ; 
7C*#UffiC 26 H„N 8 0 2 Stf>fHra(%) C 6 
3.27; H, 5. 10; N, 17.03. M%te 
{%) C, 63. 39 ; H, 4. 87 ; N, 1 
7. 25. 

[0507] [HM01J177] N-(3-(2-(4 
-^oXf-A— 2-^/1^) xf-x/t-) 7i- 
A-) -2-hFo*5/-4- (1H— f h5V-rt'-5 
->f;l/)<yXT5K: 4- (2 - (4-^h^^y 
i/JU) - 2H-tY7Y-)V-5-4>1) -2-AVT 
ntf* is£MMM 9 7m %mfWC7lV 5 x^i> 53m 
gfcl, 2-y7Dnx?y2 0m 1 SrjDX. 2 0^ 
MSSftUc. RfE?££ 1 Nig|g3 Om 1 Icjn 

H£ 16 0-1 6 3'C (dec omp. ) (W&m 



Rfiiax cm-' 2212, 1644; NMR(40 
OMHz, DMSO-d 6 ) Jppm 1. 84 — 2. 
33 (6H, m) , 3. 63-3. 71 (1H, 
m) , 7. 43 (1H, d) , 7. 49 (1H, 
t) , 7. 53 ( 1H, s ) , 7.63(1 

H, dd) , 7. 7 1 ( 1H, d) , 7.8 1 
(1H, d) , 8. 08 (1H, d) , 8. 10 
( 1H, s) , 1 0. 58 ( 1H, s) , 1 

I. 83(1H, br s) ; MS(FAB)m/ 
z 4 4 3 (M* + 1 ) . 

[0508] tmmm 1 1 8] n- ( 3- ( 2- (4 

-is?u?j-)l>-2-i-TYV)l>) xf-x;W) 7x- 
A-) -2--ha-4- ( lH-xh^y-A— 5-4 
)V) <yXT5K : 

(IS1) N-(3-(2-(4-^o^-2 
-f-rVJA-) Xf-X/W) 7i-/H -2--hQ-4 
- (2- (4-^hdf^y^Vl/) -2H-f 
A— 5— *A-) OXTS 

4- (2- (4-^h^>"<.y^) -2H-<f b5V 
-A^-5--Y;P) -2-xbo£,§.#Kk 3- (2- 
(4-S/^D7*^-A— 2-f-TVU^) Xf-xA-) 7- 

vy*. nismio4<7)im2b®mz%mi. n- 

(3 - (2 - (4-^^nyf-;W-2-f-7VU;U) x 

f-XAO 7i-;H - 4- (2- (4-^h=Sf^yv 

A-) -2H—fh7V— A—5— 4 A-) -2--ho< 

yXTS h'Sr^ftfeT^A^r^i: LZWi. 

NMR (400MHz, CDC 1 3 ) Sppm 1.8 

8-2. 40 (6H, m) , 3. 68 ( 1H, 

m) , 3.81 (3H, s) , 5.78 (2H, 

s), 6.93(2H, d). 6.96(1 
H, s) , 7.3 9-7. 83 (8H, m) , 
8. 47 (1H, d) , 8. 83 (1H, s) . 
[0509] (XS2) N-(3-(2-(4-^ 
K3-f-f-)V-2—?TVV)V) Xf-XA-) 7x-;H -2 
-- ho-4- ( 1H-Th^y— /1/-5-4 AO <y 
XT 5 F<7)-£j£ 

N— (3- (2- (4-v^n7"f-^-2-f-TVy 
A-) X.i--)U) 7i-;H -4- (2 - (4-^h^fv- 
-2H-T\-y^/-)V-5-4)V) -2-- 
YuKyXTi H £HS6f?iJ 1 *>IH 5 k H&tcftSB t , 

iL* > 3 0 0'C dft&ASJK : ?DD*W-^? / 
— A-) ; IRvmax cr' 2204, 1658, 1 
584, 1 536, 1 362, 1 320; NMR ( 4 
00MHz, DMSO-d 6 ) Sppm 1. 84 — 
2. 33 (6H. m) , 3.67 ( 1H, m) , 
7. 44 ( 1H, d) , 7. 50 ( 1H, t) , 

7. 54 (1H, s) , 7. 69 (1H, 
d) , 7. 99 ( 1 H, d) , 8. 03 ( 1H, 
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s) , 8. 52 (1H, d) , 8. 78 (1H. 

s), 11.00(1H, s); 7G*#«fffiC 23 
H„N 7 0 3 Sm%m{%) C, 58. 59; 
H, 3 . 6 3; N , 20. 79, (%) 
C, 58.20; H, 3. 86 ; N, 20. 6 1. 
[05 10] [3S*W179] N-(3-(2-(4 
-y^o7'f;l/- 2-f-TV "U /10 xf-x^) 7i- 
;U) -2-757-4- ( 1 H-rh^V-^-5— f 

(Igl) N- (3- (2- ( 4-5^07*?^- 2 

-f-rvu/u) xf--^> 7i-;n -2-757-4 

- (2 - (4-^h^fy<yy» -2H-fh7V- 

;p-5->f;M <7X75 K<« 

N- (3- (2- ( 4-^^07^- 2 -f-TVU 

yl/) xf-x;!/) 7i-/H -2--hD-4- (2- 

(4-^b^fy^yy';W -2H—fh9V-A'-5- 
-f;|/> <yX75 Kfc#»Wl 7fcH*t:«Hlt, N- 

(3 - (2- (4-x^07'f*-2-f7y i J;l') X 
fx/W) 7i-/H -4- ( 2 - 

-2U-TYyV-)V-5-4)V) -2-757^ 
yX7 5 HtiRHftT^^ rXfc LTfcfc. 
NMR (400MHz. CDC 1 3 ) Sppm 1.9 
0-2. 4 1 (6H, m) , 3. 68 ( 1H, 
m) , 3. 80 (3H, s) , 5.67 (2H, 
br), 5.75 (2H, s) , 6.91(2 
H, d) , 6. 96 (1H, s) , 7.3 8- 
7.56 (8H, m) . 

[0511] (IS2) N- (3- (2- (4-^ 
o7^-;P-2-f-77'U^) X^-x/H 7x.-)V) -2 
-757-4- ( lH-Th7V-^-5— <> 
X75 h'O-S-ffc 

N- (3- (2- (4-v-7n7'f-;P-2-f-77'; 
)V) 7x-/H -4- (2- (4-7 

-2H-rh77-;i/-5-'f;p) -2-7 

5 7<yX7 5 H 1 axm 5 1 Rtt£&I t s 

1 6 4 - 1 6 8°c ( wm&mm •. 7 now - 

7^7-^); NMR (400MHz, DMSO-d 

6 ) 5ppm 1. 84 — 2. 33 (6H, m) , 
3. 67 ( 1H, m) , 7. 22 ( 1H, d) , 

7. 39 (1H, t) , 7.51 (1H, 
s) , 7. 53 ( 1H, s) , 7. 80 ( 1H, 
d) , 7. 85 ( 1H, d) , 8. 1 1 ( 1 

H, s) , 10. 32 (1H, s) ; MS (F 
AB)m/z 442 <M*+1); 7G*4WrfiC :3 
H 19 N 7 OS-3/4H 2 Otf>ff3M(%) C, 6 
0. 71; H, 4.54; N, 21.55, SU^ffl 
(%) C, 60. 88 ; H, 4. 23 ; N, 2 

I. 33. 

[0512] [Hj6Wl80] N-(3-(2-(4 



->-7D7f-;W-2-^77U^) 7i- 
;P) -2-^f K-4- ( lH-^rYyV-)V-5-> f 
;W) <yXT5K : 

(IS1) N-(3-(2-(4-y?o7f;|/-2 
-^-77U;P) xf-x;|/) 7i-;H -2-MtY-A 
- (2- (4-^h^fy<vy» -2H-fh77'- 
/P-5-^) <yX75K?>£j£ 
4- (2- (4-^h^y<yy» -2H-TN5V 

5--f^) -2 — f^" KSJMft J: 3- (2- 
(4-v7o7^-2-f-77';^) x^-;U) T- 
HiaHl0 4<0IS2fcH«t»lb. N- 

(3 - (2 - (4-v-7nXf-;w-2-f-7VU;u) x 

^-X/P) 7i-;K -4- (2- (4-^h^fy<yy 

;p> -2H-rh7V-^-5-'f;l^) -2— W*. 
yX75 K£7 5 E/1'7 rxi l/C»fc. 
NMRUOOMHz, CDC1 3 ) Jppra 1. 8 
4-2. 39 (6H, m) , 3. 67 ( 1H, 
m) , 3. 8 1 ( 3H, s ) , 5. 7 5 (2H, 

s) , 6. 92 ( 2H, d) , 6.94(1 
H, s) , 7. 39-7. 4 1 (4H, m) , 
7. 61 ( 1H. d) , 7. 67 (1H, m) , 

7. 72-7. 74 ( 1H, m) , 7.89(1 
H, s) , 8. 18 (1H, d) , 8.67(1 
H, s) . 

[0513] (JM2) N- ( 3- (2- (4-y-7 

o7*f-;P-2-^7y*y;P) x.+-)V) 7i-;H -2 

— <3j-H-4- ( 1H-- fh7V-/lx-5->f/P) <y 
X75K<9-&£ 

N- (3- (2- (4-v7n7^-2-^7V'J 
;W) Xf-~;U) 7xXyW) -4 - ( 2 - ( 4 -7 h^rv- 
KVi/iV) -2U-Thy s /-)l— 5-^)1) -2-4 

WA 1 5 2-1 5 4°C (decomp. ) df&Aft 
$ : 7nn*;l/A-^77-;U) ; NMR(400M 
Hz, DMSO-d 6 ) Jppm 1. 84 — 2. 34 
(6H, m) , 3. 67 (1H, m) , 7.4 
3 (1H. d) , 7. 50 (1H, t) , 7. 
54 ( 1H, s ) , 7. 76 (2H, d) , 8. 
07 (1H, s) , 8. 18 (1H, d) , 

8. 58 ( 1H, s ) , 10. 77 ( 1H, s) ; 
7uS^*r(iC 23 H 17 IN 6 OS • 1/4 H 2 0<7ffl% 

M (%) C, 49. 6 1 ; H, 3. 1 7 ; N, 1 
5. 09, MfeM {%) C, 49.45; H, 
3.42; N, 1 5. 02. 

[05 143 [HSt«181] N-(3-(2-(4 
-^^D7f-;U-2-^-77U;k) Xf-x/W 7i- 
;H -2-7 h*>'-6-7fW-4- ( 1 H-xh5 
V-^-5-4;W ^>X75 F 

(XS1) N- (3- (2- ( 4 07*7^-2 
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6-^^-4- (2- (4-^h^rv"<.yv» -2 

H-rh5V-;i^- 5—f/u) ^yxrs 

4 - (2 - (4-XY*i/«.y : J)V) -2H-rh7V 

fc3- (2- (4-^^a^P-2-^TVU^) x 
f--;U) »ll 04<0lS2i:RiaHc«i 

SL, N- (3- (2- (4 -j^nT^/P- 2-^-7 
VU^) -4 - (2 - (4-^h 

df^<yi/;W) -2W-fYvV~)V-3-A)V) -2 

IbS 7 5-7 7*0 (IBSfijSME^-X^/-^) ; 

NMR(400MHz, CDC 1 3 ) 5ppm 1. 
90-2. 30 (6H, m) , 2. 34 (3H, . 
s ) , 3. 60-3. 70 ( 1H, m) , 3.7 
6 (3H, s) , 3.88 (3H, s) , 5. 
93 (2H, s) , 6. 97 (2H, d) , 6. 
98 ( 1H. s ) , 7. 39-8. 08 (8H, 
m) . 

[05151(162) N- (3- (2- (4-^ 
ny^-2-f-7Vy;l') X^-x/U) 7x-;H -2 
-^h^$/-6-^f-;P-4- (lH-fh7/-;P- 
5— f/U) <yX75K<7)^ 
N- (3 - (2- (4-v-?nyf-;W- 2-^-77' U 
)V) xf^) 7x-;K - 4- (2 - (4-^hdf^ 
<yy;K -2H-rh7y-;l^-5--f;l/) -2-* 
h * v - 6 - ^ f;KVX7 5 H £SWJ 1 V>TM 5 k 

MiH 1 8 1 - 1 8 4'C ( : ?HO*U - 
; NMR (400MHz, DMSO-d 
6 ) 5-ppm 1. 90—2. 30 (6H, m) , 
2. 34 (3H, s) , 3. 60-3. 70 ( 1 
H, m) , 3. 76 (3H, s) , 3.88 
(3H, s) , 7. 39 ( 1H, t) . 7. 45 
( 1H, d) , 7. 53-8. 08 ( 5H, 
m) . 1 0. 5 2 ( 1H, b r s ) ; MS (F 
AB)m/z 471 (M* +1) ; 7C*#*r*C» 
H 22 N 6 0 2 S • 1/1 OH, OOftmffi (%) C, 
61.61; H, 4.56; N, 1 6. 97, ffl 

(%) C 6 1. 87 ; H, 4. 80 ; N, 
16. 62. 

[0516] [00601182] N-(3-(2-(4 
-^^n7f-^-2-^7yy/W) xf-x/P) 7i- 
^) - 2-7DD-6-7KD-4- (1 or 2 
H-"rYyV-)V-5-A)V) KVXTz. Y : 

(161) N- (3- (2- (4-S/^oyf-^-2 
-f-7yy;P) xf^/H 7xx;P) -2-?on-6 
-7;M-o-4- (2 - (4-^h^fy'<yy» -2 
H -x h 7/-^- 5 -4 ) <yX7 5 Ktf>£jS 
4- (2- (4-^hdf^y^) -2H-fh7V' 



-)V-5-4)V) -2-?Dn-6-7/M-n&&#K 
£3 - (2 - ( 4 -i/^nT^-n-- 2 -^-7y II 7P) x 

)7-'jyJ, mtffl l o 4 ois 2 fc BKftK 

SU N- (3 - (2 - {A-is?uf+)),-2~+T 
yy;U) x.j--)V) 7i-;H -4-(2-(4-*h 
^rv<yi/';i-) -2H-rb7y-^-5— -2 
-?on-6-7/^n^yX75K£7 :: E;l'7rXi 

NMR (400MHz. CDC 1 3 ) Sppm 1.9 
0-2. 3 0 (6H, m) , 3.60-3.70 (1 
H, m) , 3.76 (3H, s) , 5.93 
(2H, s) , 6. 97 (2H, d) , 6.9 
8 (1H, s) , 7. 39-8. 08 (9H, 
m) . 

[0517] (162) N- ( 3- (2- (4-2/? 
oy^-2-f-7yy;P) x^--;w) 7i-;H-2 
-^□D-6-7Mo-4- ( 1 H-y-hyV'-Jl- 
5-A)\>) "C/X7S FO£f£ 
N- (3 - (2 - (4-^?u:/f7U-2-f-7yy 
tV) Xf-x/W) 7i-/H -4- (2- (4-* 

- 2U-r\- 7^-^-5-4 )V) -2-9 
oo-6-7/^o^yX75 b*SrHStWl^lS5i: 
PWfcMBU a»ft£f*fc. 
KA 2 1 6-2 3 6*0 (IHSAjggK : ?on*U- 
*?J—)V) ; NMR (400MHz, DMSO-d 
6 ) 5ppm 1. 90-2. 30 (6H, m) , 
2. 34 ( 3H, s ) , 3. 60-3. 70 (1 
H, m) , 3. 76 (3H, s ) , 7.39 

(1H, t) , 7. 45 (1H, d) , 7. 54 
-8. 08 ( 5H, m) , 1 0. 52 ( 1H, b 
r s ) ; MS (FAB) m/z 479 (M* + 
1) . 

[0518] [%N0!1 83] N-(3-(2-(4 

-tert-y^-2-f-ryy^) x^xao 7x 

x;>) -2-7/M-U-4- (1H- fh?Y-H>-5 
-A)V) OXTSY : 

(161) N- (3- (2- (4-te rt-XfvW 

- 2 -f-7 x / y;P) xf-x/i/) 7x-;H -2-7/M" 
0-4- (2- (A-*Y* i s' < >.V i J)\>) -2H-rh 
yV-)V-5-4)l) <>XT$ YC0-&& 
4- (2- (4-^h^y<yy/H -2H-Tb7/ 
_ ;U _ 5 _^^) -2-7;M-o£&#I?i:3- (2- 
(4-te rt-yf-^- 2 -f-ry'JA') Xf-X/10 

7-yy£, hmu o4cox62ki5i«^aL. n 

- (3- (2- (4-te rt-yf-;P-2-f-7yy 
IV) x.i--i\s) 7x-;H -4- (2- (4-> 
^y^VU) -2H-7-Y?Y-)V-5-4)V) -2-7 

ft£ 2 12~213 , C(ffi B H 8 «:?nn*M- 
n-Mfy) ; IR^max cirri 2212, 16 
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58; NMR(400MHz, CDC 1 3 ) 5ppm 

1. 38 (9H, s) , 3.80 (3H, 
s) , 5.76 (2H, s) , 6. 90-6. 9 
3 (2H, m) , 6.97 (1H. s) , 7. 
36-7. 42 (4H, m) , 7. 71-7. 74 
( 1H, m) . 7. 93 ( 1H, s) , 7.9 

7 ( 1H, dd) , 8. 08 ( 1H, dd) , 
8. 28 ( 1H, t) , 8. 50 ( 1H, d) ; 

MS (FAB) m/z 567 (M + +1); 7C 
*4Mfr*C ai H„FN 8 0 2 S- 1/4 H, OOftffffi 

(%) C, 65. 19 ; H, 4. 85 ; N, 1 
4.7 1. SlJgffi (%) C, 64. 96 ; H, 
4.80; N, 14. 57. 

[0519] (XU2) N- (3- (2- (4-te 
rt-7'f^-2-f7/ l J^)Xf-^) 7i-;H 
-2-7/M-n-4- (lH-rh5V-/W-5-4 
;l^) <yXTSHcO^ 

N- (3 - (2- (4-tert-7f;l/-2-f7V 
>J;H xf-n/U) 7x-;U) -4- ( 2- (4-^ 
^y'JlV) -2W-tYv"/~)V-5-4)V) -2- 

7^n<yxr 5 h srnssw i ^>xa 5 1 mmz>m 

m& 2 14-2 1 6'C (dec omp. ) (iRgjyg 
g:?nn*M) ; NMR (400MHz, DMSO 

-d 6 ) 5ppm 1. 32 (9H, s),7. 47 
-7. 50 (1H, m) , 7. 50 (1H, 

s) , 7. 77 (1H, d) , 7. 94 (1H, 
t ) , 7. 98-8. 0 3 (2H, m) , 8.0 

8 (1H. s) , 10. 77 (1H, s) ; M 
S (EI) m/z 44 6 (M* ) ; tcSS##HIC 23 H 
19 FN 6 OS • 1/4H 2 0<Qff-£<I (%) C 6 
1.25; H, 4. 36 ; N, 18. 63, MS. 
m(%) C 6 1. 36 ; H, 4. 42 ; N, 1 
8. 52. 

[0 5 20] [HIS0IJ184] N-(3-(2-(4 
)V) KyXTSV : 

(181) N- (3- (2- (4-y;o/f;k-2 
-f-TV'J^) Xf-n^) 7i-/H - 5-7'o^-3 
- (2 - (4-* b^i^O-j^) -2H-rh7V- 
;l/-5-^f;l/) <yXT5 F 
3- (2- (4-^h^r^>'>'» -2H-f h5V 
-;U-5— f^) -5-7*n*gc&#»fc3- (2- 

(4-y?D7f^-2-f7/ l J/l') xf-n;U) 7— 

y y£ , hmct i o 3oxs i fcBtt&mu n - 

(3- (2- (4-y?n7'frt'-2-f7y i ;A') x 
^--;W) 7i-;H -3- ( 2- (4-^h^f^y^ 
/10 -2H-Tb7Y-)U-5-4)U) 



MA 1 6 7- 1 7 4°C (B£yi^& : ?nn**A- 
n-'Mf-tfy) ; I Ri/ max cnr 1 22 12; N 
MR (400MHz, CDC 1 3 ) dppm 1.87 
-2. 44 (6H, m) , 3. 70 (1H, 
m) , 3. 80 (3H, s) , 5. 7 5 (2H ( 

s) , 6. 92 (2H, d) . 6.96(1 
H, s ) , 7.3 6-7. 4 2 (4H, m) , 
7. 73 ( 1H, m) , 7. 90 (1H, br 
s) , 8. 07 ( 1H, br s) , 8. 1 5 (1 
H, t) , 8. 45 (1H, t) , 8. 49 
(lH.br s) ; MS(FAB)m/z 625 
(M* +1) ; 7C^#HIC 3 iH 25 BrN 6 0 2 S 
• H 2 0<7)mim (%) C 5 7. 85; H, 3. 
70; N, 13. 06, PJ£tt (%) C, 58. 
11; H, 4. 26; N, 13.31. 
[0521 ] (Xg2) N- ( 3- (2- (A-*/9 
oX^;l/-2-f-TVy;W) x^--;U) 7x-;U) -5 

-T'ot-3- (iH-rh7V-;u-5-^^) 
N- (3- (2- (4-^^n7*^-2-f-rvy 

/I/) X.i--fU) 7x-/K -3- (2- (4-^h^-^ 
Ky } J)V) -2W-7-Y7 s f-)V-5-4)V) -5-7" 
u^KyXT 5 H SrHJfiW 1 OXS 5 k BKfc&l L , 
3tBft£»fc. 

114 2 1 7-2 2 2'C (dec omp. ) (ff&jyg 
J£: ;nD*;l/A-n-^ty) ; NMR(400 
MHz, DMSO-d 6 ) Sppm 1. 85 — 2. 3 
8 (6H, m) , 3. 68 ( 1H, m) , 7. 
32 (1H, s) . 7. 37 (1H, d) . 
7. 44 ( 1H, t ) , 7. 88 ( 1H, b r 
d) , 8. 15 (1H. br t) , 8. 36 
( 1H, b r t ) , 8. 44 ( 1H, b r 
t) , 8. 72 (1H. br t) , 10. 63 
(1H, s) ; MS(FAB)m/z 505 
[ (M + +2) +1] , 503 [ (M + ) + 1 ] ; 
7U*frWffiC 23 H 17 BrN 6 OS • 3/4H 2 O^fH* 
m (%) C. 53. 23 ; H, 3. 59 ; N, 1 
6. 20. Mfem (%) C 53. 54; H, 3. 
65 ; N, 1 5. 7 2. 

[0522] [HMU85] N-(3-(2-(4 
-^nXf-^-2-f-TVy/P) xf-x;p) 7i- 
;P) -2-t h*Ddf^-6-^^;P-4- (lH-fh 
7V-;P-5-<yXT5 H : 
N— (3- (2- (4-v^o7 , f-yU-2-f-TV'y 
;U) X^-x/P) 7x-;U) -2-^h= 3 fy-6-^f-;P 
-4- ( lH-Tb7Y-J\s-5-*yX7$.Y$:mm 

mint mnizimL. msmzwz. 

ffiUft 2 1 4 — 2 18'C(decomp. ) (ffi&&J§ 
m:9uu*)lM<-*-7J-)V); NMR(400M 
Hz. DMSO-de ) 5ppm 1. 90 — 2. 30 
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(6H, m) , 2. 34 (3H, s) , 3.6 
0-3. 70 ( 1 H, m) , 7. 3 5 ( 1H, 
t) , 7. 49 (1H, d) , 7. 53 (1H, 

s) , 7. 55 (1H, s) . 7.62(1 
H, s ) , 7. 82 ( 1H, d) , 8.08(1 
H, s) , 10. 43 (1H, s) , 10. 52 

(1H, s) ; MS (FAB) m/z 471 (M 
* +1 ) • 

C0523] [HS6CT186] N-(3-(2-(4 
-i/?x3?*h)\,-2-*J-7VV)V) xfcyu) 7i- 
;U) -N-tKQdfy-4- (lH-f h5/-^-5 

— f;w) <yxrs K : 

(IS1) N- (3- (2- (4-5/^0^^-2 
-f-TVU;W) xf^) 7i-;W -N-hb'odf^ 

-4- (2 - (4-^h^^<y^) -2H-f h7 
V*-;W- 5 -A )V ) KVXT 5 
N- ( 3--f^K7x-;U) -N-tFo*5/-4- 
(2- {A-th^i/KVitiV) -2H-ThvV-)V 
-5-4 fV) <yX7$ FJ:4-y?P7f;l/-2-i 

4 =&+T7-**mm i ^1^4 fc mzjonu 

N- (3- (2- (4-^ar^-2-f-TVy 
IV) x^-x/U) 7i-/W -N-tKn=¥5/-4- (2 

- (4-*Mfs"0'S>/l') -2H-rh7V'-;U-5 

NMR (400MHz, CDC 1 3 ) 5ppm 1.9 
0-2. 40 (6H, m) , 3. 60-3. 70 (1 
H, m) , 3. 80 (3H, s) , 5.7 5 

(2H, s) , 6. 90 (2H, d) , 7.3 
5-8. 30 ( 1 2H, m) . 

[0524] (IS2) N- (3- (2- 
o7'f-/P-2— f-^/U;!/) xf-x/t-) 7i-;H -N 
( 1H— tYvV-)V-*>-> \)V) 

N- (3- (2- (4-y;o7'f;P-2-f7 > / l J 
;l/) Xf-X/W) 7i-)H -N-hFD^fy-4- (2 

- (4-^b^f^'O'^) -2H-f b7/-^-5 
-A)V) <yX7 5 H SrllSSW 1 *>Ig 5 1 ftttfcftgi 

Su£ 1 67-1 70'C (decomp. ) (5ggft» 
H:p®X^-^^y-^) ; NMR (40 0 MH 
z, DMSO-d 6 ) 5ppm 1. 90—2. 40 
(6H, m) , 3. 60-3. 70 ( 1H, 
m) , 7. 53 (1H, s) , 7. 64 (1H. 

t) , 7. 87 ( 1H, d) . 7.92(1 
H, s) , 8. 07 ( 1H, d) . 8. 30- 
8. 40 (5H, m) ; MS(FAB)m/z 44 
3 (M + +1 ) . 

[0525] [»187] N-(4-(lH-r 
YyV-)l-5-4)V) 7x-;H - 3- (2- (4- 
*s9u71-)V-2-1-7VV)V) Xf-x/p) <yX75 



H : 

(1*11) N- (4- (2- 

)V) -2U-TY7V->V-5-4lV) 7i-iH -3 
- (2- (4-i/?uXi->l>-2-j-7Y ) ))l>) xf-x 
IV) KyXTS. Yto&fSL 

3- (2- (A-l/^uX^)V-2-^T-r^)V) xf- 
-A") £**Ki: 4 - ( 2 - ( 4 i>-Oi?)V) 
-2H-rh5V-^-5--f;P) T-U^^SatWl 
0 3OISlfcIBI«fcilHIL. N- (4- (2- (4- 
^bdf-^y^'/W) -2H-- rhyY-tV-5—' 
7i-/K -3- (2- (4-S/^o7 r f-;w-2-f-r 
VU;l/) x^-x;w) O-XTS 
MM. 1 7 9-1 8 0°C (SS£ B a B ?®£ : ?DO*M- 
n -/\%y-y) ; iR^max cm" 1 22 16, 16 
62; NMR (400MHz, CDC 1 3 ) <5ppm 

1. 94 — 2. 40 (6H, m) , 3.66 — 
3.73 ( 1H, m) , 3. 80 (3H, s) , 
5. 73 (2H, s) , 6. 89-6. 92 (2 
H, m) , 6. 99 ( 1H, s) , 7. 38- 
7. 40 (2H, m) , 7. 52 (1H, t) , 

7.75 (1H, d) , 7. 80 (2H, 
d) , 7. 93 ( 1H, d) , 8. 03 (1H, 

s) , 8. 06 ( 1H, s) , 8. 1 5 (2H, 

d) ; MS (FAB) m/z 547 (M* +1 ) ; 

7n*^WflC3iH 26 N 6 o 2 s<m%m.(%) C, 

68. 1 1 ; H, 4. 79 ; N, 1 5. 38, M 
%M (%) C, 67. 79 ; H, 4. 81 ; N, 
15. 24. 

[0526] CDS2) N- (4- ( lH-xh^V 
-)V-5-4)V) 7i-/K -3- (2- U-i^o 
7f7P-2-f-7Vy/W xf-;H <yX7S h'<7>£ 
IS 

N— (4- (2- (4-^h^i/<y^» -2H-T 

h5V-;P-5-'f;P) 7i-;K -3- (2- (4- 
j^^o7'f-;p-2-f-rvy;w) xf-x/u) oxrs 

24 5-246'C (dec omp. ) (Hftftig 
I: ^DD^A-X^/-^) ; IRi/mx cm"' 

22 1 6,1654; NMR ( 4 0 0MH z , DM 
SO-d 6 ) Sppm 1. 96-2. 32 (6H. 
m) , 3. 64-3. 72 ( 1 H, m) , 7.5 
5 (1H, s) , 7. 67 (1H, t) , 7. 8 
9 ( 1 H, d) , 8.0 1—8. 04 ( 3H, 
m) , 8. 07 (2H, d) , 8. 29 (1H, 

s) , 10. 65 (1H, s) ; MS (FA 
B)m/z 427 (M* +1); 7C*4WHiC 2 3 
H 18 N 6 OS • 1/4H 2 Oc7)U-gffi (%) C, 6 
4.10; H, 4. 33 ; N, 19- 50, Wfc 
m (%) C, 63. 89 ; H, 4. 25 ; N, 1 
9. 37. 
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[0527] [Hife0lJl88] N-(3-(lH-f 
Y?V-)V-5-4)V) 7i-/H -3- (2- (4- 
is?u7i-)V-2-j-7YV)l') J^--)V) <yX7$ 
H : 

(Xgl) N- (3- (2- (4-* h*i/<> : J 
)V) -2H-7-hvV-iV-5-4)V) 7i-;W -3 
- (2 - (4-y?n7*f;H2-f7Vy;l/) xf-~ 

3- (2 - (4-^?oXi7-;l/-2-^7/ll^) x^- 
x/w) 3- (2- (4-^h^^<y^) 

-2H-xh7V'-^-5--f;W) 7xyy£JiS60U 

0 4<7)xu2tmmzwmi. n- (3- (2- u- 

^h^fx^y^) -2H— fh?/-^-5-' f/P) 
7xX/l/) -3- (2 - (4-v-?07 - f-/U-2-?-7 
VU;P) X^x;W) <yX7$ 

1 8 5~ 1 8 6'C (H^ B B « : ^nn*;PA- 
n-^Jf-tfy) ; I Ri/max cnr 1 2216, 16 
58; NMR (400MHz, CDC 1 3 ) Sppm 

1 . 92~~2. 40 (6H, m) , 3. 6 9~~ 
3. 73 ( 1H, m) , 3.79 (3H, s) , 
5. 72 (2H, s) , 6. 88~6. 90 (2 
H, m) , 6. 99 (1H, s) , 7. 37~ 
7.39 (2H, m) , 7. 46~7. 5 1(2 
H, m) , 7. 72-7. 74 (1H, m) , 

7. 92-7. 96 (3H, m) , 8. 07 ( 1 
H, s) , 8. 1 7 ( 1 H, b r s ) , 8. 
29(1H, s) ; MS(FAB)m/z 547 
(M* +1) ; 7C*#fJHtC 3 iH 26 N 6 0 2 Sc7)|f 

JEfil (%) C, 68. 1 1 ; H, 4. 79 ; N, 
15. 38, PJ^ffi (%) C, 67. 73 ; H, 
4.86; N, 1 5. 22. 
[0528](Ig2) N — ( 3 — (1 H— -f h 9V 
-;l/-5— 4)V) 7i-/H -3- (2- 

A 

N- (3- (2 - (4->h^fy<yy';P) -2H-f 
h9V-A'-5— f;H 7i-yK -3 - (2 - (4- 
*/9u~71-)V-2- J f-7YV)V) xf-x/k) <yX75 

R£ 1 62-1 64°C (dec om P . ) (?fi£|yg 
$ : ^nntoPA-X?/— ;U) ; IRvmax cm" 1 
22 1 6,1 662; NMR ( 4 0 OMH z , DM 
SO-d 6 ) Sppm 1. 87~2. 34 (6H, 
m) , 3. 64-3. 72 ( 1 H, m) , 7.5 
5 (1H, s) , 7. 61 (1H, t) , 7.6 
7 (1H, t) , 7. 77 (1H. d) , 7. 
89 ( 1H, d) . 7. 98 ( 1H, d) , 

8. 1 0 ( 1H, d) , 8. 32 ( 1H, s ) , 
8. 62 (1H, s) , 10. 63 (1H, 

s) ; MS (FAB) m/z 427 (M + +1); 



7C*frfTffiC 23 H 18 N 6 OS - 1/4 Hi OOff-gffi 
(%) C. 64. 1 0 ; H. 4. 33 ; N, 1 
9. 50, ilgffi (%) C, 64. 38 ; H, 
4.33; N, 19.45. 
[05291 immi 89] N-(4-(lH-f 
hyV-)V-5~- i)V) -2-X K^7i-;H -3 

- (2- (4-^or^-2-f-TVU;H xf-x 
;P) <yX7$ H : 

(IS1) H- (4- {2- {A-XY^is^Vi? 
>V) -2U-Th^/->U-5-^tU) -2-Xh*>' 
-3- (2 - (4-^70X^-2-^7 
y>J;H x^-;u) <yX7S Ftf)£j£ 
3- (2- (4-v-^nX^;P-2-f-7XU^) Xf- 
x;l/) £.%mkb2-*h*is-4- (2- (4-*h 
*i/<yi/Jb>) -2W-'fYyV-)V-5-^)V) 7- 
yy*lt«Wl0 3^>XSli:H«tC«iai^ N- (4 

- (2- (4->h^f^yv'» -2H-rb9X- 
;P-5--f;l/) -2-^^y7x^l/) -3- (2- 

(4-x^DXf-^-2-f-7Xy;l^) xf-x/U) 
XT 7*^7 rXhU#^. 
NMR (4 00MHz , CDC 1 3 ) Sppm 1.9 
0~2. 42 (6H, m) , 3. 67~3. 75 (1 
H, m) , 3.80 (3H, s) , 4.06 

(3H, s) , 5. 74 (2H, s) , 6.9 
1 (2H, d) , 6. 99 ( 1H, s) , 7. 
40 (2H, d) , 7. 53 ( 1H, t ) , 7. 
72 ( 1H, d) , 7. 77 ( 1H, d) , 

7. 81 ( 1H, dd) , 7. 96 (1H, 

d) , 8. 08 ( 1 H, s) , 8. 63 ( 1H, 

s) , 8. 65 ( 1H, d) . 
[0530] (XU2) N- (4- ( lH-rh5X 
-)V-5-4)V) -2-^h^y7i-/l/) -3- (2 

- (4-y-?t2X^-2-f-7/D;U) Xf-x/U) < 
yX75 K<0£|ft 

N- (4- (2- (4-*Y*i/O i JA') -2H-f 
hyY-)V-5-4)l>) -2-*Y*isy3.-)V) -3 

- (2- (4-^^oX^;U-2-f-7XU;P) xfx 
;p ) KVX7 5 H £H»iJ 1 <r>JM 5 1 FHRfcXH t . 

St* 220-22 1°C (dec omp. ) (W*Sb b b?§ 
^ : ^DO^A-n-'s^-tfy ) ; IRi/mx cm 
-i 221 6, 1 682, 1 656; NMR(400 
MHz, DMSO-d 6 ) dppm 1. 89~2. 2 
9 (6H, m) , 3. 66~3. 72 ( 1H, 
m) , 3.97 (3H, s) , 7. 55 ( 1H, 

s) , 7. 64 ( 1H, d) , 7.67(1 
H, t) , 7. 74 ( 1H, s) , 7.88(1 
H, d) , 8. 04 ( 1H, d) , 8.05- 

8. 08 ( 1H, m) . 8. 27 ( 1H, s) , 
9. 86 ( 1H, s) ; MS (FAB) m/z 
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427 (M* +1) ; 7C»^ffiC 24 H 20 N 6 0 2 S 

- i/2H 2 onmnm (%) c. e 1.92; 

H, 4 . 5 5; N, 18. 05, (%) 
C, 6 2. 21 ; H, 4. 42 ; N, 1 7. 94. 

[053 1] [HJt0IJl9O] N-(4-(lH-f 
V7Y-)V-5-4)V) 7x-^) 

(2- (4-^^or^-;i/-2-f-rVU;P) xf-x 
)V) <>X7$ K : 

(181) N-(4-(2-(4-^ h^fy^yy 
)V) - 2 H -t b VV-IV- 5-4 )V) 7x-;U) — N 
-^f-^-3- (2 - (4-xy-P7W-2-f-7V 
•j/U) x^-x;p) <yx'TS KtfteJS 
3- (2 - (4-v^P7'f-;U-2-f-TVU^) x^- 
X/P) K-*j-)V-A- ( 2 - (4 

•a^y^U) -2H-rh7V-;U-5-rf^) 7-'J 
yfcJSttWl 0 4Ol82t|5l«^aL. N- (4- 
(2 - -2H—fh5V*-;W 
-5-4 IV) 7i-;H -N-^f-^-3- (2- (4 

-^nyf-^-2-f-rVJ;i') xf-x/w) 0x7 

3 Ft flat. 

NMR (400MHz, CDC 1 3 ) Sppm 1.8 
7-2. 4 1 (6H, m) , 3. 53 (3H, 
s) , 3. 68 ( 1H, m) , 3.79 (3H, 
s) . 5.70 (2H, s) . 6. 88 (2 
H, d) , 6. 94 ( 1 H, s) , 7.13 
(1H, d) , 7. 15 (1H, t) , 7. 24 
( 1H, d) , 7. 36 (2H, d) . 7.4 
5 ( 1 H, d) , 7. 6 2 ( 1H, s ) , 8. 
01 ( 1H, d) . 

[0532] (182) N- (4- ( lH-rhJY 
-lV-5-4)V) 7i-;H -N-yf-;U-3- (2- 

(4-^^o^;u-2-f-rvy;i') xf-x/i,) < y 

N— (4- (2- (4-^h^^y^) -2H-f 
h7V-^-5-^f^) 7x-;H -N-^/P- 3- 
(2- (4-^^n7*f-;l/-2-f-ryj^) xf- 
;k ) <yX7 5 K SrllM* 1 5 1 HflMcffil t , 

1 14-1 17*C (decomp. ) ; I Rv 
max cm- » 22 1 6,1650; NMRU00M 
Hz, DMSO-d 6 ) 5ppm 1. 83—2. 32 
(6H, m) , 3. 44 (3H, s) , 3.6 
5 (1H, m) , 7. 33 (1H, t) , 7. 
36 ( 1H, d) , 7. 46 (2H, d) , 7. 
52 ( 1H, s) . 7. 58 (1H, d) , 
7. 63 ( 1H, s) , 7. 93 (2H, d) ; 

MS (FAB)m/z 441 (M + +1); jt 
*#«f«C f4 H„N 6 OS - 1/2H, 
(%) C, 64. 1 2 ; H, 4. 7 1 ; N. 18. 
70, (%) C, 64. 13; H, 4. 9 



2 ; N, 19. 17. 

[0533] [H&0U91] N-(4-(lH-f 
VyV-fV-5-4)V) 7i-;K -3- (2- (4- 
^^ar^-2-f-rVD/P) xf-x/l,) 
;l^yXT5h*:«nEkH*fcUT#4>*ifc, N- (4 

- (2- (4-*h*i"OS^) -2H-rh7V'- 
;P-5->f;P) 7i-;H -3- (2- (4-y?n7' 

xfx;t>) -6-^f;K>X 

SI'S 2 2 5-2 2 8'C (decomp. ) (£*§&?§ 
$ : ?nn*;PA-X;5V-/l') ; NMR(400M 
Hz, DMSO-d 6 ) 5ppm 1. 80—2. 40 
(6H, m) , 2. 46 (3H, s ) , 3.6 
0-3. 80 ( 1H, m) , 7. 45 ( 1H, 
d) , 7. 52 ( 1H, s) , 7. 69 ( 1H, 
d) , 7. 82 ( 1H, s ) , 7.97(2 
H, d) , 8. 04 (2H, d) , 10. 72 
(1H, br s) ; MS (FAB) m/z44 1 
(M* +1) ; 7C*#$fffiC 24 H 20 N 6 OS - 1/ 
2H 2 OCDimW. (%) C, 64. 1 2 ; H, 4.7 

1 ; N, 18. 69, aigtt {%) C, 63. 9 

2 ; H , 4 . 6 5 ; N ,' 1 8 . 5 8 . 
[0534] [UttWl 92] N-(4-(lH-f 
hvV-)V-5-A)V) 7xX/l/) -3- (2- (4- 
^^07*^-;l/-2-f-TVU;P) xf-x/U) -2-*?- 
;KyX75 H : Uffik^fcl/CftWlfc, N- (4 

- (2- (4-^h^^<y^» -2H-rh7V- 
;U-5— f/W) 7i-;W -3- (2- (4-y?n7' 
+)V-2-1-7YVlV) xf-x/P) -2-^f-;i/^yx 

M& 1 84-1 86"C (decomp. ) (Wfeik® 
$ : ?pn*;l/A-^^7- /!✓) ; IRvmax cm" 1 

1664; NMR (400MHz, DMSO-d 
6 )5ppm 1 . 80— 2. 4 0 (6H, m) , 
2. 56 (3H, s) , 3. 60-3. 80 ( 1H, 

m) , 7. 44 ( 1H, t ) , 7.55(1 
H, s) , 7. 6 1 ( 1H, d) . 7.77 
(1H, d) , 7. 97 (2H, d) , 8. 0 
4 (2H, d) , 1 0. 78 ( 1H, br 
s) ; MS(FAB)m/z 441(M + +1); 

7c*#*fttc t «H2oN 6 os- i/2h, omnm 

(%) C, 64. 1 2 ; H, 4. 7 1 ; N, 1 
8. 69, Sffigff (%) C, 64. 1 2 ; H, 
4. 62 ; N, 18. 52. 

[0535] [HSS0IJ193] N-(4-(lH-f 
VyV-)V-5-4)V) -2-**)V~7x.~>V) -3- 

(2 - (4-j/^o7*f-;p-2-f-ryu^) xf-x 

)V) KyXTS K : HyEh|iffiH= lt#^, N- 
(4 - (2 - (4-^h^v^y^VP) -2H-f-b7 
y-*-5—r*) -2->f^7!^H -3 - (2 
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Ul£ 135-138'C(decom P . ) (}?&&?$ 
fuu-fclVA.-XtJ-lV-n-'s.^V) ; N 
MR(400MHz, DMSO-d 6 ) Jppml. 8 
0-2. 40 (6H, m) , 2.38 (3H, 
s) , 3. 60-3. 80 (1H, m) , 7.5 
5 (1H, s) , 7. 60-7. 70 (2H, 
m) , 7. 80-7. 90 (2H, m) , 8.0 
0 ( 1 H. s ) , 8. 09 ( 1 H, d) . 8.3 
0 (1H, s) , 10. 20 (1H, s) ; M 

5 (FAB) m/z 44 1 (M + + 1 ) . 
[0536] [HHW194] N-(4-(lH-f 
YyV-)V-5--i)V) 7i-;H -3- (2- (4- 
i/9u7+fr-2-+T*/»1\f) Xf-X/t-) -2-7/1/ 

^ooxtsf : mitmmizixnwz. n- 

(4- (2- <4-^h=*>"<y^) -2H-fb5 
y-;l/-5— f;P) 7x-;K -3- (2- (4-v? 
D7*-f;l/-2-f-TVU^) xf-x/U) -2-7/M-n 

BUS 22 2~2 2 6'C (decomp. ) (HftftS 
$ : 9uu-fc)V2>.-^9 J— IV) ; IRvmaxcm" 1 
1682; NMR (400MHz, DMSO-d 

6 ) Sppm 1 . 90-2. 40 (6H, m) , 
3. 60-3. 80 (1H, m) , 7.51(1 
H, t) , 7. 54 ( 1H, s) , 7.90 

( 1H, d) , 7. 9 1 ( 1H, d) , 7.9 
5 (2H, d) , 8. 05 (2H, d) , 1 
0. 86(1H, s) ; MS(FAB)m/z 4 
4 5 ( M + + 1 ) . 

[0 5 37] [HJfitfH 95] N-(4-(lH-f 
V?V-)V-5-4)V) 7i-;H -3- (2- (4- 
S/^n7^-2-f-TVy;U) xf-x/10 -6-7/1/ 
JtuKyXT^Y : mitmmt,zLX'ftt>titz. N- 

(4- (2 - ( 4 b*S/<5'$>/l') -2H-fh5 
f;P) 7x.->V) -3- (2- (4-^ 

oyf-^-2-f-ryy^) x^x/io -6-7/M-n 

W& 2 2 6-22 9-C (decomp. ) (W&g& 
?vm*)\>J*-*?J-)V) ; NMR(400M 

Hz, DMSO-d6 ) 5ppm 1. 90—2. 40 
(6H, m) , 3. 60-3. 80 ( 1H, 

m) , 7. 45 (1H, d) , 7. 48 (1H, 
s) , 7. 60 (1H, s) . 7. 83 (1 

H, dd) , 7. 95 (2H, d) , 8. 05 
(2H, d) , 10. 88 (1H, s) ; MS 
(FAB) m/z 4 4 5 ( M* + 1 ) ; 7C*#«r«C 

23 H 17 FN 6 OS • 1/2H, OOfWfl (%) C, 

60.92; H. 4. 00 ; N, 18. 53, 81 

£fi (%) C, 60. 73 ; H, 4. 12 ; N, 



18. 29. 

[0538] [3BM5W19 6] N-(4- (lH-f 
h?Y—iV-5-4fr) -2-7Mn7xz;H -3 
- (2- (4-^a7f-;i/-2-f-TyU;l/) xf-- 
/P) <yX75 H : miitmmizixn^titz. N- 

(4- (2- {4-*h*cSs*>i?fr) -2H-rh7 
V-)V-5-4)V) -2-7WD7i-;H -3- 

(2- (4-i/?oy^i/-2-^yy'J/i/) xf-x 
;W) ^yXTS PSRNHcKftBU 
M.* 2 3 6-2 3 9'C (decomp. ) (H&ftjg 
4£: 7nn^A-^^y-;P) ; NMR (400M 
Hz. DMS0-d 6 ) 5ppm 1. 90 — 2. 40 
(6H, m) . 3. 60-3. 80 (1H, 
m) , 7. 55 (1H, s) , 7. 68 (1H, 
t) , 7. 90-8. 00 ( 5H, m) , 8. 
09 ( 1H, d) , 8. 3 1 ( 1H, s ) , 1 
0. 54 (1H, s) ; MS(FAB)m/z 4 
4 5 (M + + 1 ) . 

[05393 [mtwi9 7] mm-.mmim. 

OOmg, m&*z)\>U-X (MCC) 2000mg. ffi 
S&gt Fo^rot'/Mr/l/a-X (LHPC) 10 
OOmg, XrTU y©-7X^^7A 1 0 0mg£J:< 

*g£ l , ummmizx ltioomg ^mi Efc£» 1 
0 m g ztti-zmmmmuz . 

{±7 < /l/A 3- h £5£ LT«*«&tf 7 < /kfc.3 - Ml 

[0540] [HMU98] SPJM : «8FJ<0i!ji 
i<»#LfclSMtWl 5 7c7)^^jl OOOmgJLM 
5900mg, ^hUt/I/O-* (MCC) 2 000m 
g, ffiffi&Kt Kodfi/7nt/P-fe;Un-x (LHP 
C) lOOOmg, XfT'Jyi^yfAlOOm 
g*i<8teU tt^fl^tTl^lOOmgtfKnB 
ft^lOmg££:TtS*££83iSU:. 

mat tti 7 < 3 - h *m t xmtmmf? < iva 
3-hmwmitz. 

[0541] [HIS0IJ199] mM:ti7*m<D 

mm 

J:<»»LfeHltWl^t^Hjl 0 0 0mg, J-^to 
ai/Tyyy 3 000mg, ?Uf6 

9 0 0mg. ifefH-te^n-7 (MCC) lOOOmg, 

t.tT u yir?x*>-7 a i o o m g £ J < ma ix 1 

#7-fe/l/ 1 2 0 mg+flKft^ft 1 0 m g £-itfi-ri># 

7*>\smzwkitz. 

[0542] [|Btfll2 0 0] miM-.ATWflcr) 
£<%}#ltzmimi 57^^100 Omg, h»7 

toai/xyry 3000mg. il 

i6900mg,g B WD-X(MCC) 100 0m 
g. *T7Uyir^*S^A100mg£i<jI»L 
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x \iir*.)v 1 2 o m z^mwc&fa 1 0 m g 
[0543] cnitM2oi] mm-.w^mwk 

V /l/t'? J is V- V 5 0 m g £ 5 m 1 XTV-/WB 

7/1^5 SSSfcSKU 7U*y-uimi*jni"C!ia 
Lfc. i<»», (SftLfcHttfll 1 <7Mt&Vll5 OmgZ 

mmgmmixftmtt. 1 o o^ 1 
^7£§£§u Mj&mxrt)i>7Zfti~7i>*>-i2 a 

ml^««. lPtltl0 0/i l&^DfiMlt^l 
mg&^-ri.S*Rl^<0©A^J (MD I ) §ML 

[0544] [^»202] mim-.mm^m. 

V /Uh" ^ y t / ^ 1/- h 5 0 m g 2: 5 m 1 XTV-^ffl 

7;P5§lfftSKt, 7U*y-n lmiZMixmM 

Ltl. «£< UcHMM 1 5 7 *>fc£ft 5 0 m 

g$tom : &mmtixm.z-<tt:. 1 o ox* i <n% 
m/wtmt i . jde^stv ^7*^ u 7 m- y-i 

2 4m 1 1 0 Oju 1 fcrtrOSflBfte 

ftlmg Sr**t S jaMWoRAJW ( M D I ) 

[ 0 5 4 5 ] it ( 1 ) •C*SftS*«BH<Ofc£flj&tf* 
0. «,&^71/^^f-RlE^t«M^ : F|SS^^^ 

%%mmm\t ix^mxhz. *wm& ( 1 > <o 
wt^t* 4 . *%wcwk^<nftmtztiL><nimmx 

[0 54 6] [ttMHl] *^<yM«ajig»*fflv^ 

fciOWtU:. SP*>. t/l^'y h£MLg$E§tf£ 
ft. HIJl**ajLfc. 011*1-1. 5cmOftSfcflI 

Z<7)m*Z 10m 1 <?>94u-YW. (3 5°C, 9 5%fg 

*- 5 %£g«f xasi ) * xmzmm i 

fcft. lgfctffiU:. hX?$y ( 1 0" 4 M) T'3~ 
4@JR*8§-efcft> LTD, OJR»RjE#g3£l/Ca»*> 
LTD 4 Ott[:St»W#^^U>:. 0 

m^wmm yh-v?h? vx^-^r- ( a*^ 

*:TD-1 12S) ZitLXV?—?- {Wim%: 
R- 6 4 V S ) fclBULfc. WBMK4^f-^^7 



(DMSO) CliL, LTD 4 (SHiUgl 
0-8M) ^SaiiTfcrr^XWjfcai**:. JftMfct 
ll-«#TiI$*!ML*:LTD 4 tc£|>0!I<OiR|?i£*f 
HSfcU *!HM(*«yiUfcLTD 4 (c«kl>0)iJtX«S* 

uKfeti o 5 o^wsifflji ( i c 60 > saaiu:. 

[0547] [MM*2] bx^syjSsgljqjSiJsSg, 
Sprague-Dawl eylitt57h ( 2 5 0~ 
3 5 0 g ) fcKBtSufltfEStffcft. 5 U/m 1 
ySr^t" 6m o d i f ied-Tyrodel[Na 
CI 1 24mM, KC 1 4mM, CaC 1 2 1.0 
mM, MgCl 2 O. 5mM, NaH 2 PO, • H 2 
00. 64mM, NaHC0 3 1 OmM, Guluc 

0 s e 5 . 6mM, Gelatin 0.05% (w/ 
v) ] 20m\*y-vhM®.Hz&XLtz. HSR£6 0 

tz. mmmmmm ( 2 5 0 x g , 4*c. 5ais> l 

Tfcfcfflft*. ySr*4*VMno d if ied- 
T y r o d e MX\ 2 BSfeft l*Z . Z <^W& ?S£iS«$ 
(IB)H«i:LT^l O? eel ls/ml)C80w 
KOtSDNP-I gEfitflj*Jn^.3 7 , CT*3 0^^y 

ft. mm^mmmz^ttimmmmm^xi o* 

eel 1 s/m lC^SiotVtiJ^ti^mo 
dif ied-TyrodeateJniTPKW:. <I<75 
«i¥iffi$2 5 0/z 1 fcffiE (&*£itl£3 0 n g/m 

1 ) 5 0 1 mimlX 3 7°CT"5#(S 
-f yjfa's-v 3 y L£ft, RJSf?ik$ [ n a c l l 

20mM,KCl 5mM, EDTA ImM, Tri 
s-HCl (pH = 7. 4) 25mM, B S A 200 
M g/m 1 ] 2 0 0u 1 £lll;lRJS*fl t Jk3-£fc. ffiO 

ft. mmm. (2 5ox g , 4-c, 5#ra> L-ct#^± 

>W250^ l4»c7)hX^SyiitKSrShore4,(7)^ra 
ft/hZSffiti DfftBbfcS OXfPUffli ( I c 50 ) X 

[0 54 8] t)^-y hmmmm^m^tzLTD t %m 

[0 549] 
[SS13 



&S^1t HMJR^WJ* tx^S yjgjlg 

(I0t«»9) ( I C„ ) Wffffl ( I C 50 ) 



1 3. 6X10- 8 6. 5X10- 8 

4 1. 9X10-8 1. 2X10" 7 

5 2. 8X10-8 1. 5X10-7 

6 3. 0X10-8 1. 2X10-7 
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7 


1 . 


2X 1 0~ 8 


9. 


9 x 1 O" 8 


1 7 


1 . 


2X10" 8 


7. 


5X 1 O" 7 


2 0 


1 . 


3x 1 0" 7 


2. 


2 X 1 O" 7 


2 3 


2. 


Ox 1 O -7 


1 . 


5X1 O -7 


2 5 


1 . 


7X10" 7 


1 . 


2X10" 7 


2 6 


2. 


8X1 O" 7 


1 . 


1 x 1 O" 8 


3 5 


1 . 


1 X 1 O -7 


1 . 


0 x l O* 7 


3 9 


1 . 


3x 1 O -8 


1 . 


7X1 O" 7 


4 0 


6 . 


6x 1 O" 8 


2 . 


8X1 O -7 


4 1 


7. 


9X10 -8 


3. 


1 x 1 O -7 


4 2 


2 . 


7X10" 8 


2. 


0 x 1 O -6 


4 5 


4. 


1 x 1 O" 8 


1 . 


8x 1 O -6 


68 


7. 


3x 1 O" 9 


3. 


5x 1 O" 8 


6 9 


7. 


8X 1 O" 9 


1 . 


1 x 1 O" 7 


7 0 


1 . 


5X 1 O" 8 


7 . 


1 x 1 O -7 


7 6 


1 . 


1 x 1 O" 8 


2. 


4 x 1 O -7 


78 


2. 


6X 1 O" 9 


5. 


5x 1 O" 7 


10 1 


2. 


2X 1 O" 8 


5. 


4 x 1 O -7 


10 3 


1 . 


5X10" 8 


1 . 


2 x 1 O -9 


104 


4 . 


9x 1 O -8 


1 . 


5 x 1 O -8 


110 


3. 


2x 1 O" 8 


1 . 


3 x 1 O" 7 


12 5 


2 . 


0 x 1 O" 9 


2 . 


7X1 O -8 


12 6 


1 . 


9 x 1 O -9 


2 . 


6X1 O" 7 


12 7 


1 . 


8x 1 O -9 


3 . 


8X1 O -7 


12 9 


7. 


0X1 O -9 


7. 


Ox 1 0~ 7 


13 1 


8. 


5 x 1 O" 8 


1 . 


7X1 O" 7 


14 1 


9. 


4X1 O" 10 


5. 


9x 1 O" 9 


142 


1 . 


9x 1 O" 9 


5: 


4 x 1 O" 7 


15 2 


2. 


5 x 1 O" 10 


1 . 


5 x 1 0~ 8 


15 3 


5. 


4X1 O -10 


7. 


4X10" 9 


15 5 


1 . 


Ox 1 O" 8 


7. 


4 X 1 O" 9 


15 7 


5. 


7X1 O -10 


9. 


3 x 1 O -9 


16 1 


2. 


3X1 O" 10 


7. 


0 x 1 O" 9 


16 2 


7 . 


9X1 O" 10 


1 . 


8X10" 9 


16 3 


1 . 


1X10' 9 


8. 


2X1 O" 8 


164 


2. 


6X 1 O" 9 


1 . 


0 x 1 O" 7 


16 5 


1 . 


Ox 1 O* 9 


9. 


4x 1 O -9 


16 7 


4 . 


5X10* 9 


1 . 


0X1 O" 7 


168 


8. 


2X1 O** 10 


3. 


1X1 O" 8 


17 2 


1 . 


6x 1 0~ 9 


4 . 


7X1 0 10 


17 3 


6. 


4X1 O -10 


4. 


1 x 1 O -8 


174 


6. 


6X1 O -10 


4 . 


0 x 1 O -8 


17 5 


2 . 


0 x 1 0" 10 


1 


. 8x 1 O -8 


17 9 


2. 


6x 1 O -9 


8. 


1 x 1 0" 8 


180 


2. 


3X1 0~ 10 


2. 


5x 1 O" 8 


181 


1 . 


1X10" 1 * 


5. 


9X10" 8 


182 


2. 


3X1 0- 9 


2. 


6X10" 8 


183 


1 . 


8X 1 O" 9 


5. 


5X1 O" 9 


189 


1- 


2X1 O" 8 


1. 


7X1 O" 8 


196 


4. 


2X1 O- 8 


7. 


8X1 O" 8 
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[0 5 50] [ iHtH 3] LTD 4 



( 1. 5g/5m l/kg, i . p. ) 

t*-A-i/-t:iai[L, mmft^iomi/kg. $ 

JW3*6 0|II/4KvU^£ff^fc. LTD 4 »45 
^Ufcror^/n-^ (lmg/kg) . 3#1ir(cx 
;^3ijy ( lmg/kg, gfW«*#±$*4 

wsM&mmffi ocmH 2 o 

/1/sec. fcfciidfciWBfUrSL LTD 4 (4 
^g/kg) S»»rttft4UTSe8JlJ«l*i5BS-*fc. 



tWIi;, 0. 5%-ti)V^^^)V^)Vx3-x (C 
MC) fcS»L-CSie«[^)3Bffift4^iafcgPS4L 

*wsw#*-ciiu *piwsB4»«aa4-a^LTD 4 tz 

t>M>b-%mizi. D#tf>fc 5 0%JWJffl* ( I D 50 ) T 
im0Wfc£ft<OLTD 4 ft&^J&PMttll 
fc*5tt* I D 60 «4JjJlT<«19'C*ofc. 4fc. ftgiR 

ftnffloffi»^wiHM£&n&5- < i omg/k 

g ) LT 8 mt Mi 1 2 B$raf*0{tPM$Sr SIS Uz . 
[055 1] 
[*2] 





ID 50 


(mg/kg) 


$Stt8tt(10«g/kg(p.o.)) 








8h 1 2h 


1 


1 . 


. 1 


75% 


4 


1 


. 3 


60% 


5 


2 


. 6 




6 


2 


. 4 


76% 


1 7 


4 


. 1 




20 


3 


. 1 




39 


1 


. 3 


67% 


4 2 


2 


. 7 




4 5 


1 


. 9 




78 


5 


. 1 




1 2 5 


3 


. 8 


75% 


12 7 


1 


. 9 




15 0 


3 


. 0 




1 5 2 


0 


. 7 




1 5 5 


2 


. 0 




1 5 7 


0 


. 4 


81% 



[0552] [KKW4] PCA(Passive 
cutaneous anaphylaxis) RjE#P 



Sp r agu e - Daw 1 e y^2t14:7 •/ h (17 0~ 
2 2 0 g ) (OlTSSrU^LfcSL 4aW#H*fl 5te 
Lfc. file g g a 1 b u m i n y •■/ hM% ( y 
•yh4 8B#raPCA t iter : 5 1 4ffif) Sr*«52 
#f5r(c£[*l£|} (50/il/site) l/CSHtsLfc. 
iffi4 8W:5/mg»egg a 1 burning 
£t?0 . 5%xAx*:/;p-£JlflWfeS* l m l £fi?M 
1 T P C AEJSfcigB Ufc. 3 0 4H£Br3B%jlOE 
MOfr&^^BXO. Katayama^ 

*ffi2)-c&j»*»ap^>fe**iiiiajMSLfc. wsmmi 



6«/hZ*ffifcJ: 9*ftWifc5 OSflWWME ( I 
D 50 )T*U:. PCAij5KcOID 50 €(±mT<OiiOT' 

[0553] 
[*3] 



( ID 60 ) 



1 
4 
5 
6 
7 



1. 5 

2. 3 

3. 6 
2. 4 
0. 5 



( 1 20) 
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